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2002-270849 A I 1/ 



[HWO^fe] bVT-f^tfn [5. 5] ^V^VlNlfrfeitr^tLfe** 

Ml**i] -ft* (I) 




(**> R 1 ^ 

(1) 31 U 

(2) Tffi (a) - (i) *&3H?SJL4 1 - 3*©MI*mS*LfcC 1 - 
8 7;V^JK C 2 ~4 T)V>r=-)V£tz\$C 2-4m^t**>t J 

(a) -OR5 N 

(b) -COR6, 

(c) -NR7r8 % 

• (d) -CONR 9 R 1 °, 

(e) — N R 1 1 COR 1 2 , 
(f ) — N R 1 3 S0 2 R 1 4 > 

(g) Wl. 

(h) =NR 1 5. 
( i ) =NOR 1 6 

r 5 ~ r 1 3 „ r 1 5 is x t>* R 1 6 {±, 

( 1 ) T^HC^ 

(2) c i - 8 T;t^;K 

(3) C2-8W-^, 
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(4) C2-8 T;V^r-;K 

(5) 811, tfzit 

(6) sti i fctt-o-ati^fcSMRSft* i-5«o*!fta-«tft«ttfec 1 

~ 8 t;v^k C2-8 r^^-^t fef±c 2-8 T^^-n/^teU 

(1) — »£fcj±^j&*l^$*t-cvvt4> J^C 3 ~ 1 5<7)#m> ZL«$fctiH 

(2) l-Amn&nm*. i~-2®<Dmmm. : 3-& tv/aw* i~2i@<a^3t 

3-1 5I«m rfif:li=^fnt7V-;v^U> 

tll±, 
(DC 1~87W> 

(2) C2~8 7^^;K 

(3) C2~87^^^;K 

(4) /NDfVB^ 

(5) v7A 

(6) 3^2, 

(7) -OR 1 7, 
• (8) -SR 1 8 , 

(9) — NR 1 9R 2 °> 

(1 0) —COR 2 

(1 1) -COOR 2 2 , 

(1 2) -CONR2 3r24, 

(1 3) -NR 2 5COR 2 6 . 

(14) -SO 2NR 2 7 R 2 8 > 

(15) -NR29S0 2 R 3 °> 

(16) -N (S0 2 R 3 1 ) 2^ 
(1 7) t*V, $fc»± 
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(18) Tie (a) ~~ (e) fr!>&$iZtl2> 1 ~ 5m^m.^^M.^fltzC 1 
~8THiK C 2 ~ 8 7;V^-;^ fcliC 2 - 8 7 ; 

(a) ^uvym^F, 

(b) 3t2, 

(c) -OR3 2 n 

(d) -NR3 3COR3 4 % ttzli 

(e) =NOR 3 5^ 

R 1 7^r2 9 #£0^3 2~ R 3 5^ 

(1) tK^H^ 

(2) C 1-8 7W, 

(3) C2~8 7^^-;K 

(4) C2-8 7^^;K 

(5) t tzlt 

(6) TIB (a) - (f) frhWRZK* 1 ~ 31@£>ttm*T?ttm$*i£C 1 ~ 

8 t;v*;k c 2~ 8 r^-^tfctic 2-8 r;v^-;v^^^t ; 

(a) ^2> 

(b) -OR3 6, 

(c) -COOR3 7 x 

(d) -NR3 8r3 9, 

(e) An^«, ttzit 

(f ) =NR4 0 % 

R 3 O&XXFR 3 1 (i % Cl~4 7^iV^U 

R 3 6~r4 0 (i7K^^^7t(i7Km*t?em^ttT^T^ X^C 1-47^ 
ig2(±, 

(2) 1 ~4H<£>M3iJj!H\ l~2jicomm^T-*5iD f /'^/i(il~21@c7)^ 
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3-1 5M<£>##. -If^liHt^fniT'J -;^t^L, 

(1) C 1-8 7^K 

(2) ^ny>irK 

(3) -OCF 3 , 

(4) ->ry, 

(5) #3, 

(6) -OR 4 1, 

(7) -NR4 2r43 x 

(8) -COR 4 4 . 

(9) -COOR 4 5 % 

(1 0) -CONR4 6 R 4 7^ 

(11) — NR 4 8 COR 4 9^ 

(12) -SO2NR50r51 > 

(13) -NR52 S 0 2 R 53 x 
(1 4) - (NH 2 ) =NR 54, 

r 4 1 ~r 5 2& £ZFR 5 4 

(1) xmm*. 

(2) C 1 ~87W, 

(3) C 2 - 8 T/^—ZK 

(4) C 2~8T^K 

(5) i3, 

(6) -OR 5 5, ttzlt 

(7) TIB (a) ~ (d) frt>m$lZfi& 1 ~3^60®^-eg^$tL7tC 1 ~ 
8 7^ C 2-8 7H^Hf:l±C 2 - 8 T^-^Sr^fr L ; 

(a) ^3, 

(b) -OR 5 6^ 
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(c) -COOR 5 7 N 

(d) — NR 5 8 r5 9, 

R 5 3 itc 1 — 8 7fl'3rA'*<fc*>U 

R 55~r59|^ C 1~47W^U 

31 3 tt. 

( j ) $ fz {i^^TfQ $ *rr v> T & J: v> C 3 ~ 8 <0%&&%%MT U - ^ 
(2) l-iflOSBMC^ l-2*O««K^J:0 p /4fcttl-2fiWWt 

3|3I±, l~3lS<7>=Ot/£»*=SKJ:oTem$*LTV>T*> J: <, 

(1) tK^JBK^ 

(2) C 1 - 87W, 

(3) C 2 ~ 8 T)V^r=.)V^ 

(4) C2-87^-;K' 

(5) 3*4, 

(6) TIB (a) ~ (i) ^^£*i£l~5l@^®m*^S&£*L^Cl~ 
8 7;v^;K C 2 - 8 7 fct±C 2 ~ 8 T — L J 

(a) TK^Hi^^ 

(b) -OR6 0^ 

(c) -NR6 

(d) -CONR 6 3 r 6 4^ 

(e) -NR 6 5 COR 6 6 , 

(f) -NR6 7 S 0 2 R 6 ^ 

(g) NR6 9COOR70, 

(h) ttzit 
( i) y7A 

R 6 0~r6 7^itJfR6 9tt**jRiK C1~87^K C2-87^- 
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R6 8^5 J: o?R 7 0(±c 1-4 T^^r;V, C2-47H^ C2-4T;V* 
5|4 l±, 7.x-;l<\ k^Jy^V, ££:JiC 3-8 5/^D7^^^U 
R3^j:trR4»«*Lfe**j»^i-*ift*W^fc-*^*^^ C3-8 

(1) **B§H\ 

(2) C 

(3) C 2~8 7;V^-;K 

(4) C 2 - 8 ta-*-;k 

(5) TIS (a) - (c) ^ibS^^tt^l~5i®<75g^*-eSm§^Cl~ 

8t;v^;k C2-8 7^-;vtfei±c 2~8 7^;v^L ; 

(a) 515, 

(b) tR^S, tfcli 



(1) -S|5t^ti^W s ^$tLTV^T^J:^C3-l 5 0ff, "SttTtfiH 

(2) i~4i<ogfii^ l-affi^Bfc** 1 ?-** i — 2«<o%tt 

3-1 5l<?)ff, rf I fcttE^f nf 7 V - *f t , 

3R5t±, l~5i^)-OR 71 , Cl~47W$^lit^V}:iotti^ 



(c) 
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R7 l|±**jntfp4fcttC l~4T;V^;W 5 Sr^t>-fo ) 

-e^S*i* h V 7-9** tfn [5. 5] * >mMWit^, Z*ih<F>mB.T 
[flt«i2] 1 kib«<0HRs*; (i) m; 7«f Xtfn [ 

[if^3] m*m lKtimn-iNGS: (i) ^s^humen [ 
5. 5] * > t^* >w&MMk&to* zrtihvmtikTy^-^M^ -en^oN- 

i»*^4] mm. i izm^-^ (i) -c^stia 1^7-9^ t?n [ 

7V^^-tt»B0*ttllJ«Hfe) > ffB£> &BM£, 1114 

[0 0 0 1] 

( i ) -« ( i ) 

[0 0 0 2] 
[ft 3] 

R 2 O 




O 
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(2) 'Htt^I (I) f'JTf^kfn [5. 5] ^>"r*^ 

, wm. m*. mm^. nm, mm$k, 

[0 0 0 3] 

[H^W*] 

o 

[0 0 0 4] 

ft, mm, mzMz-x, »<^)f it ^ M^a: t o s 0 

[0 0 0 5] 

^nx<Dskmmm<D^m^ §££.Mm~&^x, agmwi^i %> 
mm.^mm^mx, 'wmxtDixxm^trnfir^zt^h^t &<> m 
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mn^^n^mK^Km^-t^o ^w^mhkx, mmz, ^itLtz&m^^ 

o 

[0 0 0 6] 

^ ^j-7Tmm&£V ! **V-Tmmt$m&<fc£nfztbi<z s dtubOltB 

zn2>?ztbiz&m%TMM, &mzmm®m&tetA,£m^zfr%^ (J- e*p- 

Med., 182(3), 451 (1999)) o 
[0 0 0 7] 

MDC, TARCJ:Wf#:T^I)CCR4{i, Th2lMt)SM, 
^RJS^fcv^T, Th 2»^^fi^^ii*Ltv^ 0 h 
iiJ^T^T-VV (P.acnes+LP S) K£v>T. tJtT A R Ctn/ffct±> WALT 

MSc5E^£$:#L*: (J. Clin. Invest., 102, 1933 (1998)) o Z tz, 

£$c*bU ^m.Mm£*$QMLtz (J. Immunology, 163, 403 (1999)) o 
[0 0 0 8] 

MCP-U Jr<Dg:&ifcX&2> C C R 2 (i N -*9u7t- v<7>ife£SM&^<£>?ft 

Kidney Int., 51, 770 (1997)) o 
[0 0 0 9] 
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[0 0 10] 

*«^ttft«^Jg|R» (x>fX (AIDS) bm&lX\t*&o ) tt, $S^**> 
$ *LT v> & il(7)-ot^^ o ^£^lft«-e& & C D 4 III 

ll^fiTl, Tift, 'J <Dli^^t^ ^M^tl^/Tti 9 C 

* >; ^i^ot^ ^ H^is^i^t nil < uoi-j^w 

%ahiiX\<*2>o 

[0 0 11] 

lfti^Xi;jttt^#iofK, MMtLTIi, «iLH\ (1) i£te¥SS 

*ia»5W^-rn^T— «ia##j<o«:#nj:*Hi v^Jtrnm^ (2) 

[0 0 12] 

HIVli, ^mocfSSrU-&^;WN'-Tmtc^^^-t-^ 0 TAB 
J!aoH±^f&^LTV^MSeCD4 4-5FIJffl1-^)C:i:(±, 1985^ X *)%\btiX^ 
& (Cell, 52, 631 (1985)) o C D 4 #iP(± 4 3 3 m<VT < ;W®t&frb % 0 > 

ZttfWbfrK&ZK'DtiX, H I V^»lc«i-^>I^^^^^CD 4 3HP 
[0 0 13] 

1 9 9 6^:^ot, CD4M^H I V^t:^fcSS^fc IT7- 
v> (Fusin) fc^fflfiKSe^raseSJifc (Science, 272, 872 (1996)) 0 
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Cltf>Fusin53^ti, * h n — rjHBJfeffi^g^- 1 (Stromal Derived Factor-1 : 
SDF- 1 tm-t&o ) <7>^## CXCR4-C&&) Z.ttf 

mm&tfto Ii:, <f>iffntSDF-l^ T#tt^iajtt (X4) HIVO 
j®**!RF*fi«J^Wlftyi-*C. bUWZtLtz (Nature, 282, 829 (1996) , Nature, 
382, 833 (1996)) o 1r%t>%, S D F - 1 I V X 0 %IZ C X C R 4 

[0 0 14] 

£ fe|B|C9C, SUO^-t*^ «K RANT E S > MIP-1«, M 

I P — 1 /? <0$##:-C** CCR5^ v?D7r- yj&fatt (R 5 ) HI V** 
mtfe1r&feKmmZiL2>Zktf%:W>Ztltz (Science, 272, 1955 (1996)) „ 



: _. -lW0 1 5 ] 

\ 'lot, HIVtCXCR4^CCR5*iv^CtO-Ci*tO, 
tiH I V*>f ;i/*K*§£-U i I )^^#CXCR4^CCR 5i:^i?l4v> 
#ciUC£-£&*>Oti, H I Vi&&Pl«Jfc&»m&{i-fT-&£o HI 

>T*&&^<b^£frfcM&&& (Nature Medicine, 4., 72 (1998)) 0 
[0 0 16] 

ri^A'^-ttffiRiittffis^) > jHfe, ra, niff& m&.m%iw? 

*sr#. d6jflifi»aE«*o«i«i % £>§mfiMt&. mm&±m$: 

[0 0 17] 

(Z) 
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[0 0 19] 

(5£*> ai Zisit^B j zi±*timmmzRm, mm, mmzfzimmfrb 

Mtfti (tzfzL, A i Z<^& < t i> 1 ^0^{±M*tr*) . ^o^& < t & 

mZiiOHp z £-c<7>i&-e&«K 

- (lZ) -i±m&x~&2>ti\ ztzumn, mm, mn&xzmxfrkMi**-*, 

imfrb 1 0 totoMftfr ffi<DW&i> L < li^fMT'* «9 , 

R 3 Z(±ng^feji2fliJslL±^149V*^«r^tfBft14*"C**o ) T-;f£*i& 
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[0 0 2 0] 

-«5£ (Y) 
[0 0 2 1] 
Ht5] 




[0 0 2 2] 



mYifcttlYli, ^*L«e*Hfc£fC, 0, 1. 2, 3, 4 4fcl±5* 
RlYtt, 3jc#jR^ Cl-8TWi, C2-87^-/Hfe, C2-8T 
W Y(i, J^tt-fr, C1-3 7^H, **V«"C»UC1-3 7IU*A'* 
qY(^ - N r2- -0-, -S-, -S (O) -lf:t±-S0 2 -^L 

[0 0 2 3] 

b-j7fxen [5. 5] *r>m>tsmfcit&m> *tihnm&T> 
jrijj (c c r) oftrnzmw-tz zt\z£y), m& 
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^xffi, TV/^-ttSS^ttlllWi*) . Wife, ffFife, 1114 

o ) o 

[0 0 2 4] 

1 1 

gJI^HSIM 7/1 1 9 4 0^>7P? b 

[#»snR2] 

ii^iii9 8/2 5 6 0 5f^>7V7 h 

|^PI$0 1/4 0 2 2 7^07W7 h 
[0 0 2 5] 

[»9!***ife t j: ? t * mm] 

»li0 1/4 0 2 2 7f ^>7V7 M21<7), HJT^fXfcfn [5. 5 

^iir^ssjfcL-r^as^rffl^b^-t?**^ -€-*L&«>ft«HfcjStt, iff* J: 

^|^J77^, ^^WflJfflsp, *4v»iiCCRt$#Wn77^ 
[0 0 2 6] 
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l&BJHfc^tHi, ®l^<&H^0 1/4 0 2 2 7f/^7l/7 b|fifcOlfc£%hibi|& 

[0 0 2 7] 

i. (i) 

[0 0 2 8] 

at 6] 




[0 0 2 9] 



(1) Sfctt 

(2) Tia (a) ~ (i) frbmiRztiz i - 3 m^m.m&x-m.^fifzc 1 ~ 

8T;H^ C2~4T;V^-^t;fcl£C2~4T>>V*-;v : !r^L ; 

(a) -0R5, 

(b) -C0R6, 

(c) -NR7r8 > 

(d) -CONR 9 R 1 0. 

(e) -NR 1 1 COR 1 2 , 
(f ) -NR 1 3 S 0 2 R 1 4 ^ 

(g) mi. 

(h) =NR 1 5, ttzte 
( i ) =NOR 1 6 
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r5~r13, Rl5^j:t)fRl6|i, 

(1) 7X5tKi\ 

(2) C 1~8 7W> 

(3) C2~87H^ 

(4) C2--8 7^-^^ 

(5) IK Sfctt 

(6) mi*^(i-0-^l^f?^$tL^l~5l@oem*"e*m^^Cl 
^8 7JV^K C 2 ~ 8 7;v^-^t/:liC 2 ~ 8 7^^-^^S^U 

R l 4(ic 1 -4 r;v^^$/c(i^i £^fc>U 

I lilt 

(2) l^floSBWK l~2«O»*JK^i5J:0 r /ifcttl-2fl^aait 

3-1 5jt<OigJ!t, -if/;(i=i^fnf7'J-;v^^L, 

mi M\ 

(1) C 1-87W, 

(2) C2~8 7;V^^K 

(3) C2~8 7^iK 
# (4) ^ny>& 

(5) ->TA 

(6) f 2, 

(7) -OR 1 7, 
( 8 ) - S R 1 § s 

(9) -NR 1 9R2 0 x 

(1 0) -COR 2 ^ 

(11) -COOR 2 2 . 

(1 2) -CONR 2 3R24, 

(1 3) -NR 2 5 COR 2 6 , 
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(14) -S0 2 NR27r28, 
(1 5) -NR 2 9 S0 2 R 3 °> 
(16) — N (S0 2 R 31 ) 2- 
(1 7) t^r'A ttzit 

(18) TIB (a) ~ (e) 1 ~ SflOflHJUfe-ClMfcStifcC 1 

(a) Anyy^ 

(b) 

(c) -OR3 2 n 

(d) -NR3 3COR3 4 > tfctt 

(e) =NOR3 5^ 

R 17~R29isJ:tJ f R32~R35(i N 

(1) 7X*J^T-> 

(2) C 1 ~ 8 

(3) C2-87H-^' 

(4) C 2 ~ 8 7;v3r—>K 

(5) St 2, *fc«± 

(6) TIB (a) - (f) 3^t>«K**i.*l~3flO***t?11tftS*t/iCl~ 

87^, c 2 - 8 r;vy— ^vf fcttc 2-8 r;v^r— fr-tWo L ; 

(a) 5^2 > 

(b) -OR 3 6 > 

(c) -COOR3 7, 

(d) -NR3 8r3 9, 

(e) ^uY>W^. £fc»± 
(f ) =NR4 0, 

R 3 0&£TfR 3 1 Cl~4 7;V^r^^U 

R 3 6~ R 4 o i t7Kmw^ttz^m^m.^nr^xi> x^c 1-47^ 
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3^2 (±> 

(1) C 1 -8 7^^ 

(2) ^n^yll^ 

(3) -OCF3, 

(4) v7/, 

(5) 313. 

(6) -OR 4 1 > 

(7) -NR 4 2r4 3 % 

(8) —COR 4 4 > 

(9) -COOR 4 5 > 

(1 0) -CONR 4 6 R 4 7 . 
(1 1) -NR 4 8COR 4 9 ^ 
(1 2) -S0 2 NR5 0r5 1, 

(1 3) -NR 52 S 0 2 R 53 > 
(1 4) - (NH 2 ) =NR 54 > 

frbm&.zft* 1 ~ 5 3*--c* x < , 

R 4 1 -r 5 5 4(i, 

(1) jk**^ 

(2) C 1~8 7JV^K 

(3) C2~8 7i^^> 

(4) C2-87^-^ 

(5) 3I3> 

(6) -OR 5 5 ^ ttzit 
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(7) TIB (a) - (d) frbM$l2*lZ> 1 ~ 3ffl«>MI*-?fH*$*L;fcC 1 - 

( a ) 3E^3 n 

(b) -OR 5 6, 

(c) -COOR57, ttzit 

(d) — N R 5 8 r 5 9 N 

R 5 3 (ic 1 — 8 Tfr*^*0it> U 

R 5 5~r 5 9 ( ± > #XR=£*tH±C l~4Tfr*n>1:&i*>U 
(2) l~4floMHrK l~2«oHfc*JR^J:O r /4fcttl-2fl<oaE« 

R2fi > 

(1) tMBK^ 

(2) C 1 ~8 7M;K 

(3) C 2-8 7H-K 

(4) C2~8 7^K 

(5) ^4, Sfcli 

(6) TIB (a) ~ (i) ^P>S^^tt^l~5l@Ogm*-e®m^tL/cCl~ 

(a) tRSIICTn 

(b) -OR6 0^ 

(c) -NR6 1r62, 

(d) -CONR 6 3r64, 

(e) -NR6 5COR6 6^ 

(f ) -NR 67S0 2 R 68 , 
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(g) NR69COOR70 % 

(h) 3» 4, f fctt 

(i) vTA 

R 6 0~ R 6 7 js^t/RG 9(i 7 Jc^i L > C1~87;V^K C2-87^- 

»v. c 2 — 8 y;v^~ U 

k ^ ^.fc^R 7 °iiC 1 - 4 C2-47;H 

#4 li, 1 ~ l-4 7;V^M:io"Cfft$tlT^TU < > 

R3^it>*R4(i^tL<b ***S£"f & JftJMK? K * o -C > C3-8v^D7 

R 3 & x XfR 4 {±-?-tt-rtta3: LT, 

(1) TRStlR^ 

(2) C 1 - 8 7JV3r;K 

(3) C 2~8 7K-^K 

(4) C 2-87;^^K 

(5) TIB (a) ~ (c) frbMfc2*lZl~5®<VW%:&'emmZ*i?zCl~ 
8 7j^;k C 2 ~ 8 7;^^^t 2 ~ 8 7^^-J^I^ L ; 

(a) .8*5, 

(b) ?mm. ttzte 

(c) 

[0 0 3 0] 
Hk7] 



o 

/ 




[0 0 3 1] 
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3*5 tt, 1~51S<^-0R7 1 > Cl-4m*4fctt**VKioTlll« 
*i/cv*"C<> J: < . 

R 7 lttjMHtfftfcttC l-4T^^^to ) 

^Wh'JTfXfP [5. 5] *vr*>IHMWfc*^ **i*«>IS*T 

[0 0 3 2] 
[0 0 3 3] 
[0 0 3 4] 

C2~4T^^ii, *.^->K :/n*-/K 

J: tr-t ft ^ tf> JMfc#"C* * o 
[0 0 3 5] 

*9MII*+* C2-8m^tt, J^-JK ^ 

o 

[0 0 3 6] 

C2-4 7;v^^±> 7nt?-;K 

[0 0 3 7] 

C2-8m-*fcli, 7"n^ ^ 



HifE# 2003-3074101 
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o 

[0 0 3 8] 

v^n^>^;v. y^n^y;K v^a^T^JK y^nt^f ;HT'^^o 
[0 0 3 9] 

ii % tfiUtf, ->^n-/n/t>, y^ny^, **n"0*2^ ^*n^MJ-> 
v^n^?^ v^n^-^^>, v^ny-^>^ ->^f*>» */*n«>> 

V. y^O^r/i^ y^DAilrty'x^, v^n^7°?v^>, ->*n* 
KDTXl/^ *>r>, ^~HKn^>7*^ 1-7 *U>. yliK 

h^-fey, *fc?n [4.4] /f->> ^tfn [4.5] ^tfn [5.5] 

7 y y > ei/^n [2. 2. 1] 'V/*>, ev^D [2. 2. 1] 'v/* 

- 2 -^>. fcfv^n [3. 1. 1] ^T 9 *^ fy^D [3. 1. 1] ^"7°^ 

\£is*u [2. 2. 2] vfv^n [2. 2. 2] * ? 9 

[0 0 4 0] 
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V v TV— f >7 V- ;k t: ^ v- ;k tf *? >^ M *7 v y . t? y $ '7 > 
\£vn?>s r-^ffc 0 v^ ^T-tffcfv, 77>, ft7x 
fte?^ fxe^, **-9*V-;k -rv**-9-v-;K f77-;K ^ 

^^f\£y, t^vT-fc*^^ f-TvTV-;K f7v>, f7y7y>, -f- 
V"7 7^ 'f7^> , /7 7>, s<~yV^~*y ^7^>Vft7xy, v-f- 

T^-7^i/^, ^>rv-;K ^r/y>. ^fv^7'j>, ^f^'Jy'A V 1 ; ^ 
7^y>, 7f'jy>, t7fjy>, ^y** 1 ;^ >s vW; 

y, y<> V* V- /K ^ > V*^- T V*- >K ^ > ^ ^7- y" n ^ > , 

^yy^-fet:^ ^>v^-^-9-if ^vv^^T-tftfy. ^>v^.x 

-tffcfy, ^>777f>, ^>7f7'777-^ ^>7b 1 J77-;K #;w* 
V -_ ;K ^-^i^ij > % TWW^ 7xtvA ^>777>, 

^>7ft7xV, 7x7f7y>, 7x7^rt^>, 7x;Wr/ 

[0 0 4 1] 

©JMfc (iHl^fn^T V - ;v 1 1 T Ty'Jy'A T-tf^v> 

. t'n'jy, tfnvr/> >TS*Vy^ ^r7'Jy>, >'i77')>, h y 
77'jyy, f >57TA f>57'jrA e97TA k*7 7'J'7>, 
Knevv>. f >5tKn^'J'rA ^'Jy'A Knt?7v>> tf7 
HKnt?7v*> % t?/<7y>> yt Knt:'J$yy, T h 9 Kn tfy ^ 
/N'-t: Kntfy ^ ytKne'J^y'A fh^tKnifV^^ 

Kn vTHf tf>> f>7tKny7-fe*ey, /N-t Kny7^H'>, * 
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Kn^-fefci'y, ^^f^>x f-x*y, «>'iiFnft7i>, fh?HKnf* 
7*y, y'tKnftl^7 v A f f7tKnf*t°7>, y>fc Kn^.xtfy % -r 
f7tKnfif>, Kn^-jLtiy, v£ Kn * *-tf-y*-/K f F 7 b K 

□ t^rtv'-;v (^-^/'J v>) x ytKn'fyt^ty-^, x h 7 £ K n 
'f Vt^tV-^ (>fVtWJV>) > yE Knf ry-;K rf7tKn 
fT7-;v (fr^Jy^) > ybKn^fyfry^K 7- h ?fc v?-T 
v *_ ;1/ (/f7f7V'Jy» ^ y*HKn7 7f f >9tKn79f^, 
Knt^ty7V-;K J rY t ?KY****)ri?TV-fr (t^yT7''Jy>) 
„ ytKntW^, 7f7tKot+tyV, KntWT^v, 7 
h7tFDtW7y^ Kn^-^-tftfy, ff7tKntWk:> 
, A-tFotH-t't^^ yUKnt^tyT^ey, f^tKntW 
7-tfb: 0 ^ /s'-fc Kn ^-^vT^f fc?y> ytKnf7yT7-;K ffftK 
nfTy'TV-^ (f7y7'/'JyV) , y t Knf 7v'>, f F7tKnf7 
v*>\ ytFnf7y7y>, ff7t:Fnf 7y*7y>, ybFnmn'y 
„ fF7liFnf7^>, ;<-l:Knf7^>, yt Knf 7y7^n 0 >, 
r- F7fc Knf7y7-t*ii>, Knf 7y7^ft: 0, y, *;w-fc';y^ ^*>=e 

**-9-?-T>, -f>K';y, >fyfyK'Jy> ytFn^y777> 
„ ;N'-tKn^>v'7 7>^ y'n Kn^f y^^/7 7>, M-KKn^W/ 
7 7>, y'kKn^>yft7x , A /t-t Kn^>y*f t7*>, vHKn^f 

, A-tFo^^/-;K yi:KB*/V>, f fftKn + yy^ 
Kn*y;y, yhKn^y^y;>, r h 9 Kn y^7 V Kn 
>fy^;<jy, ytFn7?7yA f F7tFD7^7y>, /<-tK07* 
7v^ ytFnt7f'Jy>, fh7bKnt7f'Jy^ /<-HFnt7f 
ijy ( >, ytFn^;^t'J>, fb7tFndr7^t'r/> fcKn^-y* 
t>j>, ytFn^t'/ry, f^iiFn^t'/rA Kn*f-yu > 

„ ytFnyy/'JA f f9KKn-»y'J>, A-tFnyy/'J A ^> 
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;w^/-;W ^KDT^J^, Tf7tKn7^)yA ^-tKnr^ 1 ; 

^>V7?>, 7h7tKny^>7ft7x>, /<-tKn^>V7 9*A 
;N'-tFDyX>y'ft7xy, WV7^ 

> yyf T > JSBSrt^f S> tt & o 
[0 0 4 2] 

C3-8"oJMW*WB|fc«4. ^^n/O, v^^^ ~>* n 

y^n^t>, v^o^n-Z^v^ ~>*n***>, v^o^>-r> 
y^nAHy, v^^^•7 0 7 : •^^ v?n:t^f-^ y^n^/^'7x'A v 
^n^\^-9-v^>. y^n^yx>, ->?n*?*v^>. s<><V 

[0 0 4 3] 

33 J: 4 fc tt 1 ~ 2 fl ©WW? £ Hr tr , -« * fc tt^flMHfiflD £ ttTV^T 

mv>wmm^& ffl^wist^^^tf 3-8 i^i^t n 

H7V-X/i:Lm fc?n-;K FV7V-;K rh^y-JK 

e 7 ^;K e^v>. e-M^A eu^v>> r^vfy, vr^f 

75A er/, ft7xA *y>r> . 

xf>, >K >fv* d MJ-V-;w f7'/-*, -fv^TV-;K 77 
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[0 0 4 4] 

tf^/'jv, f'J77';>, Fvr/urA 

P7-tftr>. ^-tKny^v, yt Kn v*7-*ffc°^ -r h 9 Kni?7-*f t? 
>n Knv7-tftf>> VtYuyyy, t Y *7 Kn 7 v vliKntf 

KYum> (ytKnftk'r/) > f >7tKnf7^f> (rb7tKn 
ft.e^V) > ytKatW-JK ffftKntW-^ vtiKtU 
V**-9-V-;K f f^iiKn^VtW-^ y'tKnfTV'-^ Tb5 
n pnf7/-;v, yt Kn^vf77-^ ff7t Kn^fvf7V-;K v 
tKntW7V*-;K f f9KKntW77-^ y^WyT'/ 
f^tKnftW-^ ffyiiKnmvTy>> xh^tiK 

, /<-KKot*t7^^ ^-tFnt^ty^-t'^^^ th7tKnf7 
Tb7HFof7y7t*^A ;^tFDf77€ey, /t-fc Kn 

[0 0 4 5] 

*W§fc*v>T, Ri*> R 2 36, R 3 *> R 4 **«*fc-f**t«Lfl>*ttv* 

1* tL&flrf t^o 
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[0 0 4 6] 

(±C 2 - 4 7*^-;v**«l#lwflF* Lv> 0 
[0 0 4 7] 

% -OR60-r«?tL/:Cl~67^K C2-6 7^^tfettC2- 
[0 0 4 8] 

*5-C«*3*LfcC 1 ~ 6 7***. C 2 - 6 7*^-**^^C 2 ~ 6 7** 
[0 0 4 9] 
[0 0 5 0] 

(i\ 7;V^**> 7*^-**. 7**-*3^ 7*3*3/*, 7***^*^ 

1#) , ^n-7h^9 7iMH:J:*ttt» GMttfls ©fcttflO , ¥flHfc*4& 

[0 0 5 1] 
[0 0 5 2] 

[its] 
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[0 0 5 3] 
[ft 9] 

[0 0 5 4] 
Utl 0] 

[0 0 5 5] 

Hfci i] 

li, «-Efit /9-Egom^-e*sci fcfc^b-to 

[0 0 5 6] 

(i) t?^$tt*>fk^»i. <2r^no^-e##'l4^^^^^^o 

[0 0 5 7] 
[0 0 5 8] 

[0 0 5 9] 

, ^x.(4mmm, jub**itaL a^ft**Hft«, v>mau ?imm^ 
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x^^H^BItt, ^>^f^^;v^>-m^ 

[0 0 6 0] 
[0 0 6 1] 

[0 0 6 2] 
[0 0 6 3] 

— ®& (I) T^$^{[:^fflf7>€x^ASi:lt HB5£ (I) ^ 
[0 0 6 4] 

RO^fi, Cl~87^i, 7xx;^:iotl^ti^Cl-87^ 
[0 0 6 5] 

[0 0 6 6] 

[^^^^O^^&l 

[0 0 6 7] 

l/iliN-t^yK^'b^^Wl:^ i-^^b*>-^ (1-1) 



t±lSE# 2003-3074101 



m 2002-270849 ^ ~>* : 30/ 



[0 0 6 8] 

Hfci 2] 




(1-1) 



[0 0 6 9] 



(=£^ Rl-1, R2-1, R3-1, R4-l(i > Rl, R2, R3, r4 

■cm § * »± . &t ^ L & k * o r j&t 1- & £ § & o 

[0 0 7 0] 

Hfc* (1-1) R 1 — 1 n R2-1, R3-1 N R4-l£^f 

^Wb^, 1- (i-ia) 

[0 0 7 1] 
lit! 3] 




(I-1A) 



[0 0 7 2] 



(5*^ Rl-IA R 2-U R3-1A, r4-1A (±% r1-1, R2-1. R 
3-1, r4- 1 tm^M^^-To fcfiU v^-rtL^*;v^v;«. tKM 
36, T^Sifclift-^mtSSt^S^tofcU ^fB-^W: 
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[0 0 7 3] 




(ii) 



R 1 " 1A 
[0 0 7 4] 



fctt 1 ~ 2 flog*!?* J: tf/ 1 fctt 1 ioif^^tf 
5 ~ 6 ISOf f Iff ^ i o 1 131$ Hf: C l-4 7****t»*)t. ) 
■CS * *t * ft-Mfc * * SWkRJEB KfW - K J: «5 «St & - * * • 
[0 0 7 5] 

) >K 37^/ (bUxf;V7 5>, y>fV7 p ne;vxf;V7 5^) £ffiv* 
&*, m (ft*. b'H^tni^) fcffiv***, Sftttjflv^-C6 0-1 
2 0X:i:Mn^ti:i i)frfc:b*U>o iORJC&tt^ T*o$JBr fcBJWPKaMfc 

[0 0 7 6] 

*fc, COSWfcRJSMU R3ifettR4*#*|Mlf*«r*-*****>'*'^ 
[0 0 7 7] 

i tz, z <omm&^ R 1 > R 2 > R 3 * *<*R 4 

[0 0 7 8] 
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[0 0 7 9] 

ttz, — *b£ (I-1A) ^tMx&fl^l^ Htt* (I I I) 
[0 0 8 0] 
Hfcl 5] 

R 11A -CHO 

[0 0 8 1] 

^SSftMfc^fcHBSS; (iv) 

[0 0 8 2] 



[0 0 8 3] 



[0 0 8 4] 



Hfcl 6] 




,2-1 A 



miE# 2003-3074101 



2002-270849 V : 

[0 0 8 5] 

tit, zomtuMt^ ;itm^ r 3 *3tttR4****«aif 

[0 0 8 6] 

(i-ia) (v) 

[0 0 8 7] 
[<fcl 7] 

R 1-1A_ X (V) 

[0 0 8 8] 
[0 0 8 9] 

iwjRiBtt&tt-c**), **** K# 

fctia^^b*'; ^A?P£T\ 1 0 0- 1 5 0*Coi§JS"e5ff**»tL*o 
[0 0 9 0] 

[0 0 9 1] 

(i-ia) R 1 - 1 SRifc^fcU *oCl~l 50 

m^MT-is i i>v 4 tz \t i - 2 m (nimm^fr t> mst s *»- & ^ x n m=f- tr , 

(I-lA-la) 
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[0 0 9 2] 
Hfcl 8] 



R 2A " 1 O 

„1-1A-1a .,1 (l-1A-1a) 

o 

[0 0 9 3] 

(g£4», Rl-A-1 Sjllfc^bU *oCl-l 5«, -f* £»* 

siswaPiT u - tut i - 4 a^mmc^ 1 - 2 * ^ 

*&t>-to ) 

^£*L&ft:£-tM±> — (VI) 
[0 0 9 4] 

Hbi 9] 

R 1-1A-1a_Q (VI) 

[0 0 9 5] 
[0 0 9 6] 
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[0 0 9 7] 

( I - 1 ) "9 "*b> R 1 . R2, R3, R4 gfco^fc < t 1 

«K -t*fr*>, --fts* (I -IB) 
[0 0 9 8] 

Mb 2 ol 




(I-1B) 



[0 0 9 9] 



(=£4^ Rl-IB, R2-1B, rS-IB^ r4-1B {±% r1-1 % r2-1, R 

3-1, r4-i, tmc^M^mt>-To fc«u 4>fc< 

t^StUMfrMtrtt. ttlBLfc*ttKJ:oT«SL*:Htot (I-1A) *>$t> 
r 1 - 1 , r 2 — 1 N r3-1, R 4 - 1 (opft < ti>l * 

afefc^fc-HfrSHK -f^fr"^ — ^ (I-1A-1) 
[0 10 0] 
Hfc2 1] 




(1-1 A-1) 



[0 10 1] 
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Rl-U-1, R2-1A-1, R3-1A-1, R 4-1A-1 (±> r1- 
1 n R 2-l, r3-1, R4-1 fcrac*l*«rfft*>-to fc£ U 4>£ < t *> 1 

o 

[0 10 2] 

-7^;v*, h^nnxfjvi, (Bn) 36, 7xfy;i/Sf»f 

[0 10 3] 

MOM) *, l-xh^yxf;v (EE) ^^xf^y^f^ (MEM 
) & 2-f >7tKnt!7XjV (THP) 36, h'J^WJ/l/ (TMS) * 
„ H;^;Vvi;;l/ (TES) 36, t -~f*f-fr¥ * ^fri/ V ^ (TBDMS) * 
% t-^Vy^iX^v'J^ (TBDPS) S, r-fe^v (Ac) *, tf^n 

-f^at, ^vM^S, (Bn) 36, p-^h*->^>^*, T';;v 

**v#;i/#-;V (Alloc)*, 2, 2, 2-f'J^nx^v*;v^ 
;U (T r o c) l^flf^^o 
[0 10 4] 

v#;i/j}?xi;v36, t 1 ; (Alloc)*, 

(4-tf7x-;V) xh^y*;P,fx;v (Bpoc) *, l>V7Kn7W 
*, 9-7;W^V — ;i/p( f^y*;V**x;vS, ^>v;V (Bn) *, p-^h^r 
v^^v;V*, ^>^vt^y^f^ (BOM) *, 2- ( h 'J ^ ■f-A' ~> U 
xf^y^f;!/ (SEM) 36%&*Wb*L&o 
[0 10 5] 
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^•>^f;i, (MOM) 2-fh7t Knt'5-;v (THP) S> yy^-A- 
T-tf-^ (Ac) &H> s &lfhMo 
[0 10 6] 

(£\ T. W. Greene, Protective Groups in Organic Synthesis, Wiley, New Yor 
[0 10 7] 

(1) T^^'Jto^^ • 

(2) M14^#T^i5lt^^m^N 

(3) tom^^^^li^^^ 

(4) y V ;^O^MRJS. 

(5) &«£fflv^J^#KR0^ 

(6) ^H^^fflv^cE^mS^^tf^tt^o 

[0 10 8] 

(1) T)v*vto7kfrmK£zM$mfcBi^ mm. mmmm 

#iJ*A30 **vM±*0*i&ifc*> LOiifrfeOi&^fcfflv^ 0-10 0 
[0 10 9] 

(2) BI*#T-C«>lK#KRJEStt. ^Jx.fi\ (y?ucM?y, *n 
n*;vA, S>**-9->, S^m^.f-;v, *r«» (ftS^ > V 7 
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[0 110] 

o) m&m^K w^tf, mm (^-t;w& (ri^n 

i^y-;^) > ^>«f>^ (^-t£>\ h;VX>f) % 

%.Tifcii*WiTy c e— } yA&&n r > o~2 o or^i&st'efTfcfrfr&o 

[0 111] 

ffii/^r, o~4 o'Cotasrefr&frfr&o 

[0 112] 

(5) jMtfflv^RfiiKRjstt, «*.wr, mm&m mm, pH4.2~7.20 

[0 113] 

y^fHWT? K, f f9tKD7?>,ftK^ 7-bh-f'J^ v 
fth'J 7fi^X, fiJxf;Vy7>, i?*V>* yxf;l/7$> 

, n'n'jy^) , an* 2-if-^^^->-m^) SZtf/t 

(i^£&T\ (f h7^rXf'J7xx;^X7'f>'^7y7A (0) > 

rtit^x (f'j7xxH^7r/) /^y7A (II) > (II 
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m 2002-270849 W v : 

) , JfrffcbVX (HJ7i-W7r/) nv^A (I) *) fcffi^T. 0~ 

4 0t:<7)^J^"C ; f : T^t>tL^)o 
[0 114] 

£ fc, Jhfam#1*K&. mz-lX. T. W. Greene, Protective Groups in Organic 
Synthesis, Wiley, New York, 1999KBft3 *Ltz1S&K. * oT, K**Rl6* 

[0 115] 
[0 116] 

(i) ^3*L***wffc*»«>^ < t i> i ootiiwm 

»7 >*r~ ? ^il^it>ti«, 1"*^*)-^ (1-2) 
[0 117] 
Mb 2 2] 




d-2) 



[0 118] 



Rl- 2 > R 2 ~ 2 > R 3 " 2 ^ R 4_2 «> R 1 * r3 ^ r4 

Wtt^o ) 

t^stiaft-fr***, HKsS; (i-i) "^swft^itHW < VI > 

[0 119] 
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lit 2 3 ] 

R°— Q (VII) 
[0 12 0] 

(5£cf», R0{i> ai~4 7^ii^(i7x-;vii:ioTft§^Cl 

Ttf £ RJfe S * & - J: 0 & - ^ * * o 

[0 12 1] 



[0 12 2] 

Hft* (I) 5^ ^{aio^IiSW 

-t^yF^ti» -r**>*>-«^: (1-3) 
[0 12 3] 
Mb 2 4] 



[0 12 4] 

( ^ 4J> rI-3, r2-3, R3-3, R4-3(i, Rl, r2, r3, r4 
[0 12 5] 
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-tv-e^, t-7f;vr;V3-;vf) jiflloftflsKd 

T> 2 0-6 0"C<a?agT^J&$-£&££K £ 0fT*3b*t* o 
[0 12 6] 

-ttS; (ii) & (iv) •e^snatefrfctt, 

[0 12 7] 
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Mb 2 5] 




[0 12 8] 

•wiBac&xwtc^v^T, m&mnt itiv^-^ (vin) , ( 
ix) , hbss (x) fi&5£ (xi) •c^$tt*'fh^tt, -ettg^^i 

[0 12 9] 

Wn7b^77-f^ il^n7l>^77^-, *Sv>ii*5Ai'07 
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77-f-l/;l« S^^^^i ^fflMI-^-^^T^^o 
. [0 13 0] 

[0 13 1] 

(1) t: FCCR5SfsWt 

fc: MpSSc DNAIi, Marathon cDNA amplification kit (Clontech) £ffiv* 
TfpmUfCo P CR7 p ^^'7--e^^)hCCR5XbaI-Fl : 5' — AGCTAGTCT 
AGATCCGTTCCCCTACAAGAAACTCTCC— 3' (SB^J#-^ 
1) 43imiCCR5XbaI-Rl I 5' - A G C T A G T C T A G A G T G C A C A A C 
TCTGACTGGGTCACCA-3' (WM^2) (i, GenBank U549940 

[0 13 2] 

thMcDNA^iltU, Ex Taq (Takara) £ffiV>T\ PCR£f£ (9 
5^2^ [9 5t;t3 0&\ 6 0TC-e4 5#\ 7 2)£-Cl£\] X3 5E) £ 

& o tio **4@ LtzPCRmm*. 1 % 7 # n - * Y ^W^mh'ik. QIAquick G 
el Extraction Kit (QIAGEN) £ffiv>TffiS£U $IJI®P*XbaIT^|ff Ltz 0 Wtt 
Ltzmfr*. $&M^? *-pEF-B0S-bsr^DNA Ligation Kit Ver. 2 (Takara) & 
ffl^-CiilSU ^mDH5alC^g^tfwo -0^7X5 h'pEF-B0S-bsr/hCCR5 
&|« L, DNA@E?!l L£ 0 

(2) CHOM^f 

CH0-dhfr(-)ii, Ham's F-12 (^vJ&J&JfiLff (1 0%) . ^-v"J > (5 0U 
/ml) , (50mg/ml) ^) &JBv>Ti&*Lfco * 
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BSC# A L ±BK Wft'fr/ (5mg/ml) fc&flP U 

(3) CHOtt^ifiX 

DMRIE-C reagent (Gibco BRL) £fflv>T, 7^7^? !W-B0S-bsr/hCCR5£CH0 
-dhfr(-)jffllft^R*XLfco 4 8H^ 5mg/ml^7X Ft^fy^ 

(4) RANTEStCCR5<0|t^ (RANTE SOC a 'f t>-ltt±#i 

W&Ltzt > CCR 5^iiMCHO» (CCR 5/CHOIEJJ&) 
Ham's F-12^«it>'FBS (10%) U 9 6^V- hP.OX 1 0 

LT, Ham's F-12^ife (Fura-2AM (5//M) > Probenecid (2.5mM) *5it>*H 
EPES (20mM;p H7.4) ^T) *80//l /TWKbnU 5l»fett»"e, 3 
7V~?lWfflJ htfco 1 XHanks/H EPES (20mM;pH7.4 

) ^T-2HI^L^^ rafctffc&lOO/u l/«L/: 0 iOFura-2AMSr^ 

■oa^ccR5/cHo«uftjw*tur, WRfk^flfe**iraife3««ai^^, 1 

XHanks/HEPES (2 OraM; pH7.4) »«fC*«lL/i<ft*Jftx. h R AN 
TES (PeproTech) flWlOnMiiL^o bhRANTESCio 
T«#S*L**BfirtC a 2 +iftftO-attJi#Sr. 9 6 7CffiC a 2 

[0 13 3] 
[mi] 

(E ^ Ea ) xioo 

[0 13 4] 

E c : RANTE SKi&C a 2 +-jt1£±#<7>&lj;tfll 

e a : tuMb^Hi **ini l fcn#«> r a n t e s k ± a c a 2 +-i§i4_t#i-<z>ail£ 
it 
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12 0 0 2-2 7 0 8 4 9 ^ v : 45/ 



H«!J2 (1 7 9) T?MLfctofrftW^ I C 5 o^O.Ol^M-C^o/Co 

(5) Jff^nv-Aif^ttl^ 

V>MM.m%WL (2g/L KC1, 2g/LKH2P0 4 , 80g/L NaCl, 11.5g/L Na 2 HP0 4 ) 
(5 Ofx L) , 5 OmM atffc^ A (63/^L) , 10 mM EDTA 

(63/zL) , 2 Omg/mL IF^ny-A (3 O^L) , £9* (3 2 8 
// L) (DM&mm- 1 mM (50%T-te h ~ h y ;V^ffi) tf>*S&9Ht'£ l Kf £ 6 /i L 
«lU 3 7 c C-e3^7°k^ >*^-va VU:„ 2 0 mM NADPHt 
6 0 /u L £2n LR*S * IMS L fco 3 7W>^->3>U 
0, 5, 10. 15, 3 05HwRlS«*l O-O/uL-fottlK T-trh-h 
i; ;u (3mL) fe^lO^g/mL (y^7^>-50%7 
•t h - h y ;vi|) (5 0// L) ^Xo^IiS^rtx., Rt£*flfJh$*^o * 

3,000r pmtl 0 J:W*»lO*tttffffc1*U 
i:tR*Hfco ISWltlOmM SDS (0. 1 % T F A- 5 0 %T* h - 

h y * 1 o o l«j u MWik, hplc c-c*«fls#«ft«>ti36* 

[0 13 5] 

HPLCOf-^l±, ft#»fcl*3*B*ifc Ofcf-*®»*:3 

[0 13 6] 
[ft 2] 

*¥&t1& (t1 /2) = 0.693/( - 2 .303 X ft # ) 
[0 13 7] 
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(6) jflLtjlif ^^^^IS^SiSE 

jflL« 9 9 0 ^Li:MWI (lmg/mL-50%7^h^b'J^I) * 
1 O/cLlDicfco 5 O^L (n=2) «0, T-bh-h^V (3mL) fcitf 
H^g/mL «$t (; -;w^^> - 5 0 %7b >^ f ^ ( 

5 o^L) tfx-otzmm^^-Mz-tzo <nit&m*m\\Ltzikmzioo,Qoor 

pm> 1 or^3R#WjBat'&*fT&ofco ±»J:0 5 (n=2) £H*<9> 

T-feh~H;;v (3mL) fcitf 1 0 ^ g/mL PW^ifc (y^;W^^> 
- 5 0 %7-tr b - h (50//L) ^Ao fc^* £in*.fco WW 

or-b b - > ^ 3000 rpmtlO fl-WSfrfr Lfco ±»S:SUOl* 

Kf i:«L, *t*»«H:-re*$*fco OmM SDS(0. 1% 

TFA-50%7-kh^h');vM) ^lOO^Lttt, HPLCK 

[0 13 8] 

HPLC^T'-^Ji, tt^^flSMim (;iM5^» Ofef-^li*«r3 

[0 13 9] 
[ft 3] 

= (1- (i8'C?±»«>*tE*)/(3t'i>W«>*tJE«)) x 100 
[0 14 0] 

$ £> ( 5 ) ( 6 ) <om*-C»fc*i* J: 0 > TfS^ftl^Srffi^TffF* V T 
9 >X fcfffjRIfflSp^tmct^: (Dispersion model : J Pharm Pharmacol 1986 , 
38(3), 177-81. Biopharm. Drug Dispos. , 1996, 17, 273-310#S3) o 
[0 14 1] 
[lit 4] 

4a 

p- 1^ — — 1 

(1 +a) 2 exp{(a-1 )/2D N }-(1 -a) 2 exp{-(a+1 )/2D N } 
[0 14 2] 

CLh=Qh(l-Fh) 
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Qi\m 2 0 0 2 - 2 7 0 8 4 9 ^ ^- v : 47/ 



a=(l+4RN'DN) 1/2 
R N =(f u /RB)'CLint/Qh 

CLint=Ke/(mg MS protein/mL) • (mg MS protein/g liver) • (g liverAg) 
Ke=0. 693/tl/2 
CLh: JJf* VT9>* 
Qh : ffF JfiLflfc* 

Fh : JfffiJffl^ 

Dm : dispersion number 

R B I JfiL^JfiL^^^EJt 
CLint :M@^'i77>^ 

Crj:CD(SD)IGSm*l147'y h (8~9iffltft) £ffiv>-C, *#&9Hfc^ (i&&l±3 
0% HP-/?CD/dH 2 0) ^»^4L^oS4t2, 1 0, 3 0. 6 0, 12 0 

2 4 OfrfcW&Wk£ VftjA 0 0 m Li*o^/"?iJ >M^sSSL^:^f^otZo W&Ltz 
Jfltffcfcat'MM* (12,000rpm, 3 53^, 4 *C) U »e>*L^jflL»tt><D*S5<k#« 
j££HPLCfc-C$3*#fLfco *«l»ft^?'J79>^ (CL) 1S£ J: <CMl+*« 
-m^fi§T®t (AUC (i. v. ) , ^•min/mL) (ilfJjRO V 7 h 
T7 J.T (W i n n o n 1 n) Srffl^T^i^Lfco 
[0 14 3] 

##PJHfci^m, SIK&W^O 1/4 0 2 2 7^^7^7 MB*OflS<£Wfc 
(8) ^yfiPtWIiKit^iDIi^ 

Crj:CD(SD)IGSmmi4v-y h (8~9ilftfr) fc/fl^T. **WHfrft* (»*»± 1 
%DKxXf^) OT^U.S4tl5, 30, 6 0, 1 2 0> 2 4 0, 
3 6 0^:MIi^4 0 0^ Lfo^;i'J vfln^JfiLfcfrfcofco £PftL£]fiL 
ftfcifrMH* (12,000rpm, 3^W, 41C) U »e>*Lfej«*«>*jEflS#iW 
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^Ifll 2002-270849 ^ : 48/ 



*HPLCicr^«ftfeo ^H^'fb^^ifiL^jiJt-^MfflmTB^ (auc (p. 

oJ^g-mi n/mL) (ifffm^ V 7 h -)x7 (Winnonln) 
[0 14 4] 

£<blC, (7) (8) <a|&^»*:*S*«fc «K Tf^ft«^£ffiv*T£^l$ 
fljffl^ (BA) ^rft^tfco 
[0 14 5] 
[1&5] 

^^6<jf)Jffi^(BA)={AUC(p.o.)/AUC(i.v.)}XlOO 
[0 14 6] 

fc**u (7) , (8) x^^tz^mvc^m^mmm^^^ 

^jELTBA^ti-^L^o 
[0 14 7] 

[0 14 8] 

[0 14 9] 

[^p^Ojgffi] 

w^i, 7VA'^ttj?i*ttiii« . infc, m%m, * 
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Qftm 2002-270849 W ^~ p '' 

[0 15 0] 
[0 15 1] 

g-Mli, «k #1^ tt*tt** feattHSK-***** 
iHfT> j£A— A&fc 0 -> llU^-o^, lmg^lOOOmgOfSffl-?, 101 
Bfr&MePa-***-*** *fctt*A-A*fc*K 1@^^ lmg*& 
1 0 0 mg©W, 1 s i H*»e>ifcH*eotsfe^ (ff* t < it. »JRrtK#) 
£*U>rt\ JfclilH m*M*&2 4«fMO|6Ht?»Krtkw«F«SK#$*t4o 
[0 15 2] 

o 

[0 15 3] 
[0 15 4] 

& o 

[0 15 5] 

SfcfiKJBM ;K «tt*-fe^n 
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^-v: 50/ 



[0 15 6] 

•««h Aflsw, w^'J> w*au «e«M»*«n-wT* 

[0 15 7] 

#y v;v^- h s o (son*) *) . w»fl5«^ ^ b 

[0 15 8] 

s^nio^^tL^nffl^K «fcw^i> »**u 

[0 15 9] 
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ffi 2002-270849 ^ ^-v . 

m-%m*. «£tf*H»»»2 i 868.691^*J:trH*3,095,355^^»t <IBtt$ 
[0 16 0] 

^^(7)-^ (J) T^tStt^Mfc^tK w (DmB-T Ail, ^tL 

uga^wnw^^tt^&jw^fl, tt^ftk ttraJ> £5£»k 

[0 16 1] 

^n^o— (i) -c***L*ft#*^ ztihnm&r 

UH I V- 1 |:*tLtS*fif^ffl*tti. tot, Hfc^H I VJ»<7>TO 
[0 16 2] 
[0163] 
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mmnu T^myfttm m*.^ ccR2jsm ccR3gm cc 

R4JStft3W, CCR5MK CXCR4Mf) > H 
I V- 1 ©*Wa«fctt+**Mfc HIV- K07^f>fW^^o 
[0 16 4] 

(l) *»*aMW»*B«l^"^K 

^ 7f7tt > *;w>^ x>H)v^^ (if^: =nf?~>;v) , pm 
pa (iSp^ : f/7^^v) * (2) *«»»aMEW*BW««>*^^ tf 
y > f9^^> (iSp d p^: vx^^;-/^-) , ^ 

7 \£i»v m&%:yxT<^ zYvtvy) , *^9^u> (AG1549) 

[0 16 5] 

[0 16 6] 
[0 16 7] 

^^^^Hr^-OrtHttOU^^KfctTtt, JWWS^tt* MIP-1 
a. MIP-1 RANTES, SDF-1 S D F - 1 p , MC P - 1 , 
MCP-2, MCP-4, i***^ (Eotaxin) . MDCWf^Wo 
[0 16 8] 

rtHttV^>KOll»<*:fcUrtt, JWW9fctt. AOP-R ANTES, Me 
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2 0 0 2 - 2 7 0 8 4 9 ^ ^- v ! 53/ 



t-SDF-1 a. Me t-SDF-1 ^fW^So 
[0 16 9] 

[0 17 0] 

CCR2fiftft»Ji:LTtt, W099/07351-?§\ W099/40913#, WOOO/4 

6195^-, WOOO/46196-t, WOOO/46197^-. W000/46198^\ W000/46199^\ W000/694 
32-^, TOOO/69815-^tfcliBioorg. Med. Chem. Lett., 10, 1803 (2000) lCfS« 

[0 17 1] 

CCR3*St/fc#JfcL-Ctt. JMfrfcKli, DE1983738frf\ W099/55324-5§\ W099/5 
533<tf§\ WOOO/04003-^-. WOOO/27800^ W000/27835-§-, WOOO/27843^-. W000/293 
77-?§\ WOOO/31032-^-, WOOO/31033"5§\ W000/34278-^\ W000/35449-5§\ W000/35451 
WOOO/35452-t, WO00/35453-S§\ W000/35454-*§\ WO00/35876-§\ WOOO/35877^- 
, W000/41685^-> TO0O/51607-S§\ WOOO/51608-^. W000/51609^\ W000/51610-S§\ 
W000/53172-S§\ TO00/536<KH§\ WOOO/58305-^, WO0O/59497-^> WO0O/59498^\ WO 
00/5950tf§\ WOOO/59503-^-, W000/62814^> W000/73327-^ l£ £ fiW001/09088^HC 

[0 17 2] 

CCR5WPlfcUI±> JW£Wfc»*, W099/17773-^\ W099/3210fr3\ W000/0 
6085-^ WOOO/06146-f", WOOO/10965-S^ WO00/O6153^-> W000/21916-5§\ WO00/374 
55-5§n EP1013276-5§\ W000/38680^> W000/39125-^\ W0O0/4O239-^\ W000/42045 
4§\ W000/53175-^-> WOOO/42852^-. W000/66551-§\ WO00/66558-5\ WOOO/66559^- 
, WOOO/66141-^. WO0O/68203-!§\ JP2000309598-§\ W000/51607"^> WOOO/51608^ 
, W000/51609-*l\ W000/5161(H§\ WO0O/56729#> W000/59497^\ TO00/59498^\ 
WOOO/59502^, W000/59503-?§\ W000/76933^§\ W098/25605-5§\ W099/04794#, WO 
99/38514-^ £ fcl±Bioorg. Med. Chem. Lett., 1Q, 1803 (2000) fc|B*$ ftfcft 

[0 17 3] 



tB.SE# 2003-3074101 



^#02 0 0 2-2 7 0 8 4 9 ^ ^"^ 1 

CXCR4«ttm AMD-3100. T-22, KRH-1120^ ^(iWO 

00/66112^- icib« $ titzik&mmtfmf 

[0 17 4] 

^^.-va^ia^J^ tT(±, JWW^f*, T-2 0 (pentafuside) . T- 
1 2 4 9Wf^^^o 
[0 17 5] 

[0 17 6] 

o 

v Y~fV y : 100m g fj >W 1 0200m g, 10 3®; 

300m g ftftk 1 0300m 10 2 0*, 
*JfS ls> :25~200mg^J. 10125~2OOmg, 10 20; 
■if ;V v * If > : 0. 375m g ~0. 75m g 1 00. 75m g , 1 0 3 0; 

7, * -?*J > I 15~40m g # >K 1 03O~4Om g . 1 0 2 0; 
9 5^> : 150m g«*k 1015Omg. 1 0 20; 
T/*% tf^ : 300m g tfeSfl. 1 0300m g . 10 2 0; 

^e^e^zoomgttau i02oomg> i40mn0i0> ^tiB2@; 

7*9 H^y > : 100m gffift* 1 0400m g > 1 0 3 0; 
X77 fcfV>? : 50~200mg*-7°-t;V. 1 0600m g, 10 10; 
>f > yflfJl' : 200-400* 7 0 -b /K 1 0800m g . 10 3 0; 
i; h^-tf;V : 100mg*"7°-fe^> 1 0600m g. 1020; 
*;V*7 < i- \£)V : 250m g^J. 1 0750m g , 1 0 3 0; 
*y*±\Z)V : 200mg#7 P -fe;K 1 01,200m g. 10 30; 
7V/Vt^ I 50~150mg§E£lk 1 01,200m 1 0 2 0 O 
[0 17 7] 
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[0 17 8] 

[0 17 9] 

##^J1 

l_^>v;V-4- (2- (*A'*'P-4-'fA') -x-^;VT 5 / # ;VsK-;V) 
_ 4 _ (N-r^^-N- ( (2R, 3R) - 2 -7 ^ / - 3 - Kn* v- 3 
-y^nA^y;V7'nA7^l') 7 ^ / ) tf^'jv> 
[0 18 0] 
Mb 2 6] 




[0 18 1] 



/O^ve^'J K> (49.4 g) <7>^*/-;W#ifc (1L) i-x (2R, 3R) - 

yn/\*>^ (75 g) „ n-rf^TT/ (258 mL) fcin&ifco ^i&"tMfifc#ft# 

2 - 0e;V*V >-4->T;V) xfHVyT-F (36 mL) Srflnxfc 
o JEl&a'firtfet50'C"C-|fe«»L/So KJE»frWK£i&-e*aBI (261 mL) £ 
iPiU $c>H50TC-Ctn«tLa#L.^o RJS»fr»**»U #. (500 mL) . 
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0FS2OO2-27O 8 4 9 V 

xf;v (1L) £fln;l. Mtf'^At^ini, iffit^o Sfcfc^ 7X®^r 

ftffcx^/U (2L) ctai&tfco +^r©#«W*l&Si««*"Ci!fe*tfe^ 
Tt£ : Rf 0.39 (^nn^w : ^ * ;i/=10 : l)o 



(3R) _ 1 _y^;v_ 2 , 5-v**V-3- ( (1R) -l-*Kn*v- 

d [ 5 . 5 ] *7>Tijy 
[0 18 2] 
Hfc2 7] 




[0183] 



##^JlT^5tL/w^tJ (151g) <0 HV^itifc (1L) i:> BHft (71.6 mL 
) *HDiLfc. 70t5"eiB»Wln»»Lfc. Ifit:ll^ (1.5 L 

) 7K (200 mL) U#Wfc2Bft»U. (800 

mL) TtMnLfclk U feTKaSBft^^^^^^^* 1 ^ ** 

u Tia*tt***-r**5iwft^ do3 g) «r#3to auro^ifcfc* 

tBIE# 2003-3074101 
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TLC : Rf 0.34 nn*W : * / -;v = 10 : 1) ; 

NMR(CD 3 0D) : 5 7.51-7.24 (m, 5H), 4.13 (d, J = 2.4 Hz, 1H), 3.88 (s, 2H 
), 3.60-2.95 (m, 7H), 2.42-2.11 (m, 3H), 2.10-1.56 (m, 8H), 1.54-1.08 (m 
, 6H), 1.08-0.79 (m, 5H) G 

: 

TLC : Rf 0.76 mm.^fr : * * J " ;v==4 : i) » 

NMR(CD 3 0D) : 5 7.60-7.47 (m, 5H), 4.35 (s, 2H), 4.15 (d, J = 2.0 Hz, 1H 
), 3.99 (m, 1H), 3.74 (m, 1H), 3.55-3.42 (m, 3H), 3.33-3.20 (m, 2H), 2.5 
4-2.35 (m, 3H), 2.12-1.90 (m, 3H), 1.80-1.65 (m, 5H), 1.44-1.15 (m, 6H) 
, 1.01-0.87 (m, 5H) 0 

TLC : Rf 0.42 (^nn^w : * *y-;v=io : l) ; 

NMR(CD 3 0D) : d 7.51-7.22 (m, 5H), 4.36 (s, 2H), 4.14 (d, J = 2.2 Hz, 1H 
), 4.00 (m, 1H), 3.76 (m, 1H), 3.59-3.38 (m, 3H), 3.30-3.03 (m, 2H), 2.7 
0 (s, 3H), 2.54-1.83 (m, 6H), 1.82-1.56 (m, 5H), 1.53-1.08 (m, 6H), 1.0 
6-0.77 (m, 5H) 0 

(3R) 5-V**V-3- ( (1R) -1-tKn^rv- 

l-i,?u^*i/)V*J-)V) -1, 4, [5. 5] ff>T* 

[0 18 4] 



miE# 2003-3074101 



M 2002-270849 

Ht2 8] 




[0 18 5] 

2 0%*^b'<?**A*« (20 g, wet) fc, 1 T?jR»LfeflS^«(10 

2.5 g )(7)x^-« (1L) *nnit^o RiSft-Mfci^M^T, 50°c-e 

(83 g) fcWfco 
TLC : Rf 0.32 {r/9 / -fr : Wfifc : tK=4 : 2 : i) ; 

NMR(CD 3 OD) : 8 4.16 (d, J = 2.0 Hz, 1H), 3.95 (m, 1H), 3.70 (m, 1H), 3. 
52 (m, 1H), 3.37 (m, 1H), 3.28 (m, 1H), 3.22-3.13 (m, 2H), 2.46-1.93 (m, 
6H), 1.80-1.64 (m, 5H), 1.48-1.15 (m, 6H), 1.02-0.87 On, 5H) C 
itmA: [a] D "37.5 (c 1.04. 18TC) • 



(3R) -1 2. 5-S>**V-3- ( (1R) 
l-^n^V/i/***) -9- U-^^*^*-^^^-^^ 
;V) - 1 , 4 , 9 - b y TIP* ^'o [ 5 . 5 ] * > ■ 

[0 18 6] 
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[0 18 7] 



2 VWkjkLtzit&m (lOOmg) «y^f;V*^T5 Ki#$ (3mL) 
@m (16^L) (SfcliHJiWr/ (40//L) ) &in*.fco RJSil'frWfcN 
_ (4-*;H^7x^) ^r/^V*>TU' (56mg) TK^fc h V T -fe h 
^y^^fth^A (82mg) «rJnx.^ 0 Ufe«# L-fco R 

ifjv:^/-;v=20:i-io:i) icj:oTfflf»U 4 Nig/ffc^im 

^;VvM£2JD;U **U jaTO*tett*#i-**»E4t£* (72mg) 

o 

TLC : Rf 0.67 WHUf-V^ \ **S-fr=5: 1) ; 

NMR(CD 3 0D) : 5 7.53 (d, J = 8.7 Hz, 2H), 7.34 (d, J = 8.7 Hz, 2H), 4.32 
(s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 3.99 (m, 1H), 3.74 (m, 1H), 3.54-3.4 
2 (m, 3H), 3.33-3.16 (m, 2H), 3.01 (s, 3H), 2.49-2.24 (m, 3H), 2.14- 1.9 
1 (m, 3H), 1.80-1.60 (m, 5H), 1.40-1.15 (m, 6H), 1.00-0.87 (m, 5H)o 

mmw2 m -mmm 2 (1 6 5) 



HlBEiRp 2003-3074101 



012 0 0 2- 2 7 0 8 4 9 ^ ^ ^ 

(1) 

(3R) 5-WV-3- ( (1R) 

i-^n^*^^*) -9- (4- (4-*«v7x^v) 
;v^f-;v) -1, 4, [5. 5] 

[0 18 8] 
Hb3 0] 




[0 18 9] 



TLC : Rf 0.43 nn*;vA : * ? / — ;v=5 : l) ; 

NMR(CD 3 0D) : 8 8.05 (d, J = 9.0 Hz, 2H), 7.61 (d, J = 9.0 Hz, 2H), 7.19 
(d, J = 9.0 Hz, 2H), 7.08 (d, J = 9.0 Hz, 2H), 4.38 (s, 2H), 4.17 (d, J 
= 2.1 Hz, 1H), 4.02 (m, 1H), 3.78 (m, 1H), 3.60-3.40 (m, 3H), 3.30-3.10 
(m, 2H), 2.56-1.86 (m, 6H), 1.82-1.60 (m, 5H), 1.52-1.16 (m, 6H), 1.06- 

0.82 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H)o 

sMflil2 (2) 

(3R) 5-v^V-3- ( (1R) 

!— >^n^v;v^^;v) -9- (5- t*-^^?;***^*^ 

*v) e'Jy>-2-^fW^) -1, 4, [5. 5] * 
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[0 19 1] 

TLC : Rf 0.51 (^nn^u : * ? ;-)V=9 : l) ; 

NMR(CD 3 0D) : 8 8.51 (d, J = 2.5 Hz, 1H), 7.89 (d, J = 8.5 Hz, 2H), 7.66 
(d, J = 8.5 Hz, 1H), 7.60 (dd, J - 8.5, 2.5 Hz, 1H), 7.16 (d, J = 8.5 H 
z, 2H), 4.52 (s, 2H), 4.16 (d, J = 2.0 Hz, 1H), 4.11 (m, 1H), 3.85 (m, 1 
H), 3.61-3.50 (m, 3H), 3.33-3.20 (m, 2H), 2.92 (s, 3H), 2.62-2.35 (m, 3H 

), 2.16-1.91 (m, 3H), 1.78-1.65 (m, 5H), 1.45-1.15 (m, 6H), 1.05-0.86 (m 

, 2H), 0.97 (t, J = 7.0 Hz, 3H)o 

3^112 (3) 

(3R) -l-7^;v-2, 5-v**V-3- ( (1R) -l-fcKn*->- 
!_^^n^^i/;v^^;v) -9- (5- U-^^^TS/***-**?*' 

e'j^>-i-t^yK-2-^w^) -l, 4, g-HJrir** 

n [5. 5] *?yr-t>y -IBg&L 

[0 19 2] 



miiE# 2003-3074101 




[0 19 3] 

TLC : Rf 0.45 on*w : * y-;v=9 : l) ; 

NMR(CD 3 0D) : 8 8.31 (d, J = 2.5 Hz, 1H), 7.93 (d, J = 8.5 Hz, 2H), 7.75 
(d, J = 9.0 Hz, 1H), 7.25 (d, J = 8.5 Hz, 2H), 7.24 (dd, J = 9.0, 2.5 H 
z, 1H), 4.58 (s, 2H), 4.16 (d, J = 2.0 Hz, 1H), 4.13 (m, 1H), 3.87 (m, 1 
H), 3.52-3.48 (m, 3H), 3.30-3.19 (m, 2H), 2.92 (s, 3H), 2.51-2.30 (m, 3H 
), 2.16-1.92 (m, 3H), 1.80-1.62 (m, 5H), 1.45-1.18 (m, 6H), 1.05-0.88 (m 
, 2H), 0.96 (t, J = 7.0 Hz, 3H) 0 

(4) 

(3R) _ 1 _ r ^- ;l ,_2, 5 V- 3- ( (1R) -l-KW/- 
l-: y >7U^**y)\<*^)V) -9- (2, 6-v^^-4- (4-^W5 

y*;v^;v-7^y^v) 7^=-)v*^)V) -l, 4, g-b'JTfxn'n [5 
. 5] v>ru> 

[0 19 4] 



miiE# 2003-3074101 



[4b3 3] 



Qfrm 2002-270849 



^-v I 63/ 




[0 19 5] 

TLC : Rf 0.42 (^on^^A : ^ — /u=io : D ; 

NMR(CD 3 0D) : a 7.83 (d, J = 8.7 Hz, 2H), 7.04 (d, J = 8.7 Hz, 2H), 6.87 
(s, 2H), 4.49 (s, 2H), 4.20 (m, 1H), 4.17 (d, J = 2.4 Hz, 1H), 3.96 (m, 
1H), 3.62-3.42 (m, 3H), 3.38-3.10 (m, 2H), 2.91 (s, 3H), 2.62-1.58 (m, 

11H), 2.47 (s, 6H), 1.54-0.80 (m, 8H), 0.95 (t, J = 7.2 Hz, 3H) G 

&WM2 (5) 

(3R) -l-7-f-;V-2, 5-yt^rV-3- ( (1R) 
i-^u^v^^V) -9- (5- (4-n^v7x-;^W</ 
fefi; v>-2--f7V^^^) -1, 4, [5. 
5] ^>Tii y - i&WM. 
[0 19 6] 



ffi|iE# 2003-3074101 




[0 19 7] 

TLC : Rf 0.43 (?nn*W : > 9 S—fr=9 : 1) ; 

NMR(CD 3 0D) : a 9.12 (d, J = 2.0 Hz, 1H), 8.33 (dd, J =8.5, 2.0 Hz, 1H) 
, 7.70 (d, J = 8.5 Hz, 1H), 7.29 (d, J = 8.5 Hz, 2H), 6.88 (d, J = 8.5 H 
z, 2H), 4.61 (s, 2H), 4.52 (s, 2H), 4.16 (d, J = 2.0 Hz, 1H), 4.10 (m, 1 
H), 3.85 (m, 1H), 3.76 (s, 3H), 3.61-3.50 (m, 3H), 3.30-3.26 (m, 2H), 2. 
62-2.42 (m, 3H), 2.13 (m, 1H), 2.04-1.92 (m, 2H), 1.81-1.61 (m, 5H), 1.5 
0-1.15 On, 6H), 1.00-0.86 (m, 2H), 0.97 (t, J = 7.0 Hz, 3H)o 

(3R) 2, 5-v**V-3- ( (1R) -l-fcKn*v- 

l_v^n^^v;v^^;v) -9- (2-^f^tf'Jyv-5-^;^^) - 
i, 4, [5. 5] ^yrij> • 2mm& 

[0 19 8] 



ffifjE# 2003-3074101 




[0 19 9] 



TLC : Rf 0.50 (^nn*;l/A : * ? y—)V = 10 : 1) ; 

NMR(CD 3 0D) : 3 9.09 (d, J = 1.8 Hz, 1H), 8.76 (dd, J = 8.3, 1.8 Hz, 1H) 
, 8.01 (d, J = 8.3 Hz, 1H), 4.58 (s, 2H), 4.15 (d, J = 2.0 Hz, 1H), 4.07 

(m, 1H), 3.82 (m, 1H), 3.62-3.48 (m, 3H), 3.36 (m, 1H), 3.28 (m, 1H ), 
2.83 (s, 3H), 2.75-2.42 (m, 3H), 2.13-1.91 (m, 3H), 1.80-1.63 (m, 5H), 1 
.45-1.15 (m, 6H), 1.00-0.87 (m, 5H) 0 

mmm (7) 

(3R) -1-7*-*- 2, 5-v**V-3- ( ( 1 R) 
l_v^n^->;v^^;v) -9- (2-^nnt?'jyV-5-^^^) - 
1, 4, 9-hVT*f^^V [5. 5] v>r*>- 2^BM. 
[0 2 0 0] 



tfifiE# 2003-3074101 




[0 2 0 1] 

TLC : Rf 0.53 (^no*H : * * 7-^ = 10 : 1) ; 

NMR(CD 3 0D) : d 8.58 (d, J = 2.0 Hz, 1H), 8.10 (dd, J = 8.5, 2.0 Hz, 1H) 
, 7.59 (d, J = 8.5 Hz, 1H), 4.43 (s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 4.01 
(m, 1H), 3.77 (m, 1H), 3.56-3.45 (m, 3H), 3.33-3.19 (m, 2H), 2.59-2 .35 
(m, 3H), 2.14-1.92 (m, 3H), 1.80-1.62 (m, 5H), 1.45-1.15 (m, 6H), 1.00- 
0.87 (m, 5H)o 

(3R) _ 1 _^;v_ 2 , 5-v**V-3- ( (1R) - l-tKn^>- 
l-: y ?u^*i/)\<n-)V) -9- (2-T^f'Jy>-5-^M^) - 
1, 4, 9- hUT^f*^ [5. 5] ^^TiJ> ' 2i%BM 
[0 2 0 2] 



miE# 2003-3074101 



2002-270849 



67/ 



Hfc 3 7] 



CH, 




[0 2 0 3] 



tlc : Rf 0.48 (^nn*H : */-;v=4 : l) ; 

NMR(CD 3 0D) : d 8.17-8.14 (m, 2H), 7.07 (d, J = 9.5 Hz, 1H), 4.30 (s, 2H 
), 4.15 (d, J = 2.0 Hz, 1H), 3.97 (m, 1H), 3.74 (m, 1H), 3.60-3.45 (m, 3 
H), 3.37-3.26 (m, 2H), 2.70-2.40 (m, 3H), 2.13-1.91 (m, 3H), 1.80-1.60 ( 
m, 5H), 1.45-1.10 (m, 6H), 1.02-0.87 (m, 2H), 0.95 (t, J = 7.0 Hz, 3H) Q 



^WI2 (9) 

(3R) _ 1 _^;v_ 2 , 5-v**V-3- ( (1R) -1-tKn^v- 
# i-v^n^^v;v^f-^) -9- (4-n + y7x^v^fJV) -l, 4, 
9 _ ij jjf x en [5. 5] f7>TiJ> 
[0 2 0 4] 



ffi|£# 2003-3074101 




[0 2 0 5] 

TLC : Rf 0.44 (^nn*;VA : * ?y-;v=l0 : 1) ; 

NMR(CD 3 0D) : d 7.47 (d, J = 8.7 Hz, 2H), 7.02 (d, J = 8.7 Hz, 2H), 4.28 
(s, 2H), 4.15 (d, J = 2.4 Hz, 1H), 3.96 (m, 1H), 3.82 (s, 3H), 3.70 (m, 
1H), 3.58-3.36 (m, 3H), 3.30-3.10 (m, 2H), 2.56-2.20 (m, 3H), 2.18-1.86 
(m, 3H), 1.82-1.56 (m, 5H), 1.50-1.06 (m, 6H), 1.04-0.80 (m, 2H), 0.95 

(t, J = 7.2 Hz, 3H)o 

**M2 (10) 
(3R ) _ 1 _y^.;v_2, 5-v**V-3- ( (1R) 
l -v^n^^v;v^^;v) -9- -1, 4, 9 

-h'J7f^t?n [5. 5] 
[0 2 0 6] 



ttiiE# 2003-3074101 



Qfrm 2002-270849 



69/ 



MS 3 9] 




[0 2 0 7] 

TLC : Rf 0.47 nn^;uA \ *9 J — ;v=l0 : 1) ; 

NMR(CD 3 0D) : <5 7.42 (d, J = 7.8 Hz, 2H), 7.31 (d. J = 7.8 Hz, 2H), 4.30 
(s, 2H), 4.14 (d, J = 2.1 Hz, 1H), 3.98 (m, 1H), 3.70 (m, 1H), 3.60-3.0 

8 (in. 5H), 2.56-2.20 (m, 3H), 2.37 (s, 3H), 2.18-1.84 (m, 3H), 1.82-1.58 
On.' 5H), 1.54-1.06 (m, 6H), 1.04-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H) 



(3R) -l-7+»-2, 5-VW-3- ( (1R) 

l-S,9u^*i/fr**-n') -9- (4-liKn^y7x-;^f;V) -1, 4 

9 _ y, i; x fcfn [5. 5] *?>7*13~s 
[0 2 0 8] 



tB8E# 2003-3074101 




[0 2 0 9] 

TLC : Rf 0.49 n d^;va : ^ ? / — ;v=5 : 1) ; 

NMR(CD 3 0D) : 8 7.35 (d, J = 8.7 Hz, 2H). 6.87 (d, J = 8.7 Hz, 2H), 4.24 
(s, 2H), 4.15 (d, J = 2.4 Hz, 1H), 3.96 (m, 1H), 3.68 (m, 1H), 3.58-3.3 
6 (m, 3H), 3.30-3.06 (m, 2H), 2.54-1.82 (m, 6H), 1.80-1.58 (m, 5H), 1.48 
-1.06 (m, 6H), 1.04-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 

§E*fciai7, ( 1 2) 

(3R) -1-^^-2, 5-v**V-3- ( (1R) -1"^'°^- 
l-i/?V^*-y)V*J-)V) -9- (4-*^^->7x^;Mf^) -1, 4 
9 _ ]> i; yif x en [ 5 . 5 ] ^ > • 

[0 2 10] 



tbfiE# 2003-3074 101 




[0 2 11] 

TLC : Rf 0.53 nn*;vA : ^ * /— /U=5 : 1) ; 

NMR(CD 3 0D) : d 8.13 (d, J = 8.7 Hz, 2H), 7.67 (d, J = 8.7 Hz, 2H), 4.44 
(s, 2H), 4.15 (d, J = 2.1 Hz, IB). 4.02 (m, 1H), 3.78 (m, 1H), 3.62-3.4 
0 (m, 3H), 3.38-3.02 (m, 2H), 2.56-1.84 (m, 6H), 1.82-1.56 (m, 5H), 1.54 
-1.06 (m, 6H), 1.04-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H) e 

mmm 2(13) 

(3R) - l -7^)V-2, 5-v**V-3- ( (1R) -l-tKn^>- 
l_v^n^^y;u^^^) -9- (4- (N, N-'^W5/) 
p(^;V) _i, 4, 9-h')rf^^ [5. 5] -)>f*>-2» 
[0 2 12] 



ffifiE# 2003-3074101 



002-270849 



^-v: 72/ 



Mb 4 2] 



H 3 C-N 



CH 3 


CH 3 


N 




)-\ 


) o 


\ — 










O 


-2HCI 




[0 2 13] 





PH 




TLC : Rf 0.41 (^nn*W : ^ 9 J — /U=10 : 1) ; 

NMR(CD 3 0D) : d 7.81 (d, J = 8.7 Hz, 2H), 7.63 (d, J = 8.7 Hz, 2H), 4.40 
(s, 2H), 4.15 (d, J = 2.4 Hz, 1H), 4.00 (m, 1H), 3.76 (m, 1H), 3.60-3.3 

8 (m, 3H), 3.36-3.18 (m, 2H), 3.27 (s, 6H), 2.70-2.38 (m, 3H), 2.16-1.84 
(m, 3H), 1.82-1.56 (m, 5H), 1.50-1.06 (m, 6H), 1.04-0.80 (m, 2H), 0.94 

(t, J = 7.2 Hz, 3H)o 



(1 4) 

(3R) -l-7^;V-2, 5-yt^v-3- ( (1R) 
X-Zstu^vfr^f-P) -9- (4- (N, N-y^W5y^^* 
) y^)V^^)V) -1, 4, [5. 5] ^r-*>-M 

[0 2 14] 



tfJiEJjt 2003-3074101 




[0 2 15] 



TLC : Rf 0.45 (^nn*;vA : * ? J -;v=10 : 1) ; 

NMR(CD 3 0D) : 8 7.91-7.84 (m, 4H), 4.47 (s, 2H), 4.15 (d, J = 2.4 Hz, 1H 
), 4.02 (m, 1H), 3.78 (m, 1H), 3.58-3.40 (m, 3H), 3.30-3.18 (m, 2H), 2.7 
1 (s, 6H), 2.64-2.36 (m, 3H), 2.18-1.84 (m, 3H), 1.82-1.56 (m, 5H), 1.52 
-1.06 (m, 6H), 1.04-0.80 (m, 2H), 0.95 (t, J = 7.5 Hz, 3H) 0 

IM2 (l 5) 

(3R) _ 1 _ 7 ^;v_2, 5-^^^rV-3- ( (1R) -l-fcKn*v- 
1 _v^n^N^~>;v^^;w) -9- (4- (2 -fc Kn*v^ "7^-;v 
_i, 4, 9- h 'J T^tTa [5. 5] ? > • ttBfctt 

[0 2 16] 



tBliE# 2003-3074101 



^ # M 2002-270849 ^ ^- v : 74/ 



Mb 4 4] 




[0 2 17] 

TLC : Rf 0. 31 (^no*;VA:^ / -;v=10 : i) ; 

NMR(CD 3 0D) : d 7.47 (d, J = 8.7 Hz, 2H), 7.05 (d, J = 8.7 Hz, 2H), 4.28 
(s, 2H), 4.14 (d, J = 2.4 Hz, 1H), 4.08 (t, J = 5. 1 Hz, 2H), 3.96 (m, 1 

H), 3.87 (t, J = 5.1 Hz, 2H), 3.70 (m, 1H), 3.58-3.36 (m, 3H), 3.30-3.08 
(m, 2H), 2.58-2.20 (m, 3H), 2.18-1.84 (m, 3H), 1.82-1.58 (m, 5H), 1.54- 

1.06 (m, 6H), 1.04-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 

mmjz a 6) 

(3R) - l-r^)V-2, 5-v**V-3- ( (1R) 
l -v^n^v;l^f-;v) -9- (ey *S>- 3 -4 -1, 4, 9 

-by T^fX en [ 5 . 5 ] f? >Tii > • 2 ttflfctt 
[0 2 18] 



ffiiE# 2003-3074101 



Qtm. 2002-270849 ^ ^ ' 75/ 

[ft 4 5] 




[0 2 19] 

TLC : Rf 0.35 (^nnw : ^ ^7-;v=l0 : l) ; 

NMR(CD30D) : d 9.24 (s, 1H), 8.97-8.89 On, 2H), 8.16 (m, 1H), 4.63 (s, 
2H), 4.15 (d, J = 1.8 Hz, 1H), 4.04 (m, 1H), 3.84 (m, 1H), 3.66-3.18 (m, 

5H), 2.84-2.38 (m, 3H), 2.20-1.84 (m, 3H), 1.82-1.56 (m, 5H), 1.52-1.06 

(m, 6H), 1.04-0.80 (m, 2H), 0.94 (t, J = 7.2 Hz, 3H) D 

mmm2 a 7) 

(3R) - 1 5--^**V-3- ( (1R) -1-fcKn^v- 

1 _->?n^v;v^;iO -9- (feT 'J V>- 2 ->f ^v) -1, 4, 9 
-b'jTf^H'n [5. 5] ^^r'*^-2^mit 
[0 2 2 0] 



{±iSE# 2003-3074101 




[0 2 2 1] 

tlc : Rf 0.34 (^ddw : * 9 /-;v=io : D ; 

NMR(CD 3 0D) : 8 8.81 (m, 1H), 8.20 (m, 1H), 7.84 (m, 1H), 7.72 (m, 1H), 
4.62 (s, 2H), 4.16 (d, J = 2. 1 Hz, 1H), 4.14 (m, 1H), 3.86 (m, 1H), 3.66 
-3.42 (m, 3H), 3.40-3.20 (m, 2H), 2.72-2.26 (m, 3H), 2.20-1.86 (m, 3H), 
1.84-1.58 (m, 5H), 1.56-1.06 (m, 6H), 1.04-0.80 (m, 2H), 0.96 (t, J = 7. 
5 Hz, 3H) 0 

(1 8) 

(3R) -l-^;V-2, 5-V**V-3- ( (1R) -1-tKn^rv- 
! _->^n^*v;v*^;v) -9- {4-9UU7 * — -1, 4, 9 

-MT-ifXtfn [5. 5] ^r'fcV-aLSfcft 
[0 2 2 2] 



tiJfiE# 2003-3074101 




[0 2 2 3] 

HC : Rf 0.44 )i> : * 9 7-^=20 : i) ; 

NMR(CD 3 0D) : 8 7.58 (d, J = 8.7 Hz, 2H), 7.50 (d, J = 8.7 Hz, 2H), 4.35 
(s, 2H), 4.14 (d, J = 2.4 Hz, 1H), 3.98 (m, 1H), 3.74 (m, 1H), 3.58-3.3 
6 (m, 3H), 3.30-3.12 (m, 2H), 2.58-2.22 (m, 3H), 2.20-1.84 (m, 3H), 1.82 
-1.56 (m, 5H), 1.52-1.06 (m, 6H), 1.04-0.78 (m, 2H), 0.95 (t, J = 7.2 Hz 
, 3H) 0 

mmn (i 9) 

(3R) -i-y^)V-2, 5-v**V-3- ( (1R) -1-tKD^v- 
l-tytu^isfrtl-fr) -9- (4-y7y7x^V^f;V) -1, 4, 9 
- h 'J 7-9\* n [ 5 . 5 ] t? > t-*# > • MBM. 
[0 2 2 4] 



miiE# 2003-3074101 




[0 2 2 5] 



TLC : Rf 0.43 - * * ^" ;v==20 : 1} ; 

NMR(CD 3 0D) : a 7.87 (d, J = 8.4 Hz, 2H), 7.79 (d, J = 8.4 Hz, 2H), 4.45 
(s, 2H), 4.15 (d, J = 2.4 Hz, 1H), 4.02 (m, 1H), 3.78 (m, 1H), 3.60-3.3 
6 (m, 3H), 3.30-3.16 (m, 2H), 2.60-2.24 (m, 3H), 2.18-1.82 (m, 3H), 1.80 
-1.56 (m, 5H), 1.54-1.06 (m, 6H), 1.04-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz 
, 3H)o 



mmM2 (2 0) 
(3R) -l-^;V-2, 5-***V-3- ( (1R) 
^^^□A^yWfJV) -9-y?n^y;v^f;v-l, 4, 9-b 

if X tf o [ 5 . 5 ] ^ >T iJ y • i&WM. 
[0 2 2 6] 



mm 2003-3074101 



%fM 2002-270. 8 49 



^-v : 79/ 



Mb4 9] 




p [0 2 2 7] 

tlc : Rf 0.28 : -;v=io : D ; 

NMR(CD 3 0D) : 8 4.16 (d, J = 1.8Hz, 1H), 3.96 (m, 1H), 3.78-3.40 (m, 4H) 
, 3.38-3.20 (m, 2H), 3.00 (d, J = 6.0 Hz, 2H), 2.64-2.26 (m, 3H), 2.20-1 
.60 (m, 15H), 1.58-0.80 (m, 12H), 0.97 (t, J = 7.2 Hz, 3H) Q 

afrMrtH 2 (2 1) 

(3R) - 1 -^;V-2, 5-vt^rV-3- ( (1R) -l-U'D^y- 
i-^^n^^v^^^-^) -9- (fh7tKnt?7 , /-4-^V^^) - 
• 1, 4, 9- h'JT^tfn [5. 5] tfS'-r* 
[0 2 2 8] 



m®E# 2003-3074101 



<&m 2002-270849 



^-v: 80/ 



[ft 5 0] 




[0.2 2 9] 

TLC : Rf 0.38 : ^ *y-;v=io : D ; 

NMR(CD 3 0D) : 5 4.16 (d, J = 1.8Hz, 1H), 4.06-3.86 (m, 3H), 3.80-3.40 (m 
, 6H), 3.38-3.16 (m, 2H), 3.06 (d, J = 6.9 Hz, 2H), 2.66-2.32 (m, 3H), 2 
.28-1.58 (m, 11H), 1.56-1.06 (m, 8H), 1.04-0.80 (m, 2H), 0.97 (t, J = 7. 
2 Hz, 3H)o 

Mmm 2 (2 2) 
(3R) -1-^^-2, 5-V**V-3- ( (1R) 
i_->^n^*v;v*f-;v) -9- v>- 4 -4 )V*?-)V) -l, 4, 9 
-hyrifxen [5. 5] <?>f*>-2iawa 

[0 2 3 0] 



tBIE# 2003-3074101 



Hfc5 1] 



mm 2 0 0 2-2 7 0 8 4 9 ^~ v : 81/ 




[0 2 3 1] 

TLC : Rf 0.43 nn*;vA : ^ * / — ;v=10 : 1) ; 

NMR(CD 3 0D) : 8 8.98 (d, J = 6.6 Hz, 2H), 8.44 (d, J = 6.6 Hz, 2H), 4. 

(s, 2H), 4.15 (d, J = 1.8Hz, 1H), 4.10 (m, 1H), 3.84 (m, 1H), 3.66-3. 

(m, 5H), 2.84-2.36 (m, 3H), 2.20-1.84 (m, 3H), 1.82-1.56 (m, 5H), l.E 
1.06 (m, 6H), 1.04-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 



(2 3) 

(3R) -1-7**- 2, 5-V**V-3- ( (1R) 

# i_^o^v;i^;v) -9- (2-* f^/^r/-5-^Mf^) 

-1, 4, [5. 5] ^v-f^v- 2Mt 
[0 2 3 2] 



tBSEijf 2003-3074101 




[0 2 3 3) 

nc : Rf 0.52 asm*.** -;v=io : 1) ; 

NMR(CD 3 0D) : 8 8.50 (m, 1H), 8.34 (m, 1H), 7.06 (m, 1H), 4.41 (s, 2H), 

4.15 (d. J - 2.1 Hz, 1H), 4.11 (s, 3H), 4.00 (m, 1H), 3.78 (m, 1H), 3.60 

-3.40 (m, 3H), 3.38-3.16 (m, 2H), 2.66-2.40 (m, 3H), 2.18-1.84 (m, 3H), 
1.82-1.60 (m, 5H), 1.52-1.04 (m, 6H), 1.04-0.80 (m, 2H), 0.94 (t, J = 7. 
2 Hz, 3H)o 

mmm (24) 

(3R) -1-7**- 2, 5-***V-3- ( (1R) -1-^Kn^v- 
i-^n^v*^*) -9- ( 2 -^M^V7^e'jy>-5 
-l, 4, 9 -H; TIT* *n [5. 5] *>r*>-2«WI 
[0 2 3 4] 



ffifEJjf 2003-3074 




[0 2 3 5] 

TLC : Rf 0.46 (^nn*H : * 9 J -;V=10 : 1) ; 

NMR(CD 3 0D) : 8 8.60 (d, J = 2.1 Hz, 1H), 8.48 (dd, J - 8.7, 2.1 Hz, 1H) 
, 7.73 (d, J = 8.7 Hz, 1H), 4.47 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 4.02 
(m, 1H), 3.76 (m, 1H), 3.64-3.40 (m, 3H), 3.38-3.18 (m, 2H), 2.66-2.38 
(m, 3H), 2.30 (s, 3H), 2.18-1.84 (m, 3H), 1.82-1.56 (m, 5H), 1.50-1.06 ( 
m, 6H), 1.04-0.80 (m, 2H), 0.94 (t, J = 6.9 Hz, 3H) Q 

(2 5) 

(3R) -l-y^V-2, 5-v**V-3- ( (1R) -l-HKn*v- 
l-*,9u^**sfr*<f-ns) -9- (2-^W^^7^f'Jy>-5 
-1, 4, 9- YVTVXW [5. 5] O VTH > • 2i£m*M 
[0 2 3 6] 



BSE# 2003-3074101 




[0 2 3 7] 

TLC : Rf 0.35 (^nn^^A : * 9 / — ^=10 : 1) *, 

NMR(CD 3 0D) : 5 8.42 (d, J = 2.4 Hz, 1H), 7.99 (dd, J = 8.7, 2.4 Hz, 1H) 
, 7.12 (d, J = 8.7 Hz, 1H), 4.36 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 4.00 
(m, 1H), 3.76 (m, 1H), 3.60-3.40 (m, 3H), 3.38-3.14 (m, 2H), 3.30 (s, 3 
H), 2.60-2.24 (m, 3H), 2.22-1.84 (m, 3H), 1.82-1.58 (m, 5H), 1.54-1.06 ( 
m, 6H), 1.04-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H) C 

2(26) 

(3R) _ 1 _ r ^;v_2, 5-vt^V-3- ( (1R) -l-HKn^rv- 
!_v^n^^v;vp<f-;v) -9- (4->W^*^f^7x-^^f 
)V ) _ i f 4 t 9 _ > i; THf ^ bfn [ 5 . 5 ] ^ >t*# > • 
[0 2 3 8] 



miE# 2003-3074101 




[0 2 3 91 

TLC : Rf 0.37 (?oa*;UA : * 9 7-^ = 10 : 1) ; 

NMR(CD 3 0D) : 8 7.92 (d, J = 8.7 Hz, 2H), 7.68 (d, J = 8.7, Hz, 2H), 4.4 

2 (s, 2H), 4.15 (d, J = 2.4 Hz, 1H), 4.02 (m, 1H), 3.76 (m, 1H), 3.58-3. 

38 (m, 3H), 3.32-3.10 (m, 2H), 2.92 (s, 3H), 2.58-2.24 (m, 3H), 2.18-1.8 

4 (m, 30, 1.82-1.56 (m, 5H), 1.50-1.06 (m, 6H), 1.04-0.80 (m, 2H), 0.95 
(t, J = 7.2 Hz, 3H)o 

gffiffl ?. (2 7) 

(3R) -1-7+&-2, 5-vt^rV-3- ( (1R) -l-fcHn*V- 

i_^n^^/jv^^;v) -9- (2-^^;nfi;^>-i-^-^vK-5- 

^ ;v ^^.;V) -i, 4 , 9->yWlfn [5. 5] ^Vf*>-*«tt 
[0 2 4 0] 



tiJSE# 2003-3074101 



2j$fg 2002-270849 




s<-*J: 86/ 



Mb 5 6] 




> 



[0 2 4 1] 

TLC : Rf 0.34 (?nn*;i/A : * 9 J — ;v=10 : 1) ; 

NMR(CD 3 0D) : 5 9.00(8. 1H), 8.23 (d, J = 8.1 Hz, 1H), 7.89 (d, J - 8. 1, 
Hz, 1H), 4.51 (s, 2H), 4.15 (d, J - 2.1 Hz, 1H), 4.04 (m, 1H), 3.80 (m, 
1H), 3.62-3.42 (m, 3H), 3.40-3.20 (m, 2H), 2.80-2.40 (m, 3H), 2.70 (s, 
3H), 2.20-1.84 (m, 3H), 1.82-1.56 (m, 5H), 1.52-1.06 (m, 6H), 1.04-0.80 
(m, 2H), 0.94 (t, J = 6.9 Hz, 3H)o 

(3R) -l-^;V-2, 5-***V-3- ( (1R) -1-^Kn^v- 
i_s,*n^*v***-*) -9- (5 -*/u#*vi> V 9 J>- 2 — f***-* 
) _ x> 4> 9_pj 7 f^fa [5. 5] ^>r'*>-2aeiffi 

[0 2 4 2] 



fcBiE# 2003-3074101 




[0 2 4 3] 

TLC : Rf 0.47 nn*H \ *9 J : 1^=10 : 1 : D \ 
NMR(CD 3 0D) : 8 9.25 (d, J - 2. 1 Hz, 1H). 8.44 (dd. J = 2.1. 8.1 Hz, 1H) 
, 7.63 (d, J = 8.1 Hz, 1H), 4.63 (s, 2H), 4.20-4.16 (m, 2H), 3.94-3.82 ( 
m, 1H), 3.64-3.50 (m, 3H), 3.30-3.16 (m, 2H), 2.61-2.36 (m, 3H), 2.2 4-2 
.10 (m, 1H), 2.06-1.90 (m, 2H), 1.82-1.62 (m, 5H), 1.52-1.14 (m, 6H), 1. 
12-0.85 (m, 5H)o 

(3R) -l-^)V-2, 5-5>**V-3- ( (1R) -1-^Kn^v- 
l_v^n^v;v^f-;v) -9- (5 2 -4 - 

i, 4, [5. 5] v yf 1 * > • 2MfcEL 

[0 2 4 4] 



2003-3074101 



^12 0 0 2- 2 7 0 8 4 9 ^ ^-v : 88/ 

Mb 5 8] 




[0 2 4 5] 

TLC : Rf 0.59 (ffcM^;v : ^ *y-;v=4 : 1) ; 

NMR(CD 3 0D) : $ 8.77 (m, 1H), 8.29 (m, 1H), 8.06 (m, 1H), 4.64 (br-s, 2H 
), 4.15 (d, J = 2.4 Hz, 1H), 4.10 (m, 1H), 3.87 (m, 1H), 3.55-3.52 (m, 3 
H), 3.33 (m, 1H), 3.27 (m. 1H), 2.65 (m, 1H), 2.54-2.48 (m, 5H), 2.1 5-1 
.91 (m, 3H), 1.76-1.65 (m, 5H), 1.45-1.14 (m, 6H), 1.00-0.86 (m, 5H) C 

^WM 2(30) 

(3R) - 1 2 , 5-v**V-3- ( (1R) -l-fcKO*->- 

l-->^n^^v;v^^-;v) -9- (f'jy>-i-t^yF-3-^Mf;v 
) _ i } 4 1 9 — h i; y^fT. en [ 5 . 5 ] V >7U > • *BS* 
[0 2 4 6] 



miE# 2003-3074101 




[0 2 4 71 

TLC : Rf 0.44 (ttflS^f-V^ : *9J-fr=*\ 1) ; 

NMR(CD 3 0D) : d 8.98 (m, 1H), 8.70 (m, 1H), 8.26 (m, 1H), 7.87 (m, 1H), 
4.53 (s, 2H), 4.16 (d. J - 2.0 Hz, 1H), 4.11 (m, 1H). 3.82 (m, 1H), 3.60 
-3.49 (m, 3H), 3.34 (m, 1H), 3.28 (m, 1H), 2.61-2.46 (m, 3H), 2.15-1. 91 
(m, 3H), 1.75-1.65 (m, 5H), 1.39-1.14 (m, 6H), 1.00-0.92 (m, 5H) 0 

mt(6M2 (3 1) 
(3R ) _ 1 _^;v_2, 5-v**V-3- ( (1R) 
l-is?u^*z/)V*?~)\s) -9- 1 Y-A-4fr* s f'*' 

) -1, 4, 9-HJ7-«F*fc?n [5. 5] > V • JfiKffl 
[0 2 4 8] 



{±JfiE# 2003-3074101 




[0 2 4 9] 



tlc : Rf o.4i (MVc*?-v> : * *y-A"=5 : D ; 

NMR(CD 3 0D) : S 8.74 (d. J = 6.9 Hz, 2H), 8.14 (d, J = 6.9 Hz, 2H), 4. 

(s, 2H), 4.15 (d, J - 1.8 Hz, 1H), 4.06 (m, 1H), 3.82 (m, 1H), 3.59-2 
7 (m, 3H), 3.36 (m, 1H), 3.28 (m, 1H), 2.73-2.42 (m, 3H), 2.13-1.91 ( 

3H), 1.75-1.64 (m, 5H), 1.40-1.14 (m, 6H), 1.00-0.86 (m, 5H)o 



( (1 R) - 1 -K Kn*v- 
1, 4, 9 - h 'JTfXk'D [ 



sfetafill 2 (32) . 
(3R) -1-7*^-2, 5-^**V-3- 
x - y^n^yiV^fiV) - 9- (4- (4- 

5. 5] ^yTid y - 
[0 2 5 0] 



ttlliE#2 003-3074101 




[0 2 5 1] 



TLC : Rf 0.42 (*nn*;VA : ^/-;v=10: 1) ; 

NMR(CD 3 0D) : 8 7.57 (d, J = 8.7 Hz, 2H), 7.41 (d, J = 8.7 Hz, 2H), 7.12 
(d, J = 8.7 Hz, 2H), 7.08 (d, J = 8.7 Hz, 2H), 4.34 (s, 2H), 4.15 (d, J 
= 1.8 Hz, 1H), 4.00 (m, 1H), 3.76 (m, 1H), 3.72 (q, J = 7.2 Hz, 2H), 3. 

58-3.38 (m, 3H), 3.32-3.10 (m, 2H), 2.94 (s, 3H), 2.58-2.24 (m, 3H), 2.2 

0-1.86 (m, 3H), 1.84-1.60 (m, 5H), 1.52-1.06 (m, 6H), 1.11 (t, J = 7.2 H 

z, 3H), 1.04-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 

mmm?. (33) 

(3R) -1-7+*- 2, 5-vt^rV-3- ( ( 1 R) -l-KKn**- 
1 - i/ ? v ^i / )V*^)l>) -9- (2-^^TS ;i])V#-)V\ZV v'>-5 

-i, 4, 9-h';r-*fxen [5. 5] • 2wm 

[0 2 5 2] 



miiE# 2003-3074101 



12002-270849 



^-V: 92/ 



Mb 6 2] 




£ [0 2 5 3] 

TLC : Rf 0.41 (^nn^;VA : ? /-;l/=10 : 1) ; 

NMR(CD 3 0D) : 5 8.82 (s, 1H), 8.19 (s, 2H), 4.51 (s, 2H), 4.15 (d, J = 2 
.1 Hz, 1H), 4.06 (m, 1H), 3.80 (m, 1H), 3.58-3.40 (m, 3H), 3.32-3.08 (m, 
2H), 2.97 (s, 3H), 2.58-2.24 (m, 3H), 2.20-1.82 (m, 3H), 1.80-1.58 (m, 
5H), 1.50-1.06 (m, 6H), 1.04-0.78 (m, 2H), 0.94 (t, J = 6.9 Hz, 3H) Q 

mitiM 2 (34) 
(3R) 5-v**V-3- ( ( 1 R) 

# 1 -i,?u^*z/)VU-)l') -9- (5- (4-^W^*M'-;V7xi 

)v) -l, 4, 9-h';r^fxen [5. 5] -mmM. 

[0 2 5 4] 



tBIE# 2003-3074101 




[0 2 5 5] 



TLC : Rf 0.25 (^nnw : * *y-;v=io : 1) ; 

NMR(CD 3 0D) : 8 7.72 (d, J = 8.4 Hz, 2H), 7.29 (d, J = 8.4 Hz, 2H), 4.16 
(d, J = 2.1 Hz, 1H), 3.92 (m, 1H), 3.76-3.42 (m, 4H), 3.36-3.02 (m, 3H) 
, 2.90 (s, 3H), 2.78-2.64 (m, 2H), 2.58-2.22 (m, 3H), 2.20-1.58 (m, 12H) 
, 1.56-1.06 (m, 9H), 1.04-0.80 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H)o 

MWiMI (_3 5) 

(3R) -l-y^-2, 5-vt^rV-3- ( (1R) -l-HKn^- 
1 -i,?u^**/)V**J-)V) -9- (2-7^/t''Jy^-l-t^>F-5- 
^f;V^;v) -1, 4, [5. 5] • 2^lSttft 

[0 2 5 6] 



mSE# 2003-3074101 




[0 2 5 7] 

tlc : Rf 0.51 (^on*H : * 9 /-;v=5 : D ; 

NMR(CD 3 0D) : S 8.53 (s, 1H), 8.04 (d, J = 9.0 Hz, 1H), 7.19 (d, J = 9.0 
Hz, 1H), 4.31 (s, 2H), 4.15 (d, J = 1.8Hz. 1H), 3.98 (m, 1H), 3.76 (m, 
1H), 3.64-3.42 (m, 3H), 3.40-3.20 (m, 2H), 2.76-2.30 (m, 3H), 2.20-1.84 
(m, 3H), 1.82-1.58 (m, 5H), 1.52-1.06 (m, 6H), 1.04-0.80 (m, 2H), 0.95 ( 
t, J = 6.9 Hz, 3H)o 

(3 6) 

(3R) _ X -^ )X ,- 2 , 5-yt^V-3- ( (1R) -l-fcKD^>- 
i_v^n^^v;v^^;v) -9- (2 -^;vrs J *^^vf'J 1 
_^^vK-5-^;Vp«^;V) -1, 4, 9 - h V 7 if* tf n [5. 5] 

[0 2 5 8] 



ffil£# 2003-3074101 



^I'Mfi 2002-270849 




s^-i? : 95/ 



Hb6 5] 



H 3 C 
HN 



O-N* 



i 



O 




[0 2 5 9] 

TLC : Rf 0.26 (^nn*w : * * / -;v=io : D ; 

NMR(CD 3 0D) : d 8.67 (d, J = 1.5 Hz, 1H), 8.39 (d, J = 8.4 Hz, 1H), 7.85 
(dd, J = 8.4, 1.5 Hz, 1H), 4.46 (s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 4.06 
(m, 1H), 3.80 (m, 1H), 3.60-3.42 (m, 3H), 3.32-3.14 (m, 2H), 3.01 (s, 3 

H), 2.60-2.28 (m, 3H), 2.20-1.84 (m, 3H), 1.82-1.58 (m, 5H), 1.50-1.06 ( 

m, 6H), 1.04-0.80 (m, 2H), 0.95 (t, J = 6.9 Hz, 3H)„ 

MM?. (3 7) 
(3R) _ 1 _^; V _2, 5-v**V-3- ( (1R) 
x _v^n^*v;v*if-;v) -9- (5- (4-*my7x-;v) 
) „i t 4> 9- h i; r^fxifn [5. 5] *7>riJ> -iMMM 
[0 2 6 0] 



2003-3074101 




[0 2 6 1] 



TLC : Rf 0.58 (?nn*;vA : * 9 J -;v=5 : 1) ; 

NMR(CD 3 0D) : 8 7.93 (d, J = 8.4 Hz, 2H), 7.31 (d, J - 8.4 Hz, 2H), 4.16 
(d, J = 2.1 Hz, 1H), 3.94 (m, 1H), 3.78-3.40 (m, 4H), 3.32-3.02 (m, 3H) 
, 2.80-2.64 (m, 2H), 2.56-2.22 (m, 3H), 2.20-1.60 (m, 12H), 1.56-1.06 (m 
, 9H), 1.04-0.80 (m, 2H), 0.97 (t, J = 6.9 Hz, 3H) Q 

M^M?. (3 8) 

(3R) -i--7^;v-2, 5-vt^V-3- ( (1R) -l-UKn^- 
X-^n^v^^V) -9- (4- (4-^W^*^^7x; 
*v) v*n^3->;v^;v) -1,4, 9-b')Tfxn°n [5. 5] 

[0 2 6 2] 



ffitSE# 2003-3074101 




[0 2 6 3] 



TLC : Rf 0.12 (RsHfcx?-* : * 9 s -*=io : D ; 

NMR(CD 3 0D) : 5 7.75 (d. J = 8.9 Hz, 2H), 6.96 (d, J = 8.9 Hz, 2H), 4.37 
(m, 1H), 4.17 (d, J = 1.8 Hz, 1H), 3.98 (m, 1H), 3.72 (m, 1H), 3.64-3.5 
5 (m, 3H), 3.33-3.20 (m, 2H), 3.08-3.06 (m, 2H), 2.89 (s, 3H), 2.60- 2.4 
1 (m, 3H), 2.24-1.93 (m, 8H), 1.80-1.63 (m, 5H), 1.57-1.19 (m, 10H), 1.0 
0-0.91 (m, 5H)o 

(3R) -1 2, 5-mv-3- ( (1R) 
i-v^n^^v^^^-^) -9- (4-y^^'/^^y7i^^^ 
) -1, 4, [5. 5] y>r*> - 

[0 2 6 4] 



ttiliE^ 2003-3074101 




[0 2 6 5] 

TLC : Rf 0.60 * : > * /-;v=io : l) ; 

NMR(CD 3 0D) : 57.42 (d, J = 8.7 Hz, 2H), 7.00 (d, J = 8.7 Hz, 2H), 4.37 
(m, 1H), 4.27 (s, 2H), 4.15 (d, J - 2.1 Hz, 1H), 3.97 (m, 1H), 3.71 (m, 
1H), 3.53-3.40 (m, 3H), 3.33-3.15 (m, 2H), 2.49-1.95 (m, 8H), 1.85-1.18 
(m, 19H), 1.00-0.87 (m, 5H)o 

mi^m2 (4 0) 

(3R) -l-r-f-^-2, 5-y*^V-3- ( (1R) 
j-^^nA^yji/^fjV) —9- (4-^>^7i-;^^) — 1, 4, 
9_H; 7 f7en [5. 5] * Vt** > • 2£Bfcffi 
[0 2 6 6] 



mtiE# 2003-3074101 




[0 2 6 7] 

tlc : Rf 0.72 <xmx.*n> \ * * J -^=10 : i) ; 

NMR(CD 3 0D) : 8 7.45(d, J = 8.0 Hz, 2H), 7.34 (d, J = 8.0 Hz, 2H), 7.29- 
7.17 (m, 5H), 4.31 (s, 2H), 4.14 (d, J = 2.1 Hz, 1H), 4.00 (s, 2H), 3.98 

(m, 1H), 3.73 (m, 1H), 3.52-3.41 (m, 3H), 3.33-3.14 (m, 2H), 2.47-2. 20 

(m, 3H), 2.13-1.91 (m, 3H), 1.80-1.63 (m, 5H), 1.45-1.15 (m, 6H), 1.00- 
0.87 (m, 5H) 0 

mmm 2 (ad 

(3R) -l-^;V-2, 5— 3>**V-3- ( OR) 
x - *, 9 u^* *s -9- (2-7x-;Vxf^^7xiiMf;v) - 
1 , 4 , 9 - HJ 7^f * tfn [ 5 . 5 ] - ttSKtt 

[0 2 6 8] 



ffifE# 2003-3074101 




[0 2 6 9] 



TLC : Rf 0.38 (^nn*;VA : *y-;v=10 : 1) ; 

NMR(CD 3 0D) : 8 7.76-7.64 (m. 2H), 7.62-7.46 (m. 4H), 7.42-7.16 (m, 5H), 
4.36 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 4.00 (m, 1H) 3.78 (m, 1H), 3.60 
-3.40 (m, 3H), 3.38-3.10 (m, 2H), 2.60-1.86 (m, 6H), 1.84-1.58 (m, 5H), 
1.54-1.08 (m, 6H), 1.06-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 

mmm2 U 2) 
(3R ) _ 1 _y^;v_ 2 , 5-3>**V-3- ( (1R) 
l -zstu^zsjl'trfr) -9- (3-7x^y7x^V^f;v) -1, 4 
9 _ i; 7*fz. fcf n [ 5 . 5 ] *7 > TiJ > - 
[0 2 7 0] 



ffiiE^F 2003-3074101 




^-v: 101/ 



[0 2 7 1] 

TLC : Rf 0.44 (?nn*;VA : * 9 J — )^—l0 : 1) ; 

NMR(CD 3 0D) : a 7.50-6.96 (m, 9H), 4.33 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H 
), 4.00 (m, 1H), 3.74 (m, 1H), 3.58-3.36 (m, 3H), 3.30-3.08 (m, 2H), 2.5 
4-1.84 (m, 6H), 1.82-1.58 (m, 5H), 1.54-1.06 (m, 6H), 1.04-0.80 (m, 2H), 
0.95 (t, J = 7.2 Hz, 3H) 0 

(3R) _ 1 _^; V _2, 5-v^^V-3- ( (1R) 
! _v^n^s^v;V^^;v) - 9- (2-^nn^Jy>-l-t^yK-5- 
jjut+ju) -i, 4, 9-h'J7f^en [5. 5] 
[0 2 7 2] 



fcBffiSRF 2003-3074101 




^-v : 102/ 



[0 2 7 3] 

TLC : Rf 0.31 (^nn*W : * 9 ;~iv=\0 : 1) ; 

NMR(CD 3 0D) : S 8.76 (d, J = 1.8 Hz, 1H), 7.88 (d, J = 8.7 Hz, 1H), 7.78 
(dd, J = 8.7, 1.8 Hz, 1H), 4.43 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 4.04 
(m, 1H), 3.80 (m, 1H), 3.64-3.42 (m, 3H), 3.32-3.16 (m, 2H), 2.64-2.32 

(m, 3H), 2.20-1.84 (m, 3H), 1.82-1.60 (m, 5H), 1.50-1.06 (m, 6H), 1.04-0 

.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H) 0 

mmm\2 (4 4) 

(3R) -l-7*^;v-2, 5-v**V-3- ( (1R) -l-fcKn*v- 
i-^^nA^y^^f^) -9- (6- (4-^W5;*M-A'7xy 
-1, 4, 9 - HJT^fXtfn [5. 5] V > 7*$ > - 
[0 2 7 4] 



tfJlE# 2003-3074101 




: 103/ 



[0 2 7 5] 

TLC : Rf 0.19 (*nn*/UA : * ?/-;v=10 : l) ; 

NMR(CD 3 0D) : 8 7.76 (d, J = 8.7 Hz, 2H), 6.95 (d, J = 8.7 Hz, 2H), 4.16 
(d, J = 1.8 Hz, 1H), 4.05 (t, J = 6.3 Hz, 2H), 3.94 (m, 1H), 3.78-3.44 
(m, 4H), 3.32-3.08 (m, 4H), 2.89 (s, 3H), 2.60-2.24 (m, 3H), 2.20-1.08 ( 
m, 22H), 1.06-0.80 (m, 2H), 0.97 (t, J = 6.9 Hz, 3H) D 

mMM2_lA 5) 

(3R) -1 2, 5— ?**V-3- ( ( 1 R) -l-tW'>- 
! _v>jrn^^v;w^^-;v) -9- (1- (4-^W5/*^-*7x- 
)V*T)V) \£^) v>-4--T;V^^;v) -1, 4, 9-hVT-9*Xtfn [5. 
5] t? > ' 2^BM. 

[0 2 7 6] 



mtiE# 2003-3074101 




^-v : 104/ 



[0 2 7 7] 

TLC : Rf 0.14 (?nn,tW : * 9 J-)\s=\b : 1) ; 

NMR(CD 3 0D) : 8 7.92 (d, J = 8.4 Hz, 2H), 7.65 (d, J = 8.4 Hz, 2H), 4.39 
(s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 3.96 (m, 1H), 3.78-3.22 (m, 11H), 3. 
18-2.96 (m, 3H), 2.93 (s, 3H), 2.80-2.38 (m, 3H), 2.36-1.86 (m, 6H), 1.8 
2-1.10 (m, 11H), 1.06-0.80 (m, 2H), 0.96 (t, J = 7.2 Hz, 3H) C 

(4 6) 

(3R) -1-^^-2, 5-v**V-3- ( (1R) -l-fcKn*v- 
l-is?u^*i/)V*?-)V) -9- (4- (2- (N, N-v^WU) ^ 
f;V7$/*;i/^^) 7x-Wf^) -1, 4, 9-h';r-fxen [5. 
5] > • 

[0 2 7 8] 



tBSE# 2003-3074101 



2002-270849 



^-v I 105/ 



lit 7 5] 



CH, 



H 3 C-N 




[0 2 7 9] 

TLC : Rf 0.11 (^nn*;i^ : * */-;v=5 : 1) ; 

NMR(CD 3 0D) : 8 8.00 (d, J = 8.4 Hz, 2H), 7.74 (d, J = 8.4 Hz, 2H), 4.42 
(s, 2H), 4.14 (d, J = 2.1 Hz, 1H), 4.00 (m, 1H), 3.84-3.66 (m, 3H), 3.6 
0-3.20 (m, 7H), 2.99 (s, 6H), 2.64-2.36 (m, 3H), 2.18-1.84 (m, 3H), 1.82 
-1.58 (m, 5H), 1.50-1.06 (m, 6H), 1.04-0.80 (m, 2H), 0.95 (t, J = 7.5 Hz 
, 3H) 0 



mmLZ (4 7) 

(3R) -1-7*^-2, 5-yt^fV-3 - ( (1R) -l-KKn^>- 
1 -zyf u^*i/)V**}-)V) -9- (6- (4->tWH-*75;7xy 
A^fy;i/) -l, 4, 9 -> U T^fXtfn [5. 5] tf > TiJ > • MBM. 
[0 2 8 0] 



ttilE# 2003-3074101 



4££ 2002-270849 V : 106/ 



Mfc7 6] 



O 




[0 2 8 1] 



tlc : Rf 0.20 mfttruy : tts-^io: D ; 

NMR(CD 3 0D) : 5 7.17 (d, J = 9.0 Hz, 2H), 6.89 (d, J = 9.0 Hz, 2H), 4.16 
(d, J = 2.4 Hz, 1H), 3.97 (t, J = 6.0 Hz, 2H), 3.93 (m, 1H), 3.68 (m, 1 
H), 3.60-3.50 (m, 3H), 3.35-3.10 (m, 4H), 2.87 (s, 3H), 2.60-2.30 (m, 3H 
), 2.20-1.10 (m, 22H), 1.00-0.80 (m, 2H), 0.97 (t, J = 6.9 Hz, 3H) Q 

mmm 2 (as) 

(3R) - 1 2, 5-yt^rV-3- ( (1R) -l-t-KD + v- 

i-^^nA^y^^f^) -9- (4- (4-xmH-*75;7x/ 
*v) 7x-;v^f;H -1, 4, 9-b'J7fx^n [5. 5] *?>T*>- 

[0 2 8 2] 



ttifEiRp 2003-3074101 



m% 2002-270849 W v : 107/ 



Ht7 7] 



CH 3 




[0 2 8 3] 



tlc : Rf 0.27 (^no^vA : ^ ^y-;v=io : l) ; 

NMR(CD 3 0D) : a 7.53 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.06 
(d, J = 8.7 Hz, 2H), 7.02 (d, J = 8.7 Hz, 2H), 4.32 (s, 2H), 4.15 (d, J 
= 1.8 Hz, 1H), 3.98 (m, 1H), 3.74 (m, 1H), 3.58-3.38 (m, 3H), 3.30-3.10 
(m, 2H), 3.08 (q, J = 7.5 Hz, 2H), 2.56-2.20 (m, 3H), 2.18-1.84 (m, 3H) 

, 1.82-1.58 (m, 5H), 1.50-1.06 (m, 6H), 1.32 (t, J = 7.5 Hz, 3H), 1.04-0 

.80 (m, 2H), 0.95 (t, J = 7.5 Hz, 3H) D 

mmmi (4 9) 

(3S) -l-^;V-2, 5-v't^V-3-y^nA^y;v / >tf;i/-9- ( 
4- (4->W^^7^7x/^y) f^-^) -1, 4, 9 — h I? T 

■y 7, \£n [ 5 . 5 ] v >r% y • mm. 

[0 2 8 4] 



ffifE# 2003-3074101 




: 108/ 



[0 2 8 5] 



TLC :. Rf 0.35 {Wfcff-vy : * ? /-;v=io : l) ; 

NMR(CD 3 0D) : 8 7.18 (d, J = 9.0 Hz, 2H), 6.92 (d, J = 9.0 Hz, 2H), 4.07 
-4.02 (m, 3H), 3.83-3.69 (m, 2H), 3.61-3.57 (m, 2H), 3.45 (t, J = 7.8 Hz 
, 2H), 3.26-3.20 (m, 2H), 2.87 (s, 3H), 2.60-2.45 (m, 2H), 2.25-1.15 (m, 
21H), 1.05-0.90 (m, 2H), 0.96 (t, J = 7.2 Hz, 3H) 0 

mmm 2 (50) 

(3R) 5-v*^V-3- ( (1R) -l-tKn*«>- 

1 - DAipy;v^ -9- (4- (4->f**A'#-/l'T5/7x; 

7x-JMf;V) -1, 4, 9- burden [5. 5] *>7*> • 

[0 2 8 6] 



mgE#2 003-3074101 




: 109/ 



[0 2 8 7] 

TLC : Rf 0.56 (^nn*H : * 9 /-)V=9 : 1) ; 

NMR(CD 3 0D) : a 7.59-7.49 (m, 4H), 7.06-6.96 (m, 4H), 4.32 (s, 2H), 4.15 
(d, J = 1.8 Hz, 1H), 3.95 (m, 1H), 3.70 (m, 1H), 3.59-3.38 (m, 3H), 3.3 
0-3.10 (m, 2H), 2.52-2.22 (m, 3H), 2.12 (s, 3H), 2.12-1.88 (m, 2H), 1.8 
0-1.60 (m, 5H), 1.48-1.12 (m, 7H), 1.03-0.80 (m, 2H), 0.95 (t, J = 6.9 H 
z, 3H) 0 

Wnmi (51) 

(3R) -l-r^^-2, 5-vt^rV-3- ( (1R) -l-fcKn*v- 
1 -v^n^^v;v^^;v) -9- ( 1 *J>- 4 ->f 

) _ lf 4> 9->i;r-ifxeD [5. 5] *?V7*1iy • 23&&*£ 

[0 2 8 8] 



ffifiE# 2003-3074101 




^-v: 110/ 



[0 2 8 9] 

tlc : Rf 0.52 (?nn*H : ^ *y-;v=9 : 1) ; 

NMR(CD 3 0D) : d 7.60-7.42 (m, 5H), 4.33 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H 
), 3.95 (m, 1H), 3.78-3.46 (m, 6H), 3.46-3.22 (m, 2H) 3.16-3.00 (m, 4H), 

2.75 (m, 1H), 2.60 (m, 1H), 2.42 (m, 1H), 2.36-2.15 (m, 3H), 2.15-1 .86 
(m, 3H), 1.82-1.50 (m, 8H), 1.50-1.05 (m, 5H), 1.04-0.80 (m, 2H), 0.96 

(t, J = 6.6 Hz, 3H)o 

«1W2 (5 2) 
(3R ) _ 1 _ r ^;v_ 2 , 5-v**V-3- ( (1R) 
l -i/? n^->;v^;v) -9- (3 -7x^75 / 1j)V#=.)V?u tf;v) 
- 1 , 4 , 9 - h >J 7*9** fef n [ 5 . 5 ] ? ^7*# > • ^LStffi 
[0 2 9 0] 



ffifE# 2003-3074101 



Q)&m 2002-270849 



^-v: 111/ 



[its 1] 



Q 



HN 




-HCI 



[0 2 9 1] 

TLC : Rf 0.46 (^no *;VA : ^ * J -fr Kflfc=20 : 4 : 1) ; 
NMR(CD 3 0D) : $ 7.59-7.52 (m, 2H), 7.35-7.26 (m, 2H), 7.10 (m, 1H), 4.17 
(d. J = 2.1 Hz, 1H), 3.96 (m, 1H), 3.71 (m, 1H), 3.65-3.48 (m, 3H), 3.3 
2-3.12 (m, 4H), 2.65 (t, J = 6.3 Hz, 2H), 2.57-2.27 (m, 3H), 2.24-1.88 ( 
m, 5H), 1.85-1.61 (m, 5H), 1.55-1.08 (m, 6H), 1.06-0.80 (m, 2H), 0.96 (t 
, J = 7. 2 Hz, 3H) o 

mMLZ (5 3) 

(3R) -l-y^-;V-2, 5-vt^rV-3- ( (1R) -l-fcK***- 
l-i,?u^*ls)V*T)V) -9- (c i s-2-7x/^^f^^yn 
MtotW) - i, 4, 9->yrfXlfn [5. 5] -^>f*>-WS 
[0 2 9 2] 



tbliE# 2003-3074101 




: 112/ 



[0 2 9 3] 

TLC : Rf 0.25 : * ?y-;V=9 : 1) ; 

NMR(CD 3 0D) : 8 7.26 (dd, J = 8.0, 7.0 Hz, 2H), 6.95-6.90 (m, 3H), 4.34 
(dd, J = 10.5, 5.5 Hz, 1H), 4.16 (d, J = 2.0 Hz, 1H), 3.99 (m, 1H), 3.81 

(dd, J = 10.5, 9.5 Hz, 1H), 3.74-3.45 (m, 5H), 3.34-3.11 (m, 3H), 2.51- 

2.31 (m, 3H), 2.17-1.91 (m, 3H), 1.77-1.64 (m, 6H), 1.50-1.11 (m, 8H), 1 
.00-0.85 (m, 2H), 0.98 (t, J = 7.5 Hz, 3H), 0.64 (m, 1H) Q 

mmM2 (5 4) 

(3R) _ 1 _^;v_2, 5-v**V-3- ( (1R) -l-U'n^fy- 
1 -v?n^v;v^;l') ~9~ (t r a n s-2-7x^y^f;Vy?n 
■7°nt:;V*f-;V) -1,-4, 9-bUT-f*fcfn [5. 5] f7>TU> - i^BM. 
[0 2 9 4] 



ffifiE# 2003-3074101 




: 113/ 



[0 2 9 5] 

TLC : Rf 0.19 & * 9 S-A>=9 ' D ; 

NMR(CD 3 0D) : d 7.25 (dd, J = 7.5, 7.5 Hz, 2H), 6.94-6.88 (m, 3H), 4.18 
(m, 1H), 4.17 (d, J = 2.0 Hz, 1H), 3.98 (m, 1H), 3.85-3.50 (m, 5H), 3.34 
-3.16 (m, 3H), 3.02 (m, 1H), 2.56-2.25 (m, 3H), 2.19-1.90 (m, 3H), 1.82- 
1.65 (m, 5H), 1.51-1.15 (m, 8H), 1.00-0.87 (m, 3H), 0.98 (t, J = 7.5 Hz, 
3H), 0.81 On, lH) e 

(3R) _i_7^;v-2, 5-v**v-3- ( (1R) 
! -v?n^*v;v^;v) - 9- (5- (4-^W^-^T^7x- 
;v) _i, 4, 9-YVT4fxVu [5. 5] *r>-TiJ> - 

[0 2 9 6] 



thlE#2 003-3074101 




^-■s>: 114/ 



[0 2 9 7] 



tlc : Rf 0.26 (Sfxfiv : * ?y-;v=9 : l) ; 

NMR(CD 3 0D) : * 7.16 (s, 4H), 4.16 (d, J = 2.0 Hz, 1H), 3.92 (m, 1H), 3. 
67 (m, 1H), 3.58-3.48 (m, 3H), 3.30-3.20 (m, 2H), 3.14-3.08 (m, 2H), 2.9 
1 (s, 3H), 2.63 (t, J = 7.0 Hz, 2H), 2.52-2.40 (m, 2H), 2.41 (m, 1H), 2. 
15-1.90 (m, 3H), 1.84-1.62 (m, 9H), 1.48-1.15 (m, 8H), 1.00-0.85 (m, 2H) 
, 0.97 (t, J = 7.0 Hz, 3H) 0 

mmM2 (5 6) 

(3R) - 1 2, 5-vt^rV-3- ( (1R) -l-fcKn*>>- 

1 -y^DA^y;V^f;V) - 9 - (4- (2-7x^xf^) ^i-;^-?- 
;v) - 1 , 4 , 9 - h l> T*FX fcfn [ 5 . 5 ] * Vt** > • ttUfttt 
[0 2 9 8] 



tBIE# 2003-3074101 



2002-270849 W ^- v I 115/ 



[ft 8 5] 




[0 2 9 9] 



TLC : Rf 0.67 (ffBfti^-^ \ *9 J -;v=9 : 1) ; 

NMR(CD 3 0D) : S 7.43 (d, J = 8.5 Hz, 2H), 7.29 (d, J = 8.5 Hz, 2H), 7.25 
-7.19 (m, 2H), 7.15-7.12 (m, 3H), 4.30 (s, 2H), 4.15 (d, J = 2.0 Hz, 1H) 
, 3.98 (m, 1H), 3.72 (m, 1H), 3.55-3.35 (m, 3H), 3.30-3.12 (m, 2H), 2.98 
-2.91 (m, 4H), 2.50-2.20 (m. 3H), 2.14-1.90 (m, 3H), 1.80-1.60 (m, 5H), 
1.45-1.15 (m, 6H), 1.00-0.86 (m, 2H), 0.95 (t, J = 7.0 Hz, 3H)o 

(3R) _ 1 _^;v_ 2 , 5-v**V-3- ( (1R) -l-fcKn*y- 
1 -* y ?u^*i/)\>*?-)\') -9 - (3-y7x^v-2-^n/<-^) -1, 
4> 9 _ j. i; r^f^\£u [5. 5] V ^TU > • 
[0 3 0 0] 



£fcifE# 2003-3074101 




[0 3 0 1] 

TLC : Rf 0.78 (ft»xf^ \*9J -^=9 : 1) ; 

NMR(CD 3 0D) : a 7.50-7.42 (m, 3H), 7.32 (s, 5H), 7.19 (d, J = 6.5 Hz, 2H 
), 6.27 (t, J = 7.0 Hz, 1H), 4.14 (d, J = 2.0 Hz, 1H), 3.85 (d, J = 7.0 
Hz, 2H), 3.84 (m, 1H), 3.62-3.45 (m, 3H), 3.30-3.15 (m, 3H), 2.52-2.25 ( 
m, 3H), 2.15-1.91 (m, 3H), 1.80-1.62 (m, 5H), 1.45-1.16 (m, 6H), 0.97 (t 
, J = 7.0 Hz, 3H), 0.96-0.85 (m, 2H) 0 

mmU2 (5 8) 
(3R) 5-v**V-3- ( (1R) 

l-S^n^******) -9- (4- (4- (N, N-e* (2—xh*'> 

if*) 7^*;v^;v) 7xy + y) r*-*) -1, 4, 
n [ 5 . 5 ] iy>rij> ■ &Wt& 

[0 3 0 2] 



2003-3074101 




^-v: 117/ 



[0 3 0 3] 



TLC : Rf 0. 19 n n u : s -;v=9 : l) ; 

NMR(CD 3 0D) : d 7.38 (brd, J = 8.7 Hz, 2H), 6.98 (brd, J = 8.7 Hz, 2H), 
4.16 (d, J = 1.8 Hz, 1H), 4.10 (t, J = 6.0 Hz, 2H), 3.97 (m, 1H), 3.79-3 
.32 (m, 16H), 3.30-3.12 (m, 4H), 2.56-2.39 (m, 2H), 2.31 (m, 1H), 2. 12 
(m, 1H), 2.06-1.82 (m, 6H), 1.78-1.60 (m, 5H), 1.49-1.03 (m, 12H), 1.02- 
0.80 (m, 2H), 0.97 (t, J = 6.9 Hz, 3H) G 

mm 2(59) 
(3R) - l-f^-)V-2, 5-^**V-3- ( (1R) 

i-*,?*^**,*,***) -9- (3- (l, 3 -^^/vt+v-;v-4- 

>f;v) /d^) -1, 4, 9 ->i;r^^n [5. 5] ^ y Ti7 y . mBM 
[0 3 0 4] 



ffi|E# 2003-3074101 




^-y: 118/ 



[0 3 0 51 

TLC : Rf 0.53 (Skitt^y I * */-^ = 10 : 1) ; 

NMR(CD 3 0D) : S 6.76-6.68 (m, 3H), 5.90 (s, 2H), 4.15 (d, J = 2.0 Hz, 1H 
), 3.91 (m, 1H), 3.66 (m, 1H), 3.60-3.45 (m, 3H), 3.33-3.09 (m, 4H), 2.6 
4 (t, J - 7.5 Hz, 2H), 2.49-2.26 (m, 3H), 2.15-1.92 (m, 5H), 1.80-1.6 5 
(m, 5H), 1.40-1.14 (m, 6H), 1.00-0.87 (m, 5H) Q 

mmm 2 ( 6 0 ) 

(3R ) _ 1 _-/^;v_ 2 , 5-5>**V-3- ( (1R) 

1 -v^n^^r->;v^^;v) -9- (4- (4-^f^75 / *M^7x- 

7x-;l/^f;H -1, 4, 9-h'J7fxt"n [5. 5] ^>-r*# 

> • iMMiM. 

[0 3 0 6] 



ffiliE# 2003-3074101 




^- v : 119/ 



9 [0 3 0 7] 

TLC : Rf 0.45 Cttffc^v^: *9s-n"=io:D ; 

NMR(CD 3 0D) : a 7.73 (d, J = 8.3 Hz, 2H), 7.47(d, J = 8.3 Hz, 2H), 7.36 
(d, J = 8.3 Hz, 2H), 7.31 (d, J = 8.3 Hz, 2H), 4.32 (s, 2H), 4.14 (d, J 
= 2.1 Hz, 1H), 4.07 (s, 2H), 3.99 (m, 1H), 3.74 (m, 1H), 3.52-3.41 (m , 
3H), 3.25-3.14 (m, 2H), 2.89 (s, 3H), 2.47-2.24 (m, 3H), 2.13-1.91 (m, 3 
H), 1.80-1.65 (m, 5H), 1.40-1.15 (m, 6H), 1.00-0.86 (m, 5H)o 

mm 2(61) 

# (3R) _ 1 _^ ;v _2, 5-5>**V-3- ( (1R) 

z_-)V*^)V) -1, 4, 9-b'J7f^t s n [5. 5] -)>f*>'ttW 
[0 3 0 8] 



tblE^ 2003-3074101 




^-v: 120/ 



[0 3 0 9] 

TLC : Rf 0.20 (tMS^l^ \ *?S-)V = 10 I 1) ; 

NMR(CD 3 0D) : d 7.93 (d, J - 8.4 Hz, 2H). 7.47(4 J = 8.4 Hz, 2H), 7.37 
(d, J = 8.4 Hz, 2H), 7.32 (d, J = 8.4 Hz, 2H), 4.32 (s, 2H), 4.14 (d, J 
= 1.8 Hz, 1H), 4.09 (s, 2H), 3.98 (m, 1H), 3.74 (m, 1H), 3.53-3.36 (m , 
3H), 3.29-3.13 (m, 2H), 2.49-2.24 (m, 3H), 2.13-1.91 (m, 3H), 1.80-1.65 
(m, 5H), 1.40-1.18 (m, 6H), 1.00-0.91 (m, 5H) Q 

mmM2 (6 2) 

(3R) -l-7^;V-2, 5— 5>**V-3- ( (1R) -l-fcKn*->- , 

l_v^n^v;v^^;v) -9- (4- (c i s -2-7x^v^a^ntf 
)V) 7x-;^f;v) -l, 4, 9-Y')T^^\£u [5. 5] 

[0 3 10] 



miE# 2003-3074101 



2002-270849 



^-v: 121/ 



[flS9 1] 




OH 



> 



[0 3 11] 

TLC : Rf 0.68 (i^f^ : * 9S-*=\S \ D ; 

NMR(CD 3 0D) : d 7.23 (d, J = 8.0 Hz, 2H), 7.08 (dd, J = 8.0, 2.0 Hz, 2H) 
, 7.03-6.96 (m, 5H), 4.18 (s, 2H), 4.14 (d, J = 2.0 Hz, 1H), 3.90 (m, 1H 
), 3.63 (m, 1H), 3.47 (m, 1H), 3.33-3.08 (m, 4H), 2.60-2.52 (m, 2H), 2.4 
3 (m, 1H), 2.34 (m, 1H), 2.21 (m, 1H), 2.11-1.92 (m, 3H), 1.84-1.60 (m, 
5H), 1.54 (m, 1H), 1.46 (m, iH), 1.45-1.10 (m, 6H), 0.99-0.85 (m, 2H), 0 
.95 (t, J = 7.0 Hz, 3H)o 

mmM2 (6 3) 

(3R) -1-7*^-2, 5-V**V-3- ( ( 1 R) -1-tKn* 4 -/- 
l-: y ?u^*^)V*^-)V) -9- (4- (trans-2-7x-il/y^ny 
oti» 7^-)V**f-)V) -1, 4, 9-HJ7t^fn [5. 5] <y>rti> 

[0 3 12] 



ffiSE# 2003-3074101 




^- v : 122/ 



[0 3 13] 



tlc : Rf 0.62 Qgmx.rn' : * 9 y-;v=i9 : i) ; 

NMR(CD 3 0D) : £7.45 (d, J = 8.0 Hz, 2H), 7.30-7.23 (m, 4H), 7.17-7.12 ( 
m, 3H). 4.32 (s, 2H), 4.15 (d, J = 2.0 Hz, 1H), 3.99 (m, 1H), 3.74 (m, 1 
H), 3.53-3.40 (m, 3H), 3.30-3.10 (m, 2H), 2.51-1.85 (m, 6H), 2.20 (t, J 
= 7.0 Hz, 2H), 1.84-1.60 (m, 5H), 1.54-1.45 (m, 2H), 1.45-1.18 (m, 6H), 
0.99-0.83 (m, 2H), 0.95 (t, J = 7.0 Hz, 3H)o 

(6 4) 

(3R) , 5-V**V-3- ( (1R) 

! -*,?x2^**s)V**f-)\s) -9- (4- (4-->!f;V7x-JVX^-;V7 5 
/) 7x-;v^f;v) -l, 4, [5. 5] V^Ti3>'M. 

Hit 

[0 3 14] 



ffiSE# 2003-3074101 




123/ 



[0 3 15] 

TLC : Rf 0.76 (?no*W : ^ *y-/l/=5 : 1) ; 

NMR(CD 3 0D) : 5 7.69 (brd, J = 8.4 Hz, 2H), 7.41 (brd, J = 8.4 Hz, 2H), 
7.29 (brd, J = 8.4 Hz, 2H), 7.21 (brd, J = 8.4 Hz, 2H), 4.24 (s, 2H), 4. 
14 (d, J = 1.8 Hz, 1H), 3.94 (m, 1H), 3.69 (m, 1H), 3.49 (m, 1H), 3. 42- 
3.33 (m, 2H), 3.25 (d, J = 1.8 Hz, 1H), 3.17 (m, 1H), 2.48-2.18 (m, 3H), 
2.36 (s, 3H), 2.16-1.88 (m, 3H), 1.80-1.62 (m, 5H), 1.48-1.10 (m, 6H), 
1.02-0.80 (m, 2H), 0.94 (t. J = 7.5 Hz, 3H) Q 

mmm 2(65) 

(3R) - 1 -7^-2, 5-v**V-3- ( (1R) -1-tbW- 
1 -v^n^v;v^;v) -9- (2-7x-;v^^v'-^-4-^^f 

;v) -1, 4, [5. 5] y • 2m.rn.rn. 

[0 3 161 



ffifE# 2003-3074101 




: 124/ 



[0 3 171 

TLC : Rf 0.27 (j&ffc^w : * * / -^=10 : D ; 

NMR(CD 3 0D) : d 8.00-7.95 (m, 3H), 7.72-7.65 (m, 3H), 4.56 (s, 2H), 4.16 
(d, J = 2.4 Hz, 1H), 4.08 (m, 1H), 3.83 (m, 1H), 3.63-3.51 (m, 3H), 3.3 
5 (m, 1H), 3.27 (m, 1H), 2.73-2.51 (m, 3H), 2.17-1.92 (m, 3H), 1.80-1 .6 
5 (m, 5H), 1.45-1.14 (m, 6H), 1.00-0.85 (m, 5H)o 

mmm 2(66) 

(3R) -l-r^V-2, 5-S>**V-3- ( (1R) -1-tKn^rv- 
l-v*n^*v;i^^;v) -9- (2, 3 - y7x^;v7"n fc? ;v) -l, 4, 
9 _ ]> ij y^fTs [ 5 . 5 ] t7>TlJ> • 
[0 3 18] 



tBiE# 2003-3074101 




^-vl 125/ 



[0 3 19] 

TLC : Rf 0.68 mm*-**' : * 9 I 1) J 

NMR(CD 3 0D) : 5 7.37-7.24 (m, 5H), 7.24-7.10 (m, 3H), 7.07-7.03 (m, 2H), 
4.12 (d, J = 2.0 Hz, 1H), 3.91 (m, 1H), 3.75 (m, 1H), 3.62-3.35 (m, 4H) 

, 3.30-3.18 (m, 2H), 3.18-2.95 (m, 3H), 2.87 (m, 1H), 2.44-1.89 (m, 6H), 
1.80-1.60 (m, 5H), 1.45-1.10 (m, 6H), 1.00-0.80 (m. 5H) 0 

mmil (fi 7) 

(3R ) - 1 2 , 5-v**V-3- ( (1R) -1-HKD*'>- 

l -v^n^^v;v^^;v) - 9- (4- (4 -* h*->*>i"K~ ^x/^fy 
) 7x^;MfJl/) -1, 4, [5. 5] 

[0 3 2 0] 



ffiliE# 2003-3074101 




^-v: 126/ 



[0 3 2 1] 

TLC : Rf 0.45 (^nnW : ^ 9 J — /U— 10 : 1) ; 

NMR(CD 3 0D) : 5 8.02 (d, J = 9.0 Hz, 2H), 7.63 (d, J = 8.6 Hz, 2H), 7.16 
(d, J = 8.6 Hz, 2H), 7.06 (d, J = 9.0 Hz, 2H), 4.36 (s, 2H), 4.15 (d, J 
= 2.0 Hz, 1H), 3.98 (m, 1H), 3.88 (s, 3H), 3.74 (m, 1H), 3.62-3.37 (m, 

3H), 3.33-3.15 (m, 2H), 2.65-2.28 (m, 3H), 2.18-1.84 (m, 3H), 1.83-1.55( 

m,5H), 1.53-1.07 (m, 6H), 1.07-0.77 (m, 5H)o 

mtfsM 2(68) 
(3R) -l-7+»-2, 5-v**V-3- ( (1R) 
X-v^n^v^^V) -9- (4- (A-t^fr^yi/fr^frK-^T^ 
J) -1, 4, [5. 5] *?>rfJ>-1£ 

mm. 

[0 3 2 21 



ffifE# 2003-3074101 



002-270849 



127/ 



[<fc9 7] 




[0 3 2 3] 



TLC : Rf 0.52 (^nn^VA : * ? S-)V=9 : 1) ; 

NMR(CD 3 0D) : S 7.48 (brd, J = 8.4 Hz, 2H), 7.24 (brd, J = 8.4 Hz, 2H), 
7.14 On. 4H), 4.40 (s, 2H), 4.31 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 3.98 
(m, 1H), 3.73 (m, 1H), 3.58-3.38 (m, 3H), 3.25 (d, J = 1.8 Hz, 1H), 3.1 
9 (m, 1H), 2.53-2.38 (m, 2H), 2.38-2.22 (m, 1H), 2.21 (s, 3H), 2.18-1.88 
(m, 3H), 1.81-1.60 (m, 5H), 1.50-1.12 (m, 6H), 1.04-0.80 (m, 2H), 0.95 
(t, J = 7.2 Hz, 3H) 0 

M^m?. (69) 
(3R) -l-W-2, 5-yt^rV-3- ( (1R) 
i-v^n^v^^f-^) -9- (4- (4-*;V^v7x-;v*i^^ 

) 7*.-)v*?-)v) -l, 4, [5. 5] *>r*>-wm 

m 

[0 3 2 4] 



miE# 2003-3074101 



2002-270849 



^-v: 128/ 



Mb 9 8] 




[0 3 2 5] 

TLC : Rf 0. 36 (^dd^jva: ^ * J -A> I IfeB*=20 *. 2:1); 

NMR(CD 3 0D) : 5 8.17 (d. J = 8.7 Hz, 2H), 7.90 (d, J - 8.7 Hz, 2H), 7.87 
(d, J = 8.7 Hz, 2H), 7.76 (d, J = 8.7 Hz, 2H), 4.49 (s, 2H), 4.16 (d, J 
=2,1 Hz, 1H), 4.06 (m, 1H), 3.81 (m, 1H), 3.61-3.43 (m, 3H), 3.30-3.12 
(m, 2H), 2.62-2.28 (m, 3H), 2,20-1.87 (m, 3H), 1.84-1.60 (m, 5H), 1.55- 

1.08 (m, 6H), 1.08-0.80 (m, 2H), 0.95 (t, J = 6.9 Hz, 3H)o 



mmm (70) 

(3R) -l-^;V-2, 5-^**V-3- ( (1R) -l-HKn*v- 
i-v^n^v;^^) -9- (4- (4-^W5;*^^7xi 
;V#,V*'r.;V) 7x^^f;V) -1, 4, [5. 5] *7 > 

[0 3 2 6] 



ffifiE# 2003-3074101 




: 129/ 



[0 3 2 7] 

TLC : Rf 0.51 (MltW* D ; 

NMR(CD 3 0D) : 8 7.95 (d, J = 8.4 Hz, 2H), 7.89 (d, J = 8.4 Hz, 2H), 7.86 
(d, J = 8.4 Hz, 2H), 7.77 (d, J = 8.4 Hz, 2H), 4.48 (s, 2H), 4.16 (d, J 
= 2.1 Hz, 1H), 4.06 (m, 1H), 3.80 (m, 1H), 3.61-3.40 (m, 3H), 3.30-3.10 
(m, 2H), 2.95 (s, 3H), 2.60-2.28 (m, 3H), 2.19-1.87 (m, 3H), 1.84-1.60 

(m, 5H), 1.54-1.08 (m, 6H), 1.05-0.79 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H) 



mteM2 (7 1) 

(3R) -1-^^-2, 5-v**V-3- ( (1R) -1-tKW- 
! _y^n^y;v^f;v) -9- (2- (tfU v >- 4 - 4 fr) -1, 3 — f- 
T y_; V/ _4_xf;V^^; J/ ) - i , 4, 9 - HJ T*f * fc?n [5. 5] *?>TU 

y • 2iimm 

[0 3 2 8] 



mSiE# 2003-3074101 




^-v: 130/ 



[0 3 2 9] 

TLC : Rf 0.42 nn^;vA : * 9 J — ;w=5 : D ; 

NMR(CD 3 0D) : 5 8.95 (brd, J = 6.6 Hz, 2H), 8.65 (brd, J = 6.6 Hz, 2H), 
8.34 (s, 1H), 4.65 (s, 2H), 4.20-4.06 (m, 1H), 4.15 (d, J = 1.8 Hz, 1H), 
3.94-3.80 (m, 1H), 3.66-3.48 (m, 3H), 3.38-3.22 (m, 1H), 3.26 (d, J = 1 
.8 Hz, 1H), 2.65 (m, 1H), 2.53-2.42 (m, 2H), 2.18-1.88 (m, 3H), 1.81-1.6 
0 (m. 5H), 1.50-1.08 (m, 6H), 1.02-0.80 (m, 2H), 0.95 (t, J = 6.9 Hz, 3H 

)o 

mmm (72) 

(3R) -1-7-^-^-2, 5-5>**V-3- ( (1R) 

X-v^n^Wl^^V) -9- (2-7X-JV-1, 3 _frv-;V-4- 
>f;i^?-;v) -1, 4, [5. 5] V>T*>- 

[0 3 3 0] 



ffiiE# 2003-3074101 




^-v: 131/ 



[0 3 3 1] 

TLC : Rf 0.45 (?on*W \ *9 J — ;V=5 : 1) ; 

NMR(CD 3 OD) : d 8.04-7.98 (m, 2H), 7.86 (s, 1H), 7.52-7.46 (m, 3H), 4.54 
(s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 4.12 (m, 1H), 3.87 (m, 1H), 3.66-3.4 
6 (m, 3H), 3.33-3.13 (m, 1H), 3.25 (d, J = 1.8 Hz, 1H), 2.60-2.43 (m , 2 
H), 2.35 (m, 1H), 2.16 (m, 1H), 2.08-1.90 (m, 2H), 1.82-1.60 (m, 5H), 1. 
50-1.10 (m, 6H), 1.06-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H) Q 

(7 3) 

(3R) -i-?+)V-2, b-V**V-Z- ( (1R) 
!_^^n^^v;w^f-;v) -9- (4- (4-*m->7xi^) y^-fr 
- i t 4, 9 - h v r-f Xfcfn [5. 5] *?>Tijy 
[0 3 3 2] 



WSE# 2003-3074101 



^ &m 2002-270849 

[<fc 1 0 2 ] 




[0 3 3 3] 

TLC : Rf 0.21 (jruuftJUA '. * 9 S — ;V=5 I 1) ; 

NMR(CD 3 0D) : 8 8.12 (d, J = 8.4 Hz, 2H), 7.83 (d, J = 8.1 Hz, 2H), 7.77 
(d, J = 8.4 Hz, 2H), 7.68 (brd, J = 8.1 Hz, 2H), 4.43 (s, 2H), 4.15 (d, 
J = 2.1 Hz, 1H), 4.04 (m, 1H), 3.78 (m, 1H), 3.60-3.42 (m, 3H), 3.3 0-3 

.10 (m, 1H), 3.26 (d, J = 2.1 Hz, 1H), 2.55-2.24 (m, 3H), 2.13 (m, 1H), 

2.08-1.86 (m, 2H), 1.82-1.60 (m, 5H), 1.50-1.08 (m, 6H), 1.02-0.80 (m, 2 

H), 0.95 (t, J = 7.2 Hz, 3H) C 

s£ttr0B2 (7 4) 

(3R) _i 2. 5-v**V-3- ( (1R) -l-ViKn*->- 

l_5,*n^*V**f-*) -9- (4- (4-*mv7x^^)V^ 
v) 7 -1, 4, [5. 5] *»r*Z"*L 

[0 3 3 4] 



ffl&ft 2003-3074101 




^-v: 133/ 



[0 3 3 5] 



TLC : Rf 0. 55 n n a : ^ * y : WSfe=20 : 2 : l) ; 

NMR(CD 3 0D) .:■ 8 8.02 (d, J = 8.7 Hz, 2H), 7.54 (d, J = 8.7 Hz, 2H), 7.47 

(d, J = 8.7 Hz, 2H), 7.11 (d, J = 8.7 Hz, 2H), 5.22 (s, 2H), 4.28 (s, 2 
H), 4.15 (d, J - 2.1 Hz, 1H), 3.97 (m, 1H), 3.71 (m, 1H), 3.57-3.37 (m, 
3H), 3.30-3.08 (m, 2H), 2.51-2.18 (m, 3H), 2.17-1.87 (m, 3H), 1.82-1.58 

(m, 5H), 1.50-1.09 (m, 6H), 1.04-0.80 (m, 2H), 0.95 (t, J = 6.9 Hz, 3H) 



mMM2 (7 5) 
(3R) 5-***V-3- ( (1R) 

l_^^n^^v;v^^;v) -9- (4- (4-^fA'r5/*M^7x- 
;V^;Vt^v) 7x-;Mf;v) -1, 4, [5. 5] t> 

[0 3 3 6] 



mmifc 2003-3074101 




^-v! 134/ 



[0 3 3 7] 

TLC : Rf 0.47 : **/-fl"=io: i) ; 

NMR(CD 3 0D) : $ 7.82 (d, J = 8.4 Hz, 2H), 7.53 (d. J = 8.4 Hz, 2H), 7.48 
(d, J = 8.7 Hz, 2H), 7.10 (d, J = 8.7 Hz, 2H), 5.20 (s, 2H), 4.28 (s, 2 
H), 4.14 (d, J = 2.1 Hz, 1H), 3.95 (m, 1H), 3.70 (m, 1H), 3.59-3.37 (m, 
3H), 3.30-3.12 (m, 2H), 2.91 (s, 3H), 2.54-2.20 (m, 3H), 2.16-1.86 (m, 3 
H), 1.83-1.59 (m, 5H), 1.54-1.12 (m, 6H), 1.04-0.80 (m, 2H), 0.94 (t, J 
= 6.9 Hz, 3H) 0 

mmm 2(76) 

(3R) _ 1 _^ ;V _2, 5-V**V-3- ( (1R) -1-^Kn^-v- 
l_->*n^*v;V^;V) -9- (4- U^/-;V-l--OV) y*-=-» 
_i t 4, 9- YVT*?X tfn [5. 5] Vf* > * 2iMMM 
[0 3 3 8] 



miE#2 003-3074101 



&m 2002-270849 W ^- v : 135/ 



Htl 0 5] 




[0 3 3 9] 



TLC : Rf 0.75 (^nn^;VA : ^ 9 S—fr-b : 1) ; 

NMR(CD 3 0D) : d 9.56 (s, 1H), 8.15 (s, 1H), 8.00-7.84 (m, 4H), 7.81 (s, 
1H), 4.48 (s, 2H), 4.15 (d, J = 1.5 Hz, 1H), 4.03 (m, 1H), 3.77 (m, 1H), 
3.64-3.41 (m, 3H), 3.40-3.20 (m, 1H), 3.26 (d, J = 1.5 Hz, 1H), 2.7 2-2 
.36 (m, 3H), 2.16-1.88 (m, 3H), 1.80-1.60 (m, 5H), 1.48-1.10 (m, 6H), 1. 
02-0.80 (m, 2H), 0.95 (t, J = 6.9 Hz, 3H) 0 

mmM2 (7 7) 
(3R) -l-y^V-2, 5-v**V-3- ( (1R) 

\-i/?U^**s)V*?-)V) -9- (v^>V [b, d] 77>-2--f^) * 
4, 9-hVT*f*fcTtt [5. 5] •> * > • ttflftft 
[0 3 4 0] 



tBSE# 2003-3074101 



2002-270849 



s<-i?: 136/ 



lit 1 0 6 ] 




TLC : Rf 0.83 (^nn^jVA : * ? ;*-)V=5 : i) ; 

NMR(CD 3 0D) : 8 8.29 (s, 1H), 8.10 (brd, J = 6.9 Hz, 1H), 7.72-7.36 (m, 
5H), 4.53 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 4.06 (m, 1H), 3.80 (m, 1H) 
, 3.60-3.44 (m, 3H), 3.34-3.10 (m, 1H), 3.26 (d, J = 1.8 Hz, 1H), 2.60-2 
.22 (m, 3H), 2.18-1.88 (m, 3H), 1.82-1.60 (m, 5H), 1.50-1.06 ( m, 6H), 1 
.04-0.88 (m, 5H) 0 

mwm2 (7 8) 
(3R) -l-^;U-2, 5-v**V-3- ( (1R) 
l_^n^*v;V^V) -9" (5- (4-^ b+v7x^^) Wx> 
-2-J)V^-)V) -1, 4, 9-h'J7f^^D [5. 5] *7>r*>-®M 

[0 3 4 2] 



2003-3074101 




^-v! 137/ 



[0 3 4 3] 

TLC : Rf 0.88 (^nn*H : * ? y-)^=5 : 1) ; 

NMR(CD 3 0D) : 8 7.58 (brd, J = 9.0 Hz, 2H), 7.29 (m. 2H), 6.97 (brd, J = 
9.0 Hz, 2H), 4.59 (s, 2H), 4.15 (d, J = 2. 1 Hz, 1H), 4.03 (m, 1H), 3.82 
(s, 3H), 3.78 (m, 1H), 3.62-3.40 (m, 3H), 3.38-3.09 (m, 1H), 3.27 ( d, 

J = 2.1 Hz, 1H), 2.58-2.20 (m, 3H), 2.20-2.10 (m, 1H), 2.08-1.88 (m, 2H) 

, 1.80-1.60 (m, 5H), 1.48-1.12 (m, 6H), 1.02-0.86 (m, 2H), 0.96 (t, J - 

7.2 Hz, 3H) 0 

mmn (79) 

(3R) 5-5>**V-3- ( (1R) -1-^KH^v- 

l_«>^n^v;v^^;v) -9- (3- (4-tFn^>7x^) y^~)V 
_ lf 4> 9-fij7f^t'n [5. 5] 
[0 3 4 4] 



ffifiE#2 003-3074101 




^-v: 138/ 



[0 3 4 5] 

TLC : Rf 0.80 (*nn*;VA : * ? J-)\>=% \ 1) ; 

NMR(CD 3 0D) : 8 7.86-7.64 (m, 2H), 7.58-7.36 (m, 4H), 6.94-6.80 (m, 2H), 
4.40 (s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 4.03 (m, 1H), 3.77 (m, 1H), 3.5 
8-3.42 (m, 3H), 3.38-3.00 (m, 2H), 2.56-2.16 (m, 3H), 2.16-1.84 (m, 3H), 
1.82-1.59 (m, 5H), 1.50-1.08 (m, 6H), 1.08-0.80 (m, 2H), 0.94 (t, J = 7 
.2 Hz, 3H)o 

^^^1 2 (80) 

(3R) -i-WV-2, 5-V**V-3- ( (1R) -1-tKn^v- 

X-v^u^v^^V) -9- (2-7x^e>Jv>-5-^^^) 

-1, 4, [5. 5] >)>f*>- 
[0 3 4 6] 



ffiSE# 2003-3074101 




^-vl 139/ 



[0 3 4 7] 



TLC : Rf 0.93 (^nn^U : * ?y-;u=5 : 1) ; 

NMR(CD 3 0D) : 8 9.13 (m, 1H), 8.73 (m, 1H), 8.35 (m, 1H), 8.08-7.90 (m, 
2H), 7.76-7.60 (m, 3H), 4.62 (s, 2H), 4.16 (d, J = 2.4 Hz, 1H), 4.10 (m, 
1H), 3.84 (m, 1H), 3.60-3.26 (m, 3H), 3.40-3.20 (m, 1H), 3.26 (d, J = 
2.4 Hz, 1H), 2.68 (m, 1H), 2.58-2.40 (m, 2H), 2.18-1.86 (m, 3H), 1.82-1. 
60 (m, 5H), 1.48-1.08 (m, 6H), 1.06-0.80 (m, 2H), 0.94 (t, J = 7.2 Hz, 3 
H) 0 

mmti. (s i) 

(3R) -l--7^;v-2, 5-vt^V-3- ( ( 1 R) -1-fcKn^v- 
I _y^n^y;v^f;v) -9- (4- (4 - iJ JV*K^ y7 a / $ri/ * 
7xijV^fiH -1, 4, 9-hUTif^t?n [5. 5] *?y7"t>y - 
[0 3 4 8] 



miiE# 2003-3074101 




^-v: ho/ 



[0 3 4 9] 

tlc : Rf o. 57 (^nn*w : ^;-;v: f£Bfc=20 : 2 : i) ; 

NMR(CD 3 0D) : S 7.96 (d, J = 9.0 Hz, 2H), 7.60 (s, 4H), 7.05 (d, J - 9-0 
Hz, 2H), 5.23 (s, 2H), 4.37 (s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 4.01 (m, 
1H), 3.75 (m, 1H), 3.59-3.39 (m, 3H), 3.30-3.10 (m, 2H), 2.56-2.22 (m, 
3H), 2.17-1.86 (m, 3H), 1.85-1.60 (m, 5H), 1.52-1.10 (m, 6H), 1.05-0.79 
(m, 2H), 0.94 (t, J = 7.2 Hz, 3H)o 

(3R) -1-7**- 2, 5-5>**V-3- ( (1R) -l-fcKn*V- 
!_v^n^^v;v^^;v) -9- (4- (4-^w<;*;v^7x; 

y*=->V*?-)V) -1, 4, 9->'JT^fXti 0 n [5. 5] *»T 
[0 3 5 0] 



ffifE# 2003-3074101 



Sfcm 2002-270849 



: 141/ 



Hfci l l] 




[0 3 5 1] 

tlc : Rf o. 51 ( 9 n n : * / -;v : ffc^=20 : 2 : D ; 

NMR(CD 3 0D) : 9 7.77 (d, J = 9.0 Hz, 2H), 7.59 (s, 4H), 7.04 (d, J = 9.0 
Hz, 2H), 5.21 (s, 2H), 4.37 (s, 2H), 4.15 (d. J = 2.1 Hz, 1H), 4.00 (m, 
1H), 3.75 (m, 1H), 3.58-3.39 (m, 3H), 3.30-3.10 (m, 2H), 2.89 (s, 3H), 

2.56-2.24 (m, 3H), 2.17-1.86 (m, 3H), 1.85-1.60 (m, 5H), 1.55-1.12 (m, 6 

H), 1.06-0.80 (m, 2H), 0.94 (t, J = 7.2 Hz, 3H)o 



(3R) -1 2, 5-y^V-3- ( (1R) -l-*Kn*v- 

-9- (4- (4-*mv7x^MW5 
✓ 7x-^f^) -1, 4, 9-h'J7fxen [5. 5] 

[0 3 5 2] 



tti|E# 2003-3074101 



^ f&m 2002-270849 

Hfcl 1 2] 




[0 3 5 3] 



tlc : Rf 0.15 (^ob*w : * * y-;v=5 : D ; 

NMR(CD 3 0D) : 8 8.04-7.95 (m, 4H), 7.72-7.64 (m, 2H), 7.45 (brd, J = 8.7 
Hz,. 2H), 4.65 (s, 2H), 4.43 (s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 4.02 (m, 
1H), 3.77 (m, 1H), 3.58-3.40 (m, 3H), 3.38-3.22 (m, 1H), 3.25 (d, J = 2 
.1 Hz, 1H), 2.54-2.26 (m, 3H), 2.18-1.88 (m, 3H), 1.82-1.60 (m, 5H), 1.4 
8-1.10 (m, 6H), 1.04-0.80 (m, 2H), 0.94 (t, J = 7.2 Hz, 3H)o 



(3R) -l-7^;V-2, 5-v>**V-3- ( ( 1 R) 

X-^n^v^^V) -9- (5-^^-l-7x^e^/-JV-4 
-J)V*?-)K) -1, 4, 9-Hj7fXt'D [5. 5] «>>f*>-2t^ 
[0 3 5 4] 



tBIE# 2003-3074101 



2002-270849 



^-v ! 143/ 



[itl 1 3] 




[0 3 5 5] 

TLC : Rf 0.56 (^ontwVA : ^ ? /-;v=5 : l) ; 

NMR(CD 3 0D) : S 7.87 (m, 1H), 7.60-7.44 Cm, 5H), 4.32 (s, 2H), 4.16 (d, 
J = 1.8 Hz, 1H), 4.00 (m, 1H), 3.77 (m, 1H), 3.62-3.48 Cm, 3H), 3.38-3.1 
8 Cm, 1H), 3.27 (d, J = 1.8 Hz, 1H), 2.60-2.32 (m, 3H), 2.39 (s, 3H) , 2 

.21-1.90 (m, 3H), 1.84-1.64 (m, 5H), 1.52-1.10 (m, 6H), 1.08-0.80 (m, 2H 

), 0.96 (t, J = 6.9 Hz, 3H)o 



(8 5) 



(3R) 5-v**V-3- ( C1R) -l-*KO*V- 

l_*,*n^*V>l^*> -9- (4- (4-^*»^r5/7xS 
7*-)V*T)V) -1,4, [5. 5] *>r* 



[0 3 5 6] 



mSE# 2003-3074101 



mm 2002-270849 ~ ^~ ^ - 144/ 



Hfci 1 4] 




[0 3 5 7] 



tlc : Rf o.46(^b^^-v> : ? / -^=10 : i) ; 

NMR(CD 3 0D) : 3 7.45-7.42 (m, 4H), 7.34 (d, J = 8.5 Hz, 2H), 7.15 (d, J 
= 8.5 Hz, 2H), 4.31 (s, 2H), 4.14 (d, J = 2.4 Hz, 1H), 3.98 (m, 1H), 3.9 
7 (s, 2H), 3.73 (m, 1H), 3.53-3.42 (m, 3H), 3.26-3.11 (m, 2H), 2.47-1 .9 
2 (m, 6H), 2.09 (s, 3H), 1.80-1.65 (m, 5H), 1.45-1.14 (m, 6H), 1.00-0.91 
(m, 2H), 0.94 (t, J = 7.2 Hz, 3H) 0 

mmm2 (8 6) 

(3R ) _ 1 _y^;v_ 2 , 5-v**V-3- ( (1R) -l-fcKn*v- 
1 _v^n^^v;i/^^;v) -9- (5- (4-?nn7x^) y?>-2- 
j)V*^)l>) -1, 4, 9- hUT-ifXtfn [5. 5] ->>7"*>-iim^ 
[0 3 5 8] 



tBliE# 2003-3074101 




[0 3 5 9] 

TLC : Rf 0.90 (^nn*;VA : * /u=5 : i) ; 

NMR(CD 3 0D) : S 7.75 (brd, J = 8.4 Hz, 2H), 7.43 (brd, J = 8.4 Hz, 2H), 
6.90 (d, J = 3.3 Hz, 1H), 6.85 (d, J = 3.3 Hz, 1H), 4.52 (s, 2H), 4.15 ( 
d, J = 2.1 Hz, 1H), 4.07 (m, 1H), 3.80 (m, 1H), 3.60-3.44 (m, 3H), 3.38- 
3.10 (m, 1H), 3.25GL J = 2. 1 Hz, 1H), 2.58-2.44 (m, 2H), 2.36 (m, 1H), 
2.17 (m, 1H), 2.08-1.86 (m, 2H), 1.82-1.60 (m, 5H), 1.50-1.12 (m, 6H), 1 
.08-0.88 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H) Q 

artfc«2 '(8 7) 

(3R) -1 2. 5-*J**V~3- ( (1R) KO*^- 

i_->*n^*->/i^*/i0 -9- (4- 

;v^f;V7^*^^) 7x.=.fr*+*) -1, 4, [ 

5. 5] v^rijy ■ MBM. 

[0 3 6 0] 



m®E# 2003-30741 



mm 2002-270849 



146/ 



O. 
HN 



[it I 1 6] 




=J HN 



\ 



CH 3 



CH 3 




10 3 6 1] 

TLC : Rf 0.69 (^na*H : * ? 7-^=5 : 1) ; 

NMR(CD 3 0D) : d 7.93 (bid, J = 8.1 Hz, 2H), 7.78 (brd, J = 6.9 Hz, 2H), 

7.60 (brd, J = 6.9 Hz, 2H), 7.43 (brd, J = 8.1 Hz, 2H), 4.63 (s, 2H), 4. 

14 (brs, 1H), 4.13 (s, 2H), 3.63 (m, 1H), 3.55-3.10 (m, 6H), 2.90 (s, 3 

H), 2.41-2.15 (m, 3H), 2.04-1.83 (m, 3H), 1.80-1.60 (m, 5H), 1.48-1.10 ( 
m, 6H), 1.02-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 



mmi2 (8 8) 

(3R) -1-7-^-2, 5 -v**V-3- ( ( 1 R) -l-*Kn*->- 

^ ;v) _ 1? 4> 9 _ b i; T ^t:n [5. 5] V>r*>- 
[0 3 6 2] 



mSEij* 2003-3074101 



^ mm 2002-270849 



^-v: 147/ 



[iti l 7] 



H3C 




> 



[0 3 6 3] 

TLC : Rf 0.79 (^nn*W : * ? /-;v=5 : 1) ; 

NMR(CD 3 0D) : 8 8.00-7.86 (m, 2H), 7.74-7.60 (m, 2H), 4.96 (m, 2H), 4.23 
(m, 3H), 4.16 (d, J = 2. 1 Hz, 1H), 3.96 (m, 1H), 3.76-3.62 (m, 2H), 3.5 
6 (m, 1H), 3.42-3.20 (m, 2H), 3.27 (d, J = 2. 1 Hz, 1H), 2.80-2.42 (m , 3 
H), 2.18-1.86 (m, 3H), 1.82-1.62 (m, 5H), 1.46-1.08 (m, 6H), 1.02-0.80 ( 
m, 2H), 0.94 (t, J = 7.5 Hz, 3H) Q 

*iW2 (8 9) 

( 3R ) _ 1 -yj-jis-z, 5-v**V-3- ( (1R) -l-fcKn*v- 

l-->^n^v;i^?-;v) -9- (4- (4->?DyDk?;^f^75y* 

;l/^;V7xy^y) y t^-fr) -1, 4, 9 - h V 7*fX tf ° [5. 5 

[0 3 6 4] 



HJ!E# 2003-3074101 



002-270849 



^-v? : 148/ 



Hfcl 1 81 




[0 3 6 5] 



TLC : Rf 0.75 (?nn*H : * 9 /-^=5 : 1) ; 

NMR(CD 3 0D) : S 7.86 (d, J = 8.7 Hz, 2H), 7.60 (d, J = 8.7 Hz, 2H), 7.14 
(d, J = 8.7 Hz, 2H), 7.08 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4.15 (d, J 
= 1.5 Hz, 1H), 4.00 (m, 1H), 3.75 (m, 1H), 3.60-3.37 (m, 3H), 3.34- 3.1 

2 (m, 4H), 2.56-2.24 (m, 3H), 2.18-1.86 (m, 3H), 1.80-1.60 (m, 5H), 1.50 

-0.80 (m, 9H), 0.95 (t, J = 6.9 Hz, 3H), 0.56-0.48 (m, 2H), 0.33-0.24 (m 

, 2H) 0 



mmm oo) 

(3R) -1-^^-2, 5-v**V-3- ( (1R) -l-*Kn*v- 
i_v^d^v;v^^-;v) -9- (4- (4- (2-^f-^T5/*;vK- 

;v) 7xM«» 7x^V^JV) -1, 4, [5. 5] ^ 

[0 3 6 6] 



tBSiE# 2003-3074101 




^-v : 149/ 



[0 3 6 7] 

TLC : Rf 0.77 (^nn*H : * ?y-;v=5 : D ; 

NMR(CD 3 0D) : d 7.86 (d, J = 8.7 Hz, 2H), 7.60 (d, J = 8.4 Hz, 2H), 7.15 
(d, J = 8.4 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4.15 (d, J 
= 1.8 Hz, 1H), 4.08 (q, J = 2.4 Hz, 2H), 3.98 (m, 1H), 3.76 (m, 1H) , 3 

.60-3.36 (m, 3H), 3.34-3.10 (m, 1H), 3.26 (d, J = 1.8 Hz, 1H), 2.52-2.24 
(m, 3H), 2.18-1.88 (m, 3H), 1.82-1.62 (m, 5H), 1.79 (t, J = 2.4 Hz, 3H) 

, 1.50-1.12 (m, 6H), 1.02-0.80 (m, 2H), 0.95 (t, J = 6.9 Hz, 3H) 0 

mmM2 (9 i) 

(3R) - l-77-)\s-2, 5-v**V-3- ( (1R) -l-fcKn*~>- 
l -istu^Z/frff-fr) - 9- (3- (4-*^v7xx;^fjVt^ 
v) 7x-;MfJV) -1, 4, 9- HJTIf* t'n [5. 5] V>TfJ>-&. 

mm. 

[0 3 6 8] 



tiJ8E# 2003-3074101 



#M 2002-270849 



^-v: 150/ 



mi 2 0] 




[0 3 6 9] 



TLC : Rf 0.51 ^nn*^:^/-^ : @£m=20 : 2 : l) ; 

NMR(CD 3 0D) : S 8.02 (d, J = 8.4 Hz, 2H), 7.56 (d, J = 8.4 Hz, 2H), 7.41 
(m, 1H), 7.25 (m, 1H), 7.28-7.18 (m, 2H), 5.25 (s, 2H), 4.30 (s, 2H), 4 
.15 (d, J = 1.8 Hz, 1H), 3.93 (m, 1H), 3.71 (m, 1H), 3.60-3.14 (m, 5H), 
2.55-2.25 (m, 3H), 2.14-1.87 (m, 3H), 1.84-1.60 (m, 5H), 1.52-1.08 (m, 6 
H), 1.08-0.80 (m, 2H), 0.95 (t, J = 6.9 Hz, 3H)o 



(3R) _ 1 _y^ ;v _2, 5-v**V-3- ( (1R) -l-fcKn*5/- 

l-*,9U*.**s***-*) -9- (3- (4-^W5/*^V7x- 

7 -1, 4, g-h'JTfxb'n [5. 5] -7 

[0 3 7 0] 



ffifiE# 2003-3074101 



Ifrm 2002-270849 



^- *j : 151/ 



iitl 2 1) 




[0 3 7 1] 

tlc : Rf 0.42 (^dd^a : * * y -/v : ftm=20 : 2 : l) ; 

NMR(CD 3 0D) : d 7.81 (d, J = 8.4 Hz, 2H), 7.54 (d, J = 8.4 Hz, 2H), 7.41 
(m, 1H), 7.22 (m, 1H), 7.18-7.09 (m, 2H), 5.23 (s, 2H), 4.30 (s, 2H), 4 
.15 (d, J = 2.1 Hz, 1H), 3.94 (m, 1H), 3.70 (m, 1H), 3.57-3.10 (m, 5H), 
2.91 (s, 3H), 2.52-2.18 (m, 3H), 2.14-1.88 (m, 3H), 1.84-1.61 (m, 5H), 1 
.52-1.08 (m, 6H), 1.08-0.80 (m, 2H), 0.95 (t, J = 6.9 Hz, 3H) Q 

\ 

(3R) -1-/^-2, 5-yt^rV-3- ( (1R) 
l -i,?u^**s)l>*?-)l>) -9- (4- (4-y^f^7^*;v*-^7x 
7x-iMf;v) -1, 4, [5. 5] tr>TU* 

[0 3 7 2] 



miiE# 2003-3074101 



mm. 2002-270849 



^-v". 152/ 



[ill 2 2] 



CH 3 



H 3 C-N 




[0 3 7 3] 



TLC : Rf 0.71 (^on*w : * *y-;v=9 : l) ; 

NMR(CD 3 0D) : a 7.60 (brd, J = 8.7 Hz, 2H), 7.47 (brd, J = 8.7 Hz, 2H), 
7.20-7.03 (m, 4H), 4.35 (s, 2H), 4.15 (d, J - 1.8 Hz, 1H), 3.99 (m, 1H), 
3.74 (m, 1H), 3.60-3.40 (m, 3H), 3.26 (d, J = 1.8 Hz, 1H), 3.22 (m, 1H) 
, 3.09 (brs, 3H), 3.04 (brs, 3H), 2.59-2.26 (m, 3H), 2.18-1.86 (m, 3H), 
1.82-1.62 (m, 5H), 1.48-1.08 (m, 6H), 1.04-0.80 (m, 2H), 0.95 (t, J = 7. 
5 Hz, 3H)c 



gfrffl?, (9 4) 
(3R) -i-y^;v-2, 5-WV-3- ( (1R) 
l_v*n^>;i^*) -9- (1-7*^-3, 5-yH)7;^a^ 
^jl,- 4 -1, 4, [5. 5] 

[0 3 7 4] 



ffifiE# 2003-3074 101 



^ Qfcm 2002-270849 




^-y. 153/ 



mi 2 3] 




F 



b 



OH 



F 



-2HCI 



O 



[0 3 7 5] 

TLC : Rf 0.86 (^nn*u : > ?y-;v=9: 1) ; 

NMR(CD 3 0D) : 8 7.70-7.50 (m, 5H), 4.59 (m, 2H), 4.18-(m, 1H), 4.17 (d, 
J = 1.8 Hz, 1H), 3.90 .(m, 1H), 3.68-3.40 (m, 3H), 3.26 (d, J = 1.8 Hz, 1 
H), 3.17 (m, 1H), 2.60-2.12 (m, 4H), 2.08-1.90 (m, 2H), 1.82-1.62 (m , 5 
H), 1.50-1.10 (m, 6H), 1.02-0.80 (m, 2H), 0.96 (t, J = 7.2 Hz, 3H) Q 

mmM2 (9 5) 

(3R) - 1 -7^-^-2, 5— 5>**V-3- ( (1R) -l-fcKn*v- 
1 -* y ?u^*i/)V*^-)\s) -9- (4- (4-*my-2-n^rv7i 
y^v) y^-fr*?-^) -1, 4, 9- b^T^fXfcfn [5. 5] V>r%> 
• 

[0 3 7 6] 



ffiSE# 2003-3074101 



#0 2002-270849 



«^-v: 154/ 



Mfcl 2 4] 




[0 3 7 7] 



TLC : Rf 0.45 (^nn*W : 7 * 7-^=5 : 1) ; 

NMR(CD 3 0D) : 8 7.74 (d, J = 1.8 Hz, 1H), 7.68 (dd, J =8.1, 1.8 Hz, 1H) 

, 7.52 (brd, J - 8.7 Hz, 2H), 7.08 (d, J = 8.1 Hz, 1H), 6.99 (brd, J = 8 

.7 Hz, 2H), 4.32 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 3.99 (m, 1H), 3.8 2 
(s, 3H), 3.73 (m, 1H), 3.58-3.38 (m, 3H), 3.26 (d J = 1.8 Hz, 1H), 3.19 

fan, 1H), 2.58-2.20 (m, 3H), 2.19-1.88 (m, 3H), 1.82-1.58 (m, 5H), 1.46-1 
.12 (m, 6H), 1.02-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H) Q 



mmm 2 (96) 

(3R) 5-v**V-3- ( (1R) -l-*Kn*v- 

l-v*n^*v;v^;v) -9- (4- 

;V7iMy) 7x^;^f^) -1, 4, [5. 5] t) > 

[0 3 7 8] 



ttiSBft 2003-3074101 



#11 2002-270849 



^-v! 155/ 



mi 2 5] 




[0 3 7 9] 



TLC : Rf 0.81 (^on*K : ^ 9 s — ^=5 : l) i 

NMR(CD 3 0D) : 5 7.84 (brd, J = 6.9 Hz, 2H), 7.59 (brd, J = 8.7 Hz 2H), 7 
.14 (brd, J = 8.7 Hz, 2H), 7.06 (brd, J = 6.9 Hz, 2H), 4.36 (s, 2H), 4.3 
1 (quint, J = 7.2 Hz, 1H), 4.15 (d, J = 2. 1 Hz, 1H), 4.00 (m, 1H), 3. 75 
(m, 1H), 3.56-3.34 (m, 3H), 3.26 (d, J = 2. 1 Hz, 1H), 3.20 (m, 1H), 2.5 
4-2.24 (m, 3H), 2.18-1.88 (m, 5H), 1.84-1.50 (m, 11H), 1.50-1.10 (m, 6H) 
1.04-0.80 (m, 2H), 0.95 (t, J = 7.5 Hz, 3H) G 



gjfijgfl 2 (97) 
(3R) -l-^V-2, 5 -v**V-3- ( (1R) 
1 -^?u^s)\'**)V) -9- (3- (4-*mv7xMy^f)H 
-7*=.)V**)V) -1, 4, Q-HJTIfXtfn [5. 5] ^>f*>-ttBftttt 
[0 3 8 0] 



ffi8E#2 003-3074101 




^-vl 156/ 



[0 3 8 1] 

TLC : Rf 0.58 (^nn*;VA : ^ *y-/i/=5 : 1) ; 

NMR(CD 3 0D) : 8 7.97 (brd, J = 8.7 Hz, 2H), 7.68 (s, 1H), 7.62-7.50 (m, 
3H), 7.07 (brd, J = 8.7 Hz, 2H), 5.24 (s, 2H), 4.38 (s, 2H), 4.15 (d, J 
= 1.8 Hz, 1H), 3.97 (m, 1H), 3.74 (m, 1H), 3.56-3.34 (m, 3H), 3.26 ( d, 
J = 1.8 Hz, 1H), 3.19 (m, 1H), 2.50-2.22 (m, 3H), 2.14-1.86 (m, 3H), 1.8 
0-1.60 (m, 5H), 1.48-1.10 (m, 6H), 1.04-0.80 (m, 2H), 0.95 (t, J = 7.2 H 
z, 3H)o 

mitiM 2 (98) 

(3R) _ 1 _^ ;V -2, s-y^V-3- ( (1R) -l-*Kn*~>- 
!_^^n^^;v^^;v) -9- (4- (4-*^f^»W^*^ 

-;l,7xy^y) 7x.~)V*?-)l>) -1, 4, 9-YVT*fX^* [5. 5] * 
[0 3 8 2] 



ttllE# 2003-3074101 



2002-270849 



s<-i?: 157/ 



litl 2 7] 




[0 3 8 3] 



TLC : Rf 0.47 o : * 9 J '. IfcBfe=20 : 4 : 1) ; 

NMR(CD 3 0D) : 8 7.90 (brd, J = 6.9 Hz, 2H), 7.59 (brd, J = 8.7 Hz, 2H), 
7.16 (brd, J = 8.7 Hz, 2H), 7.09 (brd, J = 6.9 Hz, 2H), 4.36 (s, 2H), 4. 
16 (d, J = 2.4 Hz, 1H), 4.09 (s, 2H), 4.00 (m, 1H), 3.76 (m, 1H), 3. 58- 
3.40 On, 3H), 3.26 (d, J = 2.4 Hz, 1H), 3.19 (m, lH), 2.54-2.20 (m, 3H), 
2.20-1.88 (m, 3H), 1.80-1.62 (m, 5H), 1.44-1.08 (m, 6H), 1.06-0.80 (m, 
2H), 0.95 (t, J = 7.5 Hz, 3H)o 



mMiZ (9 9) 
(3R) -l-W-2, 5-***V-3- ( (1R) 

i_v*n^*v;v^*) -9- (4- ( 4 -*;v^y-2-^^7x; 
7 x.Wf^) -1, 4, 9->'J7f^en [5. 5] *>r*>- 



[0 3 8 4] 



2003-3074101 




[0 3 8 5] 

TLC : Rf 0.58 (^db*H : * */-;v=5 : i) ; 

NMR(CD 3 0D) : d 7.97 (d, J = 1.2 Hz, 1H), 7.84 (dd, J = 8.4, 1.2 Hz, 1H) 
, 7.59 (brd, J = 8.1 Hz, 2H), 7.05 (brd, J = 8.1 Hz, 2H), 6.92 (d, J = 8 
.4 Hz, 1H), 4.34 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 3.97 (m, 1H), 3.7 2 
(m, 1H), 3.60-3.38 (m, 3H), 3.32-3.16 (m, 1H), 3.26 (d, J = 1.8 Hz, 1H), 
2.61-2.30 (m, 3H), 2.28 (s, 3H), 2.14-1.86 (m, 3H), 1.80-1.58 (m, 5H), 
1.48-1.10 (m, 6H), 1.02-0.80 (m, 2H), 0.95 (t, J = 7.5 Hz, 3H) Q 

(3R) _!_^;i,_2, 5-y**V~3- ( (1R) -1-^Kn^v- 
l_^n^v;V^;v) -9- (4- (4-^W^*^'^-2- 
^^>7x^y) y^=.)V^^f-)V) -1, 4, 9-HJT^fxtfn [5. 5 

] y Tii y • MBM 
[0 3 8 6] 



ffiiE# 2003-3074101 




: 159/ 



[0 3 8 7] 

TLC : Rf 0.57 (^nn*;v^ : * 9 J — Jl"=5 : 1) \ 

NMR(CD 3 0D) : S 7.59 (d, J = 1.8 Hz, 1H), 7.51 (brd, J = 8.4 Hz, 2H), * 
45 (dd, J = 8.1, 1.8 Hz, 1H), 7.09 (d, J = 8.1 Hz, 1H), 6.96 (brd, J = 
.4 Hz, 2H), 4.31 (s, 2H), 4.15 (d, J = 1.5 Hz, 1H), 3.97 (m, 1H), 3.8 
(s, 3H), 3.72 (m, 1H), 3.60-3.34 (m, 3H), 3.31-3.10 (m, 2H), 2.93 (s, 
), 2.54-2.26 (m, 3H), 2.18-1.86 (m, 3H), 1.80-1.58 (m, 5H), 1.48-1.08 
, 6H), 1.02-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H )o 



M 0 l) 

(3R) -l-^V-2, 5-5>**V-3- ( (1R) -l-^KU^rv 

i_ 3 ,*n^*5/**^fl') -9- (4- (4-*^>-2-^nn7x 
*'*,) Vx.^»**») -1, 4, g-HJT-fX^n [5. 5] *>7*> 

[0 3 8 8] 



ffiSE# 2003-3074101 




^- 9 : 160/ 



[0 3 8 9] 

TLC : Rf 0.22 (^nn*H ". * 9 J—fr=* : 1) ; 

NMR(CD 3 0D) : S 8.13 (m, 1H), 7.94 (m, 1H), 7.64 (m, 2H), 7.13-7.08 (m, 
3H), 4.36 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 3.98 (m, 1H), 3.72 (m, 1H), 
3.58-3.39 (m, 3H), 3.32-3.18 (m, 1H), 3.26 (d, J = 1.8 Hz, 1H), 2.6 2-2 
.28 (m, 3H), 2.18-1.86 (m, 3H), 1.80-1.56 (m, 5H), 1.50-1.08 (m, 6H), 1. 
04-0.80 (m, 2H), 0.95 (t, J = 7.5 Hz, 3H)o 



g£#fai? (10 2) 

• (3R) -1-7^-2, 5-mv-3- ( (1R) - l-^W- 
l-isfu^i/fr*^*) -9- (4- (4-*^'>7x/^-» -3- 
^nn7x^Mf;» -l, 4, 9 -h 1 JT^en [5. 5] ^'/fr/- 

[0 3 9 0] 



ffiKE# 2003-3074101 



Vfcm 2002-270849 



161/ 



Mb l 3 1 ] 




[0 3 9 1] 



TLC : Rf 0.43 (^on^W : ^ 9 /l/=5 : 1) ; 

NMR(CD 3 0D) : 8 8.03 (brd, J = 9.3 Hz, 2H), 7.85 (m, 1H), 7.58 (m, 1H), 
7.25 (dd, J = 8.1, 2.1 Hz, 1H), 7.01 (brd, J = 9.3 Hz, 2H), 4.39 (s, 2H) 
, 4.16 (d, J = 1.8 Hz, 1H), 4.02 (m, 1H), 3.77 (m, 1H), 3.60-3.42 (m, 3 
H), 3.38-3.18 (m, 1H), 3.26 (d, J = 1.8 Hz, 1H), 2.62-2.30 (m, 3H) , 2.19 
-1.88 On, 3H), 1.82-1.60 (m, 5H), 1.52-1.16 (m, 6H), 1.04-0.80- (m, 2H), 
0.96 (t, J = 7.2 Hz, 3H) 0 



JrtMUg (10 3) 
(3R) -1 2, 5-vt^V-3- ( (1R) 
l_v^D^v;V^^;V) -9- (4- (3, 5-v*^v7x/^y) 

7l -;Mf;v) -l, 4, 9-H;rir*tfn [5. 5] j^ra^-ani* 

[0 3 9 2] 



ttJfEijf 2003-3074101 




^-v: 162/ 



[0 3 9 3] 



TLC : Rf 0.54 nn*H I 1^=20 I 4 : 1) ; 

NMR(CD 3 0D) : 8 8.42 (s, 1H), 7.82 (brs, 2H), 7.66 (brd, J = 8.4 Hz, 2H) 
, 7.15 (brd, J = 8.4 Hz, 2H), 4.36 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 3. 
98 (m, 1H), 3.72 (m, 1H), 3.62-3.42 (m, 3H), 3.40-3.18 (m, 2H), 2.68-2. 
38 (m, 3H), 2.18-1.86 (m, 3H), 1.84-1.60 (m, 5H), 1.52-1.12 (m, 6H), 1.0 
8-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H) C 

mMM2 (10 4) 

(3R) 5-vt^V-3- ( (1R) -l-tKn*v- 

1 _y^ D A^y;^f;v) -9- (4- (4-rn€7x-;^W#'» 
7l ;;V^f;l,) -1, 4, g-h^T^tfD [5. 5] *7VT*> 
[0 3 9 4] 



HiiE# 2003-3074101 




^-v : 163/ 



[0 3 9 5] 

TLC : Rf 0.73 (^nn^;VA : * *y-;v=5 : 1) ; 

NMR(CD 3 0D) : 8 7.53 (brd, J = 8.7 Hz, 2H), 7.47 (brd, J = 8.7 Hz, 2H), 
7.36 (brd, J = 8.7 Hz, 2H), 7.09 (brd, J = 8.7 Hz, 2H), 5.10 (s, 2H), 4. 
28 (s, 2H), 4.14 (d, J = 2.1 Hz, 1H), 3.96 (m, 1H), 3.70 (m, 1H), 3.5 6- 
3.34 (m, 3H), 3.25 (d, J = 2.1 Hz, 1H), 3.17 (m, 1H), 2.52-2.19 (m, 3H), 
2.18-1.88 (m, 3H), 1.82-1.62 (m, 5H), 1.48-1.10 (m, 6H), 1.06-0.90 (m, 
2H), 0.95 (t, J = 6.9 Hz, 3H)o 

sfctaftll 2 (10 5) 

(3R) _ 1 _^ ;v _2 > 5-yt^V-3- ( (1R) -l-HKD*v- 
i-V^-n^vA^f-^) -9- (4- (4-7/Vtn7x-;MfiVT^ 
#;V*-;V) 7^=.)V^-)V) -1, 4, 9-H;T^XH 0 U [5. 5] 9Vf 

[0 3 9 6] 



tBIE# 2003-3074101 



£ mm 2002-270849 

Ufcl 3 4] 




[0 3 9 7] 



TLC : Rf 0.62 (^nn*u : * ? : l) ; 

NMR(CD 3 0D) : S 7.96 (brd, J = 8.1 Hz, 2H), 7.68 (brd, J = 8.1 Hz, 2H), 
7.40-7.32 (m, 2H), 7.08-6.98 (m, 2H), 4.55 (s, 2H), 4.42 (s, 2H), 4.15 ( 
d, J = 2.1 Hz, 1H), 4.01 (m, 1H), 3.88-3.58 (m, 3H), 3.58-3.08 (m, 2H ), 
3.25 (d, J = 2.1 Hz, 1H), 2.52-2.19 (m, 3H), 2.18-1.84 (m, 3H), 1.83-1. 
60 (m, 5H), 1.50-1.10 (m, 6H), 1.04-0.80 (m, 2H), 0.95 (t, J = 7.5 Hz, 3 
H) 0 



mmtz doe) 

(3R) -l-7'^;v-2, 5-V**V-3- ( (1R) -l-fcKn*v- 
l -i/?u^*Z/)V**f-)V) -9- (4- (4-^WU*^f-^-2- 
^f;V7xMv) 7 x.=-)V*?-)V) -1, 4, 9- h VT^fXVfn [5. 5] 

[0 3 9 8] 



tb§Ei& 2003-3074101 



4 -> 



2002-270849 



^-v: 165/ 



Hfcl 3 5] 




[0 3 9 9] 

TLC : Rf 0.64 (^nn*w : *y-;v=5 : l) ; 

NMR(CD 3 0D) : 3 7.78 (d, J = 1.5 Hz, 1H), 7.66 (dd, J - 8.7. 1.5 Hz, 1H) 
, 7.55 (brd, J = 8.7 Hz, 2H), 7.03 (brd, J = 8.7 Hz, 2H), 6.94 (d, J = 8 
.7 Hz, 1H), 4.34 (s, 2H), 4.15 (d, J- 1.8 Hz, 1H), 3.99 (m, 1H), 3.74 ( 
m, 1H), 3.59-3.41 (m, 3H), 3.26 (d, J = 1.8 Hz, 1H), 3.18 (m, 1H), 2.91 
(s, 3H), 2.52-2.22 (m, 3H), 2.27 (s, 3H), 2.20-1.88 (m, 3H), 1.83-1.60 ( 
m, 5H), 1.50-1.12 (m, 6H), 1.06-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H) 



mmi2 (1 0 7) 

( 3R) _ 1 _y^;v- 2 , 5-v^*V-3- ( (1R) -l-fcKU*~>- 

!_<>^n^^v;V^^;V) -9- (4- (4-^fA'75>'*^^-2- 
^no7xy^y) 7 -1, 4, 9-HJ7-»f*en [5. 5] 

[0 4 0 0] 



taSE# 2003-3074101 




^-v: 166/ 



[0 4 0 1] 

TLC : Rf 0.69 (?nn*;VA : * 9 J — ^=5 : 1) ; 

NMR(CD 3 0D) : 8 8.00 (d, J = 2.1 Hz, 1H), 7.78 (dd, J = 8.4, 2.1 Hz, 1H) 
, 7.59 (brd, J = 8.4 Hz, 2H), 7.13 (d, J = 8.4 Hz, 1H), 7.08 (brd, J = 8 
A Hz, 2H), 4.35 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 4.00 (m, 1H), 3.7 4 
(m, 1H), 3.58-3.42 (m, 3H), 3.26 (d, J = 1.8 Hz, 1H), 3.21 (m, 1H), 2.91 
(s, 3H), 2.58-2.28 (m, 3H), 2.19-1.88 (m, 3H), 1.82-1.62 (m, 5H), 1.49- 
1.14 (m, 6H), 1.08-0.80 (m, 2H), 0.95 (t, J = 7.5 Hz, 3H)o 

mMM2 M 0 8) 

(3R) -1-7^-2, 5-v**V-3- ( (1R) -l-tKn*^- 
l-V^n^******) -9- (4- (4-rn*7x^>f***#= 
; V7 ^) -1. 4, 9-b'J7fXfn [5. 5] 

> • mm 

[0 4 0 2] 



miE# 2003-3074101 



2002-270849 

IflSl 3 7] • 




[0 4 0 3] 

tlc : Rf 0.74 : **y-;v=5:D ; 

NMR(CD 3 0D) : £7.69 (d, J = 8.5 Hz, 2H), 7.51-7.46 (m, 4H), 7.27 (d, J 
= 8.5 Hz, 2H), 4.30 (s, 2H), 4.14(d, J = 2.1Hz, 1H), 3.97 (m, 1H), 3.71 
On. 1H), 3.67 (s, 2H), 3.56-3.41 (m, 3H), 3.28-3.15 (m, 2H), 2.48-1.65 ( 
m, 12H), 1.39-1.15 ( m, 6H), 1.00-0.87 (m, 2H), 0.94 (t, J = 7.0 Hz, 3H) 

O 



mMm 2 no9) 

(3R ) _ 1 _y^;v_ 2 , 5-v**V-3- ( (1R) 

1 -*,9u^**sfr**f-fr) -9- (4- (4-^f^r^*J^*^7x; 
-3-^nn7x^iMfM -1, 4, [5. 5] 

[0 4 0 4] 



mfflft 2003-3074101 



2002-270849 

mi 3 si 




[0 4 0 51 

TLC : Rf 0. 67 n n : * * J - ;v=5 : 1) ; 

NMR(CD 3 0D) : 8 7.87-7.79 (m, 3H), 7.55 (dd, J = 8.7, 2.4 Hz, 1H), 7.21 

(d, J = 8.7 Hz, 1H), 7.01 (brd, J = 9.0 Hz, 2H), 4.38 (s, 2H), 4.16 (d, 

J = 1.8 Hz, 1H), 4.02 (m, 1H), 3.77 (m, 1H), 3.60-3.42 (m, 3H), 3.26 (d, 
J = 1.8 Hz, 1H), 3.20 (m, 1H), 2.91 (s, 3H), 2.59-2.28 (m, 3H), 2.20-1. 

88 (m, 3H), 1.83-1.60 (m, 5H), 1.51-1.08 (m, 6H), 1.06-0.80 (m, 2H), 0.9 
6 (t, J = 7.2 Hz, 3H)o 



(3R) -i-r*/u-2, 5-y**v-3- ( (ir) -i-tbw- 

i.^n^v;^^) -9- (4- (e'jy>-2-^Mf;V75^ 
;Vtf~;V) 7x.~)V**f-)V) -1, 4, 9-b'J7f^^ [5. 5] 

> • 2 iM.rn.rn. 

[0 4 0 6] 



ffilE# 2003-307410 1 



ftffi. 2002-270849 



^-v: 169/ 



Mfcl 3 93 




[0 4 0 7] 



TLC : Rf 0.62 (?nn*w : */-;v=5 : 1) ; 

NMR(CD 3 0D) : S 8.78 (brd, J = 5.7 Hz, 1H), 8.59 (m, 1H), 8.10-7.94 (m, 
4H), 7.78 (brd, J = 8.1 Hz, 2H), 4.92 (s, 2H), 4.43 (s, 2H), 4.15 (d, J 
= 2.1 Hz, 1H), 4.01 (m, 1H), 3.75 (m, 1H), 3.61-3.38 (m, 3H), 3.38-3. 19 

(m, 1H), 3.26 (d, J = 2. 1 Hz, 1H), 2.60 (m, 1H), 2.49-2.38 (m, 2H), 2.1 
6-1.87 (m, 3H), 1.84-1.58 (m, 5H), 1.50-1.08 (m, 6H), 1.06-0.80 (m, 2H), 

0.94 (t, J = 7.2 Hz, 3H)o 



mMM2 (111) 

(3R) -l-7^;V-2, 5-5>**V-3- ( (1R) -l-fcKn*->- 
l-=y ^U^-y)V^^-)V) -9- (4- (4-*^->7x/^y) -3- 
yn^7x-;v^f;i/) -1, 4, 9 - b V 7 If x tfn [5. 5] 

[0 4 0 8] 



ftSEiif 2003-3074101 



2002-270849 

Hfcl 4 0] 



^-v: 170/ 




[0 4 0 9] 

TLC : Rf 0.57 nn*;vA : * y -;v=5 : 1) ; 

NMR(CD 3 0D) : d 8.03 (brd, J = 9.0 Hz, 2H), 7.99 (m, 1H), 7.60 (m, 1H), 
7.20 (dd, J = 8.4, 2.7 Hz, 1H), 6.99 (brd, J = 9.0 Hz, 2H), 4.35 (s, 2H) 
, 4.16 (d, J = 2.1 Hz, 1H), 3.98 (m, 1H), 3.73 (m, 1H), 3.59-3.40 (m, 3 
H), 3.27 (d, J = 2.1 Hz, 1H), 3.22 (m, 1H), 2.60-2.22 (m, 3H), 2.08-1.88 
(m, 3H), 1.83-1.60 (m, 5H), 1.50-1.08 (m, 6H), 1.04-0.81 (m, 2H), 0.95 
(t, J = 7.2 Hz, 3H) 0 

(3R) _ 1 -^ )V - 2 , 5-v**V-3- ( (1R) -l-fcKn*V- 
X-istu^islVt^JV) -9- (4- (1, 2, 4->'J7^V-l-'f 
)V) 7*.~)V*?-)V) -1, 4, [5. 5] *>T*>-2 

[0 4 10] 



mtE#2 003-3074101 



m 2002-270849 

[ft 1 4 1 ] 



^-v: 171/ 




[0 4 11] 



TLC : Rf 0.70 (?nn*H : * 9 /-;v=5 : 1) ; 

NMR(CD 3 0D) : S 9.85 (s, 1H), 8.63 (s, 1H), 8.03 (brd, J = 8.7 Hz, 2H), 
7.87 (brd, J = 8.7 Hz, 2H), 4.46 (s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 4.03 

(m, 1H), 3.78 (m, 1H), 3.59-3.38 (m, 3H), 3.38-3.20 (m, 1H), 3.26 ( d, 
J = 2.1 Hz, 1H), 2.60 (m, 1H), 2.50-2.41 (m, 2H), 2.16-1.84 (m, 3H), 1.8 
2-1.59 (m, 5H), 1.50-1.08 (m, 6H), 1.06-0.80 (m, 2H), 0.94 (t, J = 7.5 H 
z, 3H) 0 

mi&m 2 ni3) 

(3R) - 1 -7T)V-2, 5-v**V-3- ( (1R) 
l -v^n^s^v;v^f-;v) -9- (4- (4-*^v7x/^» -3- 
h'J7Wn^f;V7x-;Wf^) -1, 4, 9-hUT^fXt?n [5. 5] 

[0 4 12] 



tBiE# 2003-3074101 



12 0 02-2 7 0 84 9 



^-v: 172/ 



[flSl 4 2] 



HO 



O 



O 




[0 4 13] 

TLC : Rf 0.49 (?nn*W : * 7-^=5 : 1) ; 

NMR(CD 3 0D) : 5 8.08 (brd, J = 9.0 Hz, 2H), 8.04 (d, J = 2. 1 Hz, 1H), 7. 
83 (dd, J = 8.4, 2.1 Hz, 1H), 7.19 (d, J - 8.4 Hz, 1H), 7.12 (brd, J = 9 
.0 Hz, 2H), 4.44 (s, 2H), 4.16 (d, J = 2.4 Hz, 1H), 4.03 (m, 1H), 3.7 8 
(m, 1H), 3,60-3.40 (m, 3H), 3.26 (d, J = 2.4 Hz, 1H), 3.20 (m, 1H), 2.58 
-2.26 On, 3H), 2.20-1.88 (m, 3H), 1.82-1.60 (m, 5H), 1.49-1.12 (m, 6H), 
1.06-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 

mffiffl2 (114) 

(3R) _ 1 _^;v_ 2 , 5-v**V-3- ( (1R) -1-tKn^y- 
l-i^n^*****-*) -9- (1, 3-^^-5-*nnifvV*-;v 
_ 4 _^ ;l/ ^^;v) -1,4, [5. 5] *>riJ> • 2M. 

[0 4 14] 



ffiSE# 2003-3074101 



0fl2 002-270849 

Mtl 4 3] 




[0 4 15] 



TLC : Rf 0.59 (^uu*;VA : * / -;v=9 : D ; 

NMR(CD 3 0D) : 3 4.22 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 4.02 (m, 1H), 3. 
82 (s, 3H), 3.75 (m, 1H), 3.52-3.48 (m, 3H), 3.25 (d, J = 1.8 Hz, 1H), 3 
.17 (m, 1H), 2.52-2.38 (m, 2H), 2.38-2.19 (m, 1H), 2.32 (s, 3H), 2.1 8-1 
.84 (m, 3H), 1.82-1.60 (m, 5H), 1.50-1.10 (m, 6H), 1.05-0.80 (m, 2H), 0. 
96 (t, J = 6.9 Hz, 3H) 0 

mmM2 (115) 

(3R) -l-7^;i/-2, 5-v**V-3- ( (1R) -l-fcKn*->- 
l-y^nAi|ry;v^f;V) -9- (4- ( (1- (4-^nn7x^) -1 
-4$.S**f-fr) T ^ S f> )\s-$~)\>) 7x-)V^f;V) -1, 4, 9 - h 'J Tf 

x vfn [ 5 . 5 ] ? ^rn y • Jt°m^ 

[0 4 16] 



^-v: 173/ 



ffilE# 2003-3074101 



#M 2002-270849 



i- 9 J: 174/ 



Mbl 4 4] 




[0 4 17] 



TLC : Rf 0.57 (^nn*W : * ?/-;v=9 : 1) ; 

NMR(CD 3 0D) : d 8.17 (brd, J = 8.4 Hz, 2H), 7.97 (brd, J = 9.0 Hz, 2H), 
7.89 (brd, J = 8.4 Hz, 2H), 7.74 (brd, J = 9.0 Hz, 2H), 4.48 (s, 2H), 4. 
15 (d, J = 2.1 Hz, 1H), 4.03 (m, 1H), 3.78 (m, 1H), 3.60-3.38 (m, 3H) , 
3.38-3.29 (m, 1H), 3.25 (d, J = 2.1 Hz, 1H), 2.63 (m, 1H), 2.53-2.38 (m, 

2H), 2.14-1.83 (m, 3H), 1.81-1.55 (m, 5H), 1.50-1.07 (m, 6H), 1.06-0.80 

(m, 2H), 0.94 (t, J = 6.6 Hz, 3H) 0 

mm 2 (116) 

(3R) -1-7^-2, 5-->***V-3- ( (1R) -1-HKo^y- 
1 -i/pu^^i/frff-fr) -9- (4- (4-^nn7i-JM W^v) 
-3-^f^y7x-JV^f^) -l, 4, 9- h V 7«r*Xt?n [5. 5] 

ni y • mm.m. 

[0 4 18] 



ffi|E# 2003-3074101 



002-270849 



^-v?: 175/ 



mi 4 5] 




[0 4 19] 

tlc : Rf 0.68 (?no*w : ^ *y-;v=9 : D ; 

NMR(CD 3 0D) : d 7.43 (brd, J = 8.7 Hz, 2H), 7.36 (brd, J = 8.7 Hz, 2H), 
7.21 (d, J = 1.8 Hz, 1H), 7.04 (m, 2H), 5.12 (s, 2H), 4.27 (s, 2H), 4.15 
(d, J = 1.8 Hz, 1H) , 3.97 (m, 1H), 3.91 (s, 3H), 3.71 (m, 1H), 3.58- 3. 
34 (m, 3H), 3.26 (d, J = 1.8 Hz, 1H), 3.19 (m, 1H), 2.52-2.24 (m, 3H), 2 

.16-1.84 (m, 3H), 1.84-1.60 (m, 5H), 1.50-1.08 (m, 6H), 1.04-0.80 (m, 2H 

), 0.95 (t, J = 7.2 Hz, 3H) 0 

(117) 

(3R) -l-T^V-2, 5 -v**V-3- ( (1R) -l-fcKu*v- 
l-i,?u^*is)l<*^)V) -9- (4- 

^, > ) -3-hij7;vtn^f;v7x-;v^f;0 -l, 4, 9-h';r^^ 

n [5. 5] *7>7*1j> 
[0 4 2 0] 



ttlliE# 2003-3074101 



^1 



2002-270849 



^-v: 176/ 



lit I 4 6 ] 




[0 4 2 1] 



TLC : Rf 0.62 (?nnW : * * / -;v=9 : 1) ; 

NMR(CD 3 0D) : 8 8.02 (d, J = 1.8 Hz, 1H), 7.89 (brd, J = 9.0 Hz, 2H), 7. 
80 (dd, J = 9.0, 1.8 Hz, 1H), 7.18-7.08 (m, 3H), 4.44 (s, 2H), 4.16 (d, 
J = 2.1 Hz, 1H), 4.03 (m, 1H), 3.78 (m, 1H), 3.58-3.40 (m, 3H), 3.26 (d, 
J = 2.1 Hz, 1H), 3.18 (m, 1H), 2.92 (s, 3H), 2.54-2.22 (m, 3H), 2.20-1. 
88 (m, 3H), 1.80-1.60 (m, 5H), 1.49-1.08 (m, 6H), 1.02-0.80 (m, 2H), 0.9 
5 (t, J = 7.2 Hz,3H) 0 



iM2 (lis) 

(3R) _ 1 _y^;w- 2 , 5-yt^rV-3- ( (1R) -l-tKn^rv- 
l-S^n^*^/!/^*) -9- (4- (4-*iV^y7x-^*^f-^ 

7</^;W 7.x-;v*?-;v) -l, 4, [5. 5] tf> 

[0 4 2 2] 



miiE# 2003-3074101 



12 0 0 2- 2 7 0 8 4 9 



^-v: 177/ 



Hfcl 4 7] 



HO 



O 



) \==/ HN 




10 4 2 3] 

TLC : Rf 0.60 (n -79 J : *Bft : *=4 : 1 : l) ; 

NMR(CD 3 0D) : 5 8.10 (d, J = 8.5 Hz, 2H), 7.93 (d, J = 8.5 Hz, 2H), 7.56 
(d, J = 8.5 Hz, 2H), 7.49 (d, J = 8.5 Hz, 2H), 4.62 (s, 2H), 4.33 (s, 2 
H), 4.14 (d, J = 2.0 Hz, 1H), 3.97 (m, 1H), 3.72 (m, 1H), 3.59-3.38 (m, 
3H), 3.30-3.16 (m, 2H), 2.57-2.27 (m, 3H), 2.14-1.91 (m, 3H), 1.79-1.62 
(m, 5H), 1.43-1.13 (m, 6H), 1.01-0.82 (m, 2H), 0.93 (t, J = 7.0 Hz, 3H) 



mmm (119) 

( 3R ) _ 1 _^;i / _ 2 , 5-v**V-3- ( (1R) -l-fcKtt*->- 

i_^^n^^v;v^^;v) - 9- (4- (4-^WU*;w»7xi 
;v*;^f-;vr^>f^) 7x-;Mf;v) -1, 4, 9-hVT4f*\£u [ 
5. 5] V>riJ> • 
[0 4 2 4] 



fcBSE#2 003-3074101 



0jf 

Hfcl 4 8] 



002-270849 A ^-"^ 178 / 




10 4 2 5] 

TLC : Rf 0.52 Wxf^ : * * / -;v=2 : l) ; 

NMR(CD 3 0D) : d 7.93 (d, J = 8.5 Hz, 2H), 7.89 (d, J = 8.5 Hz, 2H), 7.53 
(d, J = 8.5 Hz, 2H), 7.49 (d, J = 8.5 Hz, 2H), 4.61 (s, 2H), 4.34 (s, 2 
H), 4.14 (d, J = 2.0 Hz, 1H), 4.00 (m, 1H), 3.73 (m, 1H), 3.54-3.38 (m, 
3H), 3.30-3.05 (m, 2H), 2.92 (s, 3H), 2.49-1.88 (m, 6H), 1.78-1.61 (m, 5 
H), 1.46-1.12 (m, 6H), 1.00-0.81 (m, 2H), 0.94 (t, J = 7.0 Hz, 3H)„ 

gjttaflll? (12 0) 
(3R) -1-7^-2, 5-v**V~3- ( (IE) 
x -v^n^^v;v^^-;v) -9- (1- (4-*^'>7i-/i') -2, 5 
_^ ;lf; n ; - D _^_3_^;V^f;V) -1, 4, 9 - h V 7*f * ^ n [5. 5 

[0 4 2 6] 



HilE# 2003-3074101 



^pg! 2002-270849 

lit I 4 9] 




[0 4 2 71 

TLC : Rf 0.27 : * 9 y-^ = 5 : 1) ; 

NMR(CD 3 0D) : $ 8.18 (brd, J = 8.7 Hz, 2H), 7.36 (brd, J = 8.7 Hz, 2H), 
6.09 (s, 1H), 4.19 (s, 2H), 4.16 (d, J = 1.8 Hz, 1H), 3.95 (m, 1H), 3.70 
(m, 1H), 3.59-3.42 (m, 3H), 3.32-3.08 (m, 2H), 2.56-2.20 (m, 3H), 2 .20 
-1.88 (m, 3H), 2.06 (s, 3H), 2.02 (s, 3H), 1.82-1.60 (m, 5H), 1.50-1.06 
(m, 6H), 1.04-0.80 (m, 2H), 0.97 (t, J = 7.5 Hz, 3H) Q 



mmm 2 (121) 

(3R) _ 1 _ r ^;u_2, 5-v**V-3- ( (1R) 

l-i,?U^**y)V*?-)V) -9- (4- (2-7Wn-6-^D7xx;V 
7x-WfiH -1, 4, 9-h'J7f^fn [5. 5] 9> 

[0 4 2 8] 



ffllE^F 2003-3074101 




^-v: 180/ 



[0 4 2 9] 



TLC : Rf 0.76 (^no^W : * 9 7-^=5 : l) ; 

NMR(CD 3 0D) : 8 7.50 (brd, J = 9.0 Hz, 2H), 7.41 (m, 1H), 7.33 (m, 1H), 
7.16-7.14 (m, 3H), 5.23 (s, 2H), 4.30 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 
3.97 (m, 1H), 3.71 (m, 1H), 3.57-3.36 (m, 3H), 3.34-3.10 (m, 2H), 2 .55 
-2.20 (m, 3H), 2.16-1.88 (m, 3H), 1.82-1.60 (m, 5H), 1.50-1.06 (m, 6H), 
1.04-0.80 (m, 2H), 0.95 (t, J = 7.5 Hz, 3H) C 

sgtaflil ?. (12 2) 
(3R) -l-T^V-2, 5-mv-3- ( (1R) 
l -. y ?u^y)V*^)V) -9- (3- (3-*mv7x-;V) 
-1, 4, 9-YVT4?*^v [5. 5] ? >r* > • 
[0 4 3 0] 



v. 

tB|iE# 2003-3074101 



2002-270849 

lit 1 5 1 ] 




[0 4 3 1] 

TLC : Rf 0.39 (^nn*W : * 9 7-;v=5 : 1) ; 

NMR(CD 3 0D) : * 8.33 (s, 1H), 8.05 (d, J = 7.8 Hz, 1H), 7.98-7.86 (m, 2H 
), 7.82 (d, J - 6.9 Hz, 1H), 7.65-7.54 (m, 3H), 4.46 (s, 2H), 4.15 (s, 1 
H). 4.06 (m, 1H), 3.80 (m, 1H), 3.58-3.38 (m, 3H), 3.32-3.10 (m, 2H), 2 
.54-2.24 (m, 3H), 2.18-1.88 (m, 3H), 1.80-1.58 (m, 5H), 1.50-1.08 (m, 6H 
), 1.04-0.80 (m, 2H), 0.94 (t, J = 7.2 Hz, 3H)o 

im (123) 

(3R ) _ 1 _ r ^ ;v _2, 5— ^**V-3- ( (1R) -l-fcKn*v- 
l-v?n^^>;v*^;v) -9- (ey v^- 2 3 ->f /i/**-/!/) - 
1 , 4 , 9 - M T-9-* X en [ 5 . 5 ] *7>7*i]V • 
[0 4 3 2] 



^-v: 181/ 



2003-3074101 




^- v : 182/ 



[0 4 3 3] 

TLC : Rf 0.33 (^nnw : * 9 J : *flfc=20 : 4 : l) ; 

NMR(CD 3 0D) : 3 7.85 (dd. J = 7.2, 2.4 Hz, 1H), 7.58 (dd, J - 7.2, 2.4 H 
z, 1H), 6.46 (t, J = 7.2 Hz, 1H), 4.23 (s, 2H), 4.15 (d, J - 2.1 Hz, 1H) 
, 4.05 (m, 1H), 3.78 (m, 1H), 3.60-3.42 (m, 3H), 3.25 (d, J = 2.1 Hz, 1 
H), 3.18 (m, 1H), 2.58-2.38 (m, 2H), 2.30 (m, 1H), 2.18-1.88 (m, 3H), 1. 
82-1.60 (m, 5H), 1.50-1.06 (m, 6H), 1.04-0.80 (m, 2H), 0.96 (t, J = 7.2 
Hz, 3H)o 

M 2 4) 

(3R) 5 -v**V-3- ( (1R) -1-^Kn^rv- 

i_^n^*v;v^;v) -9- (i- (4-*;^v7x^) -3, 5 

-^f^'7V'HV-4-^M^) -1, 4, [5. 

5] V>Tti> • 
[0 4 3 4] 



ftfE** 2003-3074101 



m 2002-270849 

[flSl 5 3] 




[0 4 3 5] 



TLC : Rf 0.74 (^on*H : *9 J~-fr\ 1^=20 : 4 : l) ; 

NMR(CD 3 0D) : 8 8.19 (brd, J = 8.7 Hz, . 2H), 7.62 (brd, J = 8.7 Hz, 2H), 
4.32 (s, 2H), 4.17 (d, J = 2. 1 Hz, 1H), 4.04 (m, 1H), 3.88-3.46 (m, 4H) 
, 3.27 (d, J = 2.1 Hz, 1H), 3.21 (m, 1H), 2.60-2.28 (m, 3H), 2.44 (s, 3 
H), 2.39 (s, 3H), 2.21-1.61 (m, 8H), 1.60-1.08 (m, 6H), 1.08-0.80 (m, 2H 
), 0.96 (t, J = 6.9 Hz, 3H) 0 

mteM 2 (12 5) 
( 3R ) _ 1 _^;v-2, 5-v**V-3- ( (1R) 
l _5/^n^^v;i/^^;W -9- (3- (4-*H^y7x-;v) 7x^v 

-l, 4, 9->'J7t^eD [5. 5] *7>7**> -mmm. 

[0 4 3 6] 



^-v : 183/ 



ffitiE# 2003-3074101 



2002-270849 



^-v^: 184/ 



[it 1 5 4 ] 




[0 4 3 7] 



tlc : Rf 0. 54 n n a : y ^ y -;v=5 : l) ; 

NMR(CD 3 0D) : <S 8.12 (brd, J = 8.7 Hz, 2H), 7.94 (brs, 1H), 7.86-7.78 (m 
, 3H), 7.64-7.56 (m, 2H), 4.45 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 4.05 ( 
m, 1H), 3.80 (m, 1H), 3.60-3.42 (m, 3H), 3.26 (d, J = 1.8 Hz, 1H), 3 .21 
(m, 1H), 2.56-2.26 (m, 3H), 2.18-1.88 (m, 3H), 1.84-1.60 (m, 5H), 1.50- 
1.08 (m, 6H), 1.04-0.80 (m, 2H), 0.94 (t, J = 6.6 Hz, 3H) D 



mmm 2 (126) 

(3R) -1-7^)^-2, 5-vt^rV-3- ( (1R) -l-KKn**>- 
i_^^n^^v;vy^-;v) -9 - (4- (4 2, 6 -i?*y* 
y 7 x^y) 7x-;^f;v) -1, 4, 9->'J7f^n [5. 5] *> 

[0 4 3 8] 



fflfiE# 2003-3074101 



12 002-270849 




^-v: 185/ 



[itl 5 5] 




HO 




o 

/ 



[0 4 3 9] 

tlc : Rf 0.54 (^nn^vA : **/-;v=5: D ; 

NMR(CD 3 0D) : S 7.44 (s, 2H), 7.43 (brd, J = 8.7 Hz, 2H), 6.88 (brd, J = 

8.7 Hz, 2H), 4.29 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 3.98 (m, 1H), 3.80 

(s, 6H), 3.71 (m, 1H), 3.56-3.32 (m, 3H), 3.25 (d, J = 1.8 Hz, 1H), 3.1 

3 (m, 1H), 2.50-1.88 (m, 6H), 1.80-1.60 (m, 5H), 1.46-1.08 (m, 6H), 1.02 

-0.79 (m, 2H), 0.95 (t, J = 6.9 Hz, 3H) Q 

mmi (13 7) 

(3R) - 1 -r^;V-2, 5-v**V-3- ( (1R) -l-fcKn**>- 
1 - y^DAit-y;v^f;v) -9- (4- (3-*;V^->7i^y) "7 
jvt^-jx,) _i t 4, 9-M;r-»f*fc?n [5. 5] -)>f*>-t^ 
[0 4 4 0] 



mSE# 2003-3074101 



002-270849 



ItiSl 5 6] 



[0 4 4 1] 



^- v : 186/ 




tlc : Rf o.64 : ^^y-;v=5: i) ; 

NMR(CD 3 0D) : d 7.83 (dt, J = 8.0, 1.0 Hz, 1H), 7.60 (m, 1H), 7.56 (d, J 
= 8.5 Hz, 2H), 7.51 (t, J = 8.0 Hz, 1H), 7.19 (ddd, J = 8.0, 2.4, 1.0 H 
z, 1H), 7.12 (d, J = 8.5 Hz, 2H), 4.35 (s, 2H), 4.16 (d, J = 2.4 Hz, 1H) 
, 4.01 (m, 1H), 3.75 (m, 1H), 3.55-3.10 (m, 5H), 2.50-1.18 (m, 17H), 1.1 
0-0.87 (m, 2H), 0.95 (t, J = 7.0 Hz, 3H)o 



IM2 M 2 8) 
(3R) _ 1 _^;v_2, 5-v**V-3- ( (1R) 
l-^o^v**^) -9- (4- (4- (1- (fcW/^y) - 
i-T5/^f^) 7x^y) 7x-;Mf;v) -l, 4, 
n [5. 5] V>?"tJ> - 2MBM. 
[0 4 4 2] 



mtiE# 2003-3074101 



^r-m. 2002-270849 

MM 5 7] 




[0 4 4 3] 



tlc : Rf 0.53 (MM**vz> : ^*/-;v=5: D ; 

NMR(CD 3 0D) : d 7.67 (d, J = 8.7 Hz, 2H), 7.56 (d, J = 8.7 Hz, 2H), 7.12 
(d. J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.30 (s, 20. 4.15 (d, J 
= 1.8 Hz, 1H), 3.93 (m, 1H), 3.69 (m, 1H), 3.51-3.17 (m, 5H), 2.46-1 .1 

5 (m, 17H), 1.00-0.87 (m, 2H), 0.95 (t, J = 7.0 Hz, 3H)o 

mffiM 2 (12 9) 
(3R) -l-r**-2, 5-yt^rV-3- ( (U) 
1 - i/ ?u^*i,)V*?-)l<) -9- (4- (4-*^>-3-^Kn^>7 
x^y) 7x^V^f;V) -1, 4, g-h^r^tfn [5. 5] *y>r* 

[0 4 4 4] 



HiBE^f 2 003-3074101 



m 2002-270849 



^- *? : 188/ 



Htl 5 8] 



HO 



HO 




[0 4 4 5] 

TLC : Rf 0.80 (?nn*w : *9 : Wftk=20 : 4 : l) ; 

NMR(CD 3 0D) : 5 7.86 (d, J = 8.7 Hz, 1H), 7.63 (brd, J = 9.0 Hz, 2H), 7. 
19 (brd, J- 9.0 Hz, 2H), 6.54 (dd, J = 8.7, 2.4 Hz, 1H), 6.44 (d, J = 2. 
4 Hz, 1H), 4.37 (s, 2H), 4.16 (d, J = 2.4 Hz, 1H), 4.01 (m, 1H), 3.76 ( 
m, 1H), 3.60-3.41 (m, 3H), 3.26 (d, J = 2.4 Hz, 1H), 3.23 (m, 1H), 2.60- 
2.28 (m, 3H), 2.18-1.88 (ra, 3H), 1.83-1.60 (m, 5H), 1.49-1.06 (m, 6H), 1 
.06-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 

Hi 2 (13 0) 

(3R) -l-T^V-2, 5-v**V-3- ( (1R) -l-fcKn*y- 

l-i,9U^**sfr**-A>) -9- (4- (4- (1, 2, 

5 _^^- > _3 yj,;*is) 7x^JMfiV) -1, 4, 9 - h V 

T-*f X en [ 5 . 5 ] V>Ti3> • ttlfijft 
[0 4 4 6] 



miiE# 2003-3074101 



2002-270849 



^— 5> : 189/ 



Hfcl 5 9] 




[0 4 4 7] 



TLC : Rf 0.55 (^nn*;vA : * ? y-)v=5 : l) ; 

NMR(CD 3 0D) : d 7.85 (brd, J = 9.0 Hz, 2H), 7.64 (brd, J = 8.7 Hz, 2H), 
7.22-7.16 (m, 4H), 4.37(s, 2H), 4.16 (d, J = 2.1 Hz, 1H), 4.01 (m, 1H), 
3.76 (m, 1H), 3.58-3.38 (m, 3H), 3.26 (d, J = 2. 1 Hz, 1H), 3.22 (m, 1 H) 
, 2.58-2.26 (m, 3H), 2.18-1.84 (m, 3H), 1.82-1.58 (m, 5H), 1.52-1.06 (m, 
6H), 1.04-0.80 (m, 2H), 0.95 (t, J = 6.9 Hz, 3H) C 

gfetaftil ?. (13 1) 

(3R) 5-WV-3- ( (1R) -1-tKn^rv- 

l-i,?u^*zs)V*^)V) -9- (4- (4-*m->7x-;v*^^ 
T^y) 7i^JM^) -1, 4, 9-h'JT^en [5. 5] *>T*> 

[0 4 4 81 



tBliE# 2003-307 4 101 



2002-270849 ^ ^- v : 190/ 

Hbl-6 0] 




[0 4 4 9] 

TLC : Rf 0.23 CH*^* : * * ^ -^=2 ! 1) *, 

NMR(CD 3 0D) : S 8.15 (d, J = 8.5 Hz, 2H), 8.01 (d, J = 8.5 Hz, 2H), 7.88 
(d, J = 8.5 Hz, 2H), 7.58 (d, J = 8.5 Hz, 2H), 4.36 (s, 2H), 4.15 (d, J 
= 1.8 Hz, 1H), 4.01 (m, 1H), 3.75 (m, 1H), 3.56-3.45 (m, 3H), 3.30-3.1 

7 (m, 2H), 2.48-1.14 (m, 17H), 1.00-0.87 (m, 2H), 0.95 (t, J = 7.0 Hz, 3 

H)o 

mmi M3 2) 

( 3R) _ 1 _y^-;v_2, 5-z?**V-3- ( (1R) 
l-v^n^^v;v^^;v) -9- (4- (4-*Wv7x^75/*^ 
7x-;Mf;v) -l, 4, [5. 5] *>>7"to> 

• 

[0 4 5 0] 



tBIE# 2003-3074101 




v : 191/ 



[0 4 5 1] 

tlc : Rf o.26 (*Hb^v> : ^*/-;v=5:D ; 

NMR(CD 3 0D) : 9 8.07 (d, J = 8.7 Hz, 2H), 8.03 (d, J = 8.7 Hz, 2H), 7.85 
(d, J = 8.7 Hz, 2H), 7.72 (d, J = 8.7 Hz, 2H), 4.46 (s, 2H), 4.16 (d, J 
= 2.4 Hz, 1H), 4.04 (m, 1H), 3.79 (m, 1H), 3.55-3.14 (m, 5H), 2.51-1 .1 

5 (m, 17H), 1.00-0.89 (m, 2H), 0.95 (t, J = 7.0 Hz, 3H) D 



ZLttiM?. (13 3) 

(3R) -l-y-^-2, 5-V**V-3- ( (1R) -l-*Kn*v- 
# l-^n^v;^^) -9- (4- (4 2 b^: 
-)V7 %;*)\s*=-)V) -7*.-)V*?-)V) -1, 4, 9-hVT^en [5. 

5] vyra s • mbm. 

[0 4 5 2] 



ffifjEJjf 2003-3074101 



0V 



2002-270849 



^-y: 192/ 



Htl 6 2] 



H 3 C-0 HN 




OH 




[0 4 5 3] 



tlc : Rf 0.54 {mttrvy : y*/-;v=5:D ; 

NMR(CD 3 0D) : d 8.27 (d, J = 8.4 Hz, 1H), 8.07 (d, J = 8. 1 Hz, 2H), 7.74 
-7.69 On, 4H), 4.47 (s, 2H), 4.16 (d, J = 2. 1 Hz, 1H), 4.06 (m, 1H), 3.9 
9 (s, 3H), 3.80 On, 1H), 3.50-3.07 (m, 5H), 2.52-1.92 (m, 6H), 1.76-1 .1 
8 (m, 11H), 1.00-0.90 (m, 2H), 0.96 (t, J = 7.0 Hz, 3H)o 



gjjgjl Z (13 4) 
(3R) -1-^^-2, 5-***V-3- ( (1R) 
l_~>*n^*y;v*?->v) -9- (4- (4- (fb7^v-5-^v) 7 
7^-;i/^;v) -1, 4, 9-V;men [5. 5] 

> • 2 mmm 

[0 4 5 4] 



miiE# 2003-3074101 



2002-270849 



^-v: 193/ 



Utl 6 3] 




[0 4 5 5] 

TLC : Rf 0.25 (^nn^A : * 9 J — >V=5 : 1) ; 

NMR(CD 3 0D) : 8 8.04 (brd, J = 9.0 Hz, 2H), 7.66 (brd, J= 8.7 Hz, 2H), 7 
.25-7.15 (m, 4H), 4.36 (s, 2H), 4.15 (d, J = 2. 1 Hz, 1H), 3.98 (m, 1H), 
3.75 (m, 1H), 3.60-3.40 (m, 3H), 3.40-3.18 (m, 2H), 2.66-2.34 (m, 3H) , 
2.18-1.88 (m, 3H), 1.84-1.60 (m, 5H), 1.50-1.06 (m, 6H), 1.06-0.80 (m, 2 
H), 0.95 (t, J = 7.5 Hz, 3H)o 

g 3 5) 

(3R) -1-7-^^-2, 5-vt^rV-3- ( ( 1 R) -l-fcKn*->- 
1— ^n^3->;v^;V) -9- (4- (4- (1, 2, + 
_ 5 _^^_3_xf ;v) 7x/*y) 7x-JV^f)V) -1, 4, 9-h'JTf 

Xfn [5. 5] -^f*>-^ 
[0 4 5 6] 



ffiSE# 2003-3074101 




: 194/ 



[0 4 5 7] 



TLC : Rf 0.74 nn*;vi : ^ 9 J — ;v=5 : l) ; 

NMR(CD 3 OD) : 8 7.91 (brd, J = 8.7 Hz, 2H), 7.61 (brd, J = 8.4 Hz, 2H), 
7.22-7.10 (m, 4H), 4.37 (s, 2H), 4.16 (d, J = 2.1 Hz, 1H), 3.99 (m, 1H), 
3.74 (m, 1H), 3.58-3.38 (m, 3H), 3.38-3.08 (m, 1H), 3.24 (d, J = 2. 1 H 
z, 1H), 2.54-1.84 (m, 6H), 1.82-1.58 (m, 5H), 1.50-1.10 (m, 6H), 1.06-0. 
80 (m, 2H), 0.96 (t, J = 7.2 Hz, 3H)o 

MMM2 M 3 6^ 
(3R) _ 1 _y^;v- 2 , 5-v**V-3- ( (1R) 

l-^^U^^)V^^)V) -9- (4- (4- (1, 2, 4-tW77- 
;v _5_^-^_3-^;V) 7x^y) 7x-;V^f;V) -1, 4, 9 - h V T 
Hfxtfn [5. 5] f7>rfJ> •VBKBL 
[0 4 5 8] 



miE# 2003-3074101 




2 0 0 2 



2 7 0 8 4 9 




^-v: 195/ 



[it I 6 5] 




[0 4 5 9] 

TLC : Rf 0.57 (^no^H : * 9 7-^=5 I 1) ; 

NMR(CD 3 OD) : S 7.80 (brd, J = 8.7 Hz, 2H), 7.63 (brd, J = 8.7 Hz, 2H), 
7.24-7.14 (m, 4H), 4.37 (s, 2H), 4.16 (d, J = 2.4 Hz, 1H), 4.00 (m, 1H), 

3.75 (m, 1H), 3.58-3.40 (m, 3H), 3.26 (d, J = 2.4 Hz, 1H), 3.19 (m, 1H) 
, 2.56-2.20 (m, 3H), 2.19-1.88 (m, 3H), 1.82-1.60 (m, 5H), 1.50-1.08 (m, 

6H), 1.04-0.80 (m, 2H), 0.96 (t, J = 6.6 Hz, 3H) G 

(13 7) 

(3R) -\-7+»-2. 5-v***7-3- ( (1R) -l-KKn**- 
X-^n^v;^^) -9- (3- (4-*^v7x-;V75;*;v 

-1, 4, 9-hVT*fX^v [5. 5] *>r*> 

[0 4 6 0] 



ttiMtft 2 003-3074101 




2002-270849 



^-v: 196/ 



Ut 1 6 6 ] 



HO 



O 




[0 4 6 1] 

tlc : Rf 0.23 {mt^^-vy : *?;-)v=5: i) ; 

NMR(CD 3 0D) : 8 8.19 (m, 1H), 8.08 (d, J = 7.5 Hz, 1H), 8.03 (d, J = 8.7 
Hz, 2H), .7.88 (d, J = 8.7 Hz, 2H), 7.78 (d, J = 7.5 Hz, 1H), 7.67 (t, J 
= 7.5 Hz, 1H), 4.48 (s, 2H), 4.15 (d, J = 2.4 Hz, 1H), 4.06 (m, 1H), 3. 

82 (m, 1H), 3.60-3.45 (m, 3H), 3.30-3.15 (m, 2H), 2.51-1.14 (m, 17H), 1. 

00-0.87 (m, 2H), 0.95 (t, J = 7.0 Hz, 3H) Q 

mmM2 (13 8) 
(3R) -i-^)V-2, 5— ?sMrV-3- ( (1R) 
i-v^n^^v^^^-^) -9- (4- (3-*Wv7x^7^*^ 

7 -1, 4, [5. 5] *?yrii> 

[0 4 6 2] 



miE# 2003-3074101 




2002-270849 



^- v I 197/ 



Hfcl 6 7] 



HO 




i O 



O 

W PH 




■HCI 



[0 4 6 3] 

TLC : Rf 0.15 ($Lit**-l'> ' * * ^ -^=5 : 1) ; 

NMR(CD 3 0D) : 5 8.38 (t, J = 1.5Hz, 1H), 8.07 (d, J = 8.5 Hz, 2H), 7.97 
(m, 1H), 7.83 (dt, J = 7.8, 1.5 Hz, 1H), 7.74 (d, J = 8.5 Hz, 2H), 7.48 
(t, J - 7.8 Hz, 1H), 4.46 (s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 4.05 (m, 1H 
), 3.80 (m, 1H), 3.60-3.45 (m, 3H), 3.30-3.17 (m, 2H), 2.50-1.14 (m, 17H 
), 1.00-0.86 (m, 2H), 0.95 (t, J = 7.0 Hz, 3H)o 

jMlL2 (13 9) 

(3R) -1 2, 5-5>**V-3- ( (1R) -1-HKn^v- 
i_->^n-^v;v^;v) -9- (4- (4-*^->7x^;^f;i'*^ 

tf-frT^y) 7 -1, 4, 9->V7fXb'o [5. 5] 

[0 4 6 4] 



miE# 2003-3074101 



0#B2OO2-2 7.O 8 4 9 ^ ^-v : 198/ 

[flSl 6 8] 




[0 4 6 5] 

tlc : Rf 0.15 (mtt^i/y : **y-/i/=5: D ; 

NMR(CD 3 0D) : d 7.98 (d, J = 8.4 Hz, 2H), 7.71 (d, J = 8.4 Hz, 2H), 7.48 
(d, J « 8.4 Hz, 2H), 7.45 (d, J = 8.4 Hz, 2H), 4.31 (s, 2H), 4.14 (d, J 
= 1.8 Hz, 1H), 3.99 (m, 1H), 3.78 (s, 2H), 3.63 (m, 1H), 3.53-3.07 (m, 

5H), 2.48-1.14 (m, 17H), 1.00-0.87 (m, 2H), 0.94 (t, J = 7.0 Hz, 3H) C 

g*i2 (14 0) 

(3R) -l-r^^-2, 5-$>**V-3- ( (1R) -l-tKD^>- 
l -*,tu^* s sfr**f-fr) -9- (4- (2-*;^v-4-^f^rv7i 
=-)\,T*;i])V#=-)\s) 7i^^fiH -1, 4, 9->'J7f^t?n [5. 
5] ft >T*% > • ^MiM. 
[0 4 6 6] 



tBfiE# 2003-3074101 




^-v: 199/ 



[0 4 6 7] 

tlc : Rf 0.21 (lft^fi^> : ^^-^=5: l) ; 

NMR(CD 3 0D) : d 8.69 (d, J = 9.2 Hz, 1H), 8.10 (d. J = 8.1 Hz, 2H), 7.76 
(d, J = 8.1 Hz, 2H), 7.66 (d, J = 3.0 Hz, 1H), 7.23 (dd, J = 9.2, 3.0 H 
z, 1H), 4.46 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 4.06 (m, 1H), 3.84 (s, 3 
H), 3.80 (m, 1H), 3.60-3.10 (m, 5H), 2.50-1.14 (m, 17H), 1.00-0.85 (m, 2 
H), 0.95 (t, J = 7.0 Hz, 3H) 0 

mmm z cuuj 

(3R) -l-r^^-2, 5-vt^rV-3- ( (1R) -l-fcHn*V- 
l-*/-?u^* 9 sfr*?-A') -9- (4- (4-*mv-2-n^v7x 
7x-;v^f^) -1, 4, [5. 5] f>f 

[0 4 6 8] 



2003-3074101 




^-v: 200/ 



[0 4 6 9] 

TLC : Rf 0. 53 n n A : *9 J—J*''. IBR=10 : 1:1); 
NMR(CD 3 0D) : a 7.57-7.54 (m, 2H), 7.44 (d, J = 8.5 Hz, 2H), 7.34 (d, J 
= 8.5 Hz, 2H), 7.22 (d. J = 8.0 Hz, 1H), 4.29 (s, 2H), 4.14 (d, J = 2.0 
Hz, 1H), 4.04 (s, 2H), 3.96 (m, 1H), 3.85 (s, 3H), 3.71 (m, 1H), 3.54-3 
37 (m, 3H), 3.27 (dd, J =9.5, 2.0 Hz, 1H), 3.15 (m, 1H), 2.46-2.20 (m, 
3H), 2.12-1.90 (m, 3H), 1.79-1.62 (m, 5H), 1.45-1.11 (m, 6H), 0.99-0.81 
(m, 2H), 0.93 (t, J = 7.5 Hz, 3H) G 



gStaiai g (14 2) 

(3R) -1-7*^-2, 5 -v**V-3- ( (1R) -l-fcKU*->- 
i_~>*u^*v;v*^;v) -9- (4- (4-*mv-2-^K->7x 
-;v*^f^75^f^) 7x;Wf^ -1, 4, 9-hV7f^ s n 
[5. 5] ^>t-** > • it^ia. 
[0 4 7 0] 



ffi|E# 2003-3074101 



002-270849 



: 201/ 



mi 7 1] 



HO 



> \=/ HN 



H 3 C 



[0 4 7 1] 



CH 3 




TLC : Rf o. 24 dd*w \*9 1^=10 : l : D ; 

NMR(CD 3 0D) : 8 8.98 (t, J = 6.0 Hz, 1H), 7.89 (d, J = 8.0 Hz, 1H), 7.74 
(d, J = 1.5 Hz, 1H), 7.69 (dd, J = 8.0, 1.5 Hz, 1H), 7.55-7.49 (m, 4H), 
4.65 (d, J = 6.0 Hz, 2H), 4.35 (s, 2H), 4.14 (d, J = 2.5 Hz, 1H), 4.01 

(s, 3H), 3.97 (m, 1H), 3.74 (m, 1H), 3.59-3.36 (m, 3H), 3.30-3.10 (m, 2H 

), 2.50-2.20 (m, 3H), 2.16-1.89 (m, 3H), 1.81-1.62 (m, 5H), 1.43-1.13 (m 

, 6H), 1.00-0.82 (m, 2H), 0.94 (t, J = 7.0 Hz, 3H) Q 



mmi n 4 3) 

(3R) -l-^;v-2, 5-y**V-3- ( (1R) -l-^ n ^- 
!-^n^y;V^;v) -9- (4- (2, "7 

^v^v) _i, 4, 9-bur^en [5. 5] **r*>-*maL 

[0 4 7 2] 



tttSE# 2003-3074101 




: 202/ 



[0 4 7 3] 

TLC : Rf 0.42 iMXc*f-\>y : j* ^-^=10: D ; 

NMR(CD 3 0D) : S 7.43 (d, J = 8.7 Hz, 2H), 6.96 (d, J = 8.7 Hz, 1H), 6.87 
(d, J = 8.7 Hz, 2H), 6.68 (d, J = 2.7 Hz, 1H), 6.54 (dd, J = 8.7, 2.7 H 
z, 1H), 4.28 (s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 3.96 (m, 1H), 3.81 (s, 3 
H), 3.72 (s, 3H), 3.71 (m, 1H), 3.60-3.10 (m, 5H), 2.50-1.85 (m, 4H), 1. 
80-1.60 (m, 6H), 1.50-1.10 (m, 7H), 0.95 (t, J = 6.9 Hz, 3H), 0.94 (m, 2 
H)o 

mm2 n 4 4) 

(3R) 5-V**V-3- ( (1R) -l-*Kn*v- 

r.,v^;v**v) ^~;v^v) -1, 4, g-MJT-fxtTn [5. 5] 
[0 4 7 4] 



mtiE# 2003-3074101 



Q^r-m. 2002-270849 

[it 1 7 3 ] 



O 




[0 4 7 5] 



tlc : Rf 0.67 (?on*H : ^ * : I^=io : l : i) ; 

NMR(CD 3 0D) : 9 7.64 (dd, J = 8.5, 1.5 Hz, 1H), 7.62 (d. J - 1.5 Hz, 1H) 
, 7.50 (d, J = 8.5 Hz, 1H), 7.49 (d, J = 8.5 Hz, 2H), 7.09 (d, J = 8.5 H 
z, 2H), 5.20 (s, 2H), 4.28 (s, 2H), 4.14 (d, J = 2.0 Hz, 1H), 3.95 (m, 1 
H), 3.94 (s, 3H), 3.70 (m, 1H), 3.56-3.38 (m, 3H), 3.30-3.15 (m, 2H), 2. 
52-2.26 (m, 3H), 2.13-1.88 (m, 3H), 1.79-1.62 (m, 5H), 1.45-1.12 (m, 6H) 
, 1.01-0.82 (m, 2H), 0.95 (t, J = 7.5 Hz, 3H) 0 



(3R) 5-3>**V-3- ( ( 1 R) 

-9- (4- (N— (4-^V^v7x-;V) ^ 
f^-N-^f^T^*^*"^) 7x^;V^f;V) -1, 4, 9-hV7f 
Xtfn [5. 5] ^>T**>-^it 
[0 4 7 6] 



ffifiE# 2003-3074101 



■m 2002-270849 



^~ y : 204/ 



Hfcl 7 4] 




[0 4 7 7] 



TLC : Rf 0.34 nn*;vA : ^ ? / — ;v=5 : l) ; 

NMR(CD 3 0D) : 5 8.12-7.96 (m, 2H), 7.74-7.20 (m, 6H), 4.70-4.24 (m, 4H), 
4.14 (brs, J = 1H), 3.92 (m, 1H), 3.66 (m, 1H), 3.60-2.80 (m, 8H), 2.60 

-2.16 (m, 3H), 2.16-1.84 (m, 3H), 1.82-1.56 (m, 5H), 1.50-1.04 (m, 6 H), 
1.04-0.80 (m, 5H) 0 

MpjtiH ?. ( 1 4 6 ) 



(3R) -l-^;V-2, 5 -v**V-3- ( (1R) -l-*Kn*v- 

i-v^n^v;^^) -9- (4- (4-v7/-2-nWxM 

v) 7i a;Mf^) -1, 4, 9-HJT^*en [5. 5] *>f-#>-i£ 

[0 4 7 8] 



tBIiEilf 2003-3074101 



2002-270849 



^-v: 205/ 



lit 17 5] 




[0 4 7 9] 

TLC : Rf 0.69 (?nn*H : * 9 /-;v=5 : 1) ; 

NMR(CD 3 0D) : * 7.53 (brd, J = 8.7 Hz, 2H), 7.50 (d, J = 2. 1 Hz, 1H), 7. 
36 (dd, J = 8.4, 2.1 Hz, 1H), 7.13 (d, J = 8.4 Hz, 1H), 7.02 (brd, J = 8 
.7 Hz, 2H), 4.33 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 3.98 (m, 1H), 3.8 3 
(s, 3H), 3.73 (m, 1H), 3.60-3.38 (m, 3H), 3.26 (d, J = 1.8 Hz, 1H), 3.18 
(m, 1H), 2.52-2.22 (m, 3H), 2.18-1.88 (m, 3H), 1.80-1.60 (m, 5H), 1.50- 
1.08 (m, 6H), 1.06-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 



(1 4 7) 



(3R) -l-W-2, 5_v^^y-3- ( (1R) -1-^ B ^" 
!_^n^>;V^;V) -9- (4- (4- (1, 2, 3, 5-**^T 
vr . / _ JV _ 2 -j r y-±-4 )V) 7x^v) 7x^JV^f^) -1, 4, 9 
-h'JT^fXfcfn [5. 5] V>7"%> -1MM13. 
[0 4 8 0] 



ffifiE# 2003-3074101 




^-v: 206/ 



[0 4 8 1] 



TLC : Rf 0.55 (^an*w : * ? ;-)V=5 : l) ; 

NMR(CD 3 0D) : d 7.85 (brd, J = 8.4 Hz, 2H), 7.62 (brd, J = 9.0 Hz, 2H), 
7.24-7.12 (m, 4H), 4.37 (s, 2H), 4.16 (d, J = 2.1 Hz, 1H), 4.01 (m, 1H), 
3.76 (m, 1H), 3.58-3.42 (m, 3H), 3.26 (d, J = 2. 1 Hz, 1H), 3.21 (m, 1H) 
, 2.56-2.26 (m, 3H), 2.20-1.88 (m, 3H), 1.86-1.60 (m, 5H), 1.48-1.12 (m, 
6H), 1.08-0.80 (m, 2H), 0.96 (t, J = 7.2 Hz, 3H)o 



(3R) -1-^^-2, 5-***V-3- ( (1R) 

l - i/ ?U^y)V*TK) -9- (4- (4-*;V^-2-^^>7x 
^.)V^^)vr<^)V^)V) 7x.~)V*i-)\>) -1, 4, 

[5. 5] ^7>TiJy • i&BM. 
[0 4 8 2] 



miiE# 2003-3074101 




207/ 



[0 4 8 3] 



tlc : Rf 0.47 (^no*H : *9 : l^=io : i : i) ; 

NMR(CD 3 0D) : * 8.97 (t, J = 5.5 Hz, 1H), 7.98 (d, J = 8.5 Hz, 2H), 7.70 
(d, J = 8.5 Hz, 2H), 7.62-7.59 (m, 2H), 7.33 (d, J = 8.0 Hz, 1H), 4.63 
(d, J = 5.5 Hz, 2H), 4.43 (s, 2H), 4.15 (d, J = 2.5 Hz, 1H), 4.02 (m, 1H 
), 3.93 (s, 3H), 3.76 (m, 1H), 3.57-3.39 (m, 3H), 3.30-3.16 (m, 2H), 2.5 
6-2.29 (m, 3H), 2.16-1.88 (m, 3H), 1.80-1.61 (m, 5H), 1.47-1.10 (m, 6H), 
1.01-0.81 (m, 2H), 0.95 (t, J = 7.0 Hz, 3H) C 

mmm u 4 9) 

(3R) -l-f^)V-2, 5-v**V-3- ( (1R) -l-*Kn*v- 
i-^n^v^^v) -9- (4- (4-fcKn*->-2-^^7x 
7x^;^f;v) -1, 4, [5. 5] -)>f*> 

• 

[0 4 8 4] 



ffif£# 2003-3074101 




^-v : 208/ 



[0 4 8 5] 

TLC : Rf 0.29 (jMit**l'> * * ' -*=10 : D ; 

NMR(CD 3 0D) : S 7.42 (d, J = 8.7 Hz, 2H), 6.87 (d, J = 8.7 Hz, 2H), 6.85 
(d, J - 8.7 Hz, 1H), 6.56 (d, J = 2.7 Hz, 1H), 6.39 (dd, J = 8.7, 2.7 H 
z, 1H), 4.27 (s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 3.96 (m, 1H), 3.71 (m, 1 
H), 3.69 (s, 3H), 3.60-3.10 (m, 5H), 2.50-1.96 (m, 6H), 1.80-1.60 (m, 5H 
), 1.50-1.10 (m, 6H), 1.05-0.90 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 

mtim 2 Q-sjl) 

(3R) -1-7^-2, 5-vW-3- ( (1R) 
l-^n^V****) -9- (4- (4- (N, N, -v^W^* 

if * tf D [ 5 . 5 ] -)>f*>- 
[0 4 8 6] 



ffi|E# 2003-3074101 




^-v : 209/ 



[0 4 8 7] 

TLC : Rf 0.63 (^nnW : ^ 9 y-;V=5 I 1) ; 

NMR(CD 3 0D) : 8 7.48 (brd, J = 8.7 Hz, 2H), 7.20 (d, J = 1.8 Hz, 1H), 7. 
16 (d, J = 7.8 Hz, 1H), 7.04 (dd, J = 7.8, 1.8 Hz, 1H), 6.96 (brd, J = 8 
.7 Hz, 2H), 4.31 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 3.99 (m, 1H), 3.7 9 
(s, 3H), 3.72 (m, 1H), 3.62-3.38 (m, 3H), 3.25 (d, J = 1.8 Hz, 1H), 3.18 
(m, 1H), 3.11 (brs, 3H), 3.06 (brs, 3H), 2.52-1.88 (m, 6H), 1.86-1.62 ( 
m, 5H), 1.54-1.08 (m, 6H), 1.06-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H) 

o 

(3R) _i-^;v-2, 5-v**V-3- ( ( 1 R) 
!_^^n^^>>;vpi^;v) -9- (4- (4-#m->-3-^Wx; 
yx.-)V*T)V) -1, 4, [5. 5] 

mm 

[0 4 8 8] 



ffiSE# 2003-3074101 




^-v : 210/ 



[0 4 8 9] 

TLC : Rf 0. 60 n n *;VA : j* * J -;v=5 : 1) ; 

NMR(CD 3 0D) : <5 7.97 (d. J = 8.7 Hz, 1H), 7.60 (brd, J = 8.4 Hz, 2H), 7. 
15 (brd, J = 8.4 Hz, 2H), 6.91 (d, J = 2.1 Hz, 1H), 6.87 (dd, J = 8.7, 2 
.1 Hz, 1H), 4.36 (s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 4.01 (m, 1H), 3.7 6 
(m, 1H), 3.60-3.40 (m, 3H), 3.26 (d, J = 2.1 Hz, 1H), 3.20 (m, 1H), 2.56 
(s, 3H), 2.56-2.25 (m, 3H), 2.18-1.88 (m, 3H), 1.86-1.60 (m, 5H), 1.56- 
1.13 (m, 6H), 1.06-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 

*»*«2 M 5 2) 
(3R) -1-7^-2, 5-mv-3- ( (1R) 
i-^n^v^^V) -9- (4- (4-^w;^;v7^-2- 
n^>7x;^) 7*-****) -1, 4, g-h^Tifxen [5. 5 

[0 4 9 0] 



ffifiE# 2003-3074101 



H2 002-2 70849 



^-v: 211/ 



lit 18 1] 




[0 4 9 1] 

TLC : Rf 0.45 nn*H : ^ ^y— ;v=io : i) ; 

NMR(CD 3 0D) : 3 7.45 (d, J = 8.5 Hz, 2H), 7.04 (d, J = 1.5 Hz, 1H), 7.03 
(d, J = 8.5 Hz, 1H), 6.92 (d, J = 8.5 Hz, 2H), 6.87 (dd, J = 8.5, 1.5 H 
z, 1H), 4.29 (s, 2H), 4.15 (d, J = 2.0 Hz, 1H), 3.98 (m, 1H), 3.74. (s, 3 
H), 3.70 (m, 1H), 3.55-3.39 fan. 3H), 3.30-3.09 (m, 2H), 2.99 (s, 3H), 2. 
50-1.88 fan, 6H), 1.81-1.61 fan, 5H), 1.46-1.14 fan, 6H), 1.03-0.82 fan, 2H) 
, 0.95 (t, J = 7.0 Hz, 3H) 0 

Alfiem?. (1 S 3J 
(3R)-'l-^-2. 5-S>**V-3- ( (1R) 

l-*, ? U<^* s s -9- (4- (4-*)^>-2-iK , >7x 

/**y) 7xr;Mf;» -1, 4, [5. 5] *>r*> 

• mm. 

[0 4 9 2] 



ffigE# 2003-3074101 




^- v : 212/ 



[0 4 9 3] 

tlc : Rf 0.65 (&ft^v> : * *y-;v=5 : l) ; 

NMR(CD 3 0D) : 8 7.72 (d, J = 1.8 Hz, 1H), 7.66 (dd, J = 8.4, 1.8 Hz, 1H) 
, 7.49 (d, J = 8.6 Hz, 2H), 7.09 (d, J = 8.4 Hz, 1H), 7.01 (d, J = 8.6 H 
z, 2H), 4.33 (s. 2H), 4.15 (d, J = 2.1 Hz, 1H), 4.07 (q, J = 7.0 Hz, 2H 
), 4.00 (m, 1H), 3.74 (m, 1H), 3.54-3.10 (m, 5H), 2.51-1.15 (m, 17H), 1. 
24 (t, J = 7.0 Hz, 3H), 1.03-0.90 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 

gjfeffil 2 (154) 

(3R) 5-v**V"3- ( (1R) -l-^W" 

l_*,*n^*->**«0 -9- (4- (4-^my-3-n^>7x 
y*v) 7x-Wf;v) -1, 4, g-h'JTf^^n [5. 5] 

[0 4 9 4] 



miE# 2003-3074101 



^£§12 002-2 70849 



^-v?: 213/ 



Hfcl 8 3 ] 



CH 5 




[0 4 9 5] 



HjC : Rf 0.71 (^nn*M : * 9 / — ^=5 : l) ; 

NMR(CD 3 0D) : B 7.88 (d, J = 8.7 Hz, 1H), 7.62 (brd, J = 8.4 Hz, 2H), 7. 
19 (brd, J = 8.4 Hz, 2H), 6.80 (d, J = 2.4 Hz, 1H), 6.57 (dd, J = 8.7, 2 
.4 Hz, 1H), 4.37 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 4.00 (m, 1H), 3.8 6 
(s, 3H), 3.75 (m, 1H), 3.60-3.40 (m, 3H), 3.26 (d, J = 1.8 Hz, 1H), 3.24 
(m, 1H), 2.59-2.24 (m, 3H), 2.18-1.87 (m, 3H), 1.82-1.62 (m, 5H), 1.50- 
1.08 (m, 6H), 1.06-0.80 (m, 2H), 0.95 (t, J = 6.9 Hz, 3H)o 



(3R) -l-W-2, 5 -v**V-3- ( (1R) -l-fcK***- 
!— >*n^*v;v^*) -9- (4- ( 4 -^W5/*^-3- 
tK n^7x^v) 7x,W^) -l, 4, 9-b';7f^n [5. 

5] > - MBM. 

[0 4 9 6] 



mSE# 2003-3074101 




^- ✓ : 214/ 



[0 4 9 7] 

TLC : Rf 0.82 (?dd*W : * 9 7-^=5 : l) *, 

NMR(CD 3 0D) : 8 7.72 (d, J = 9.0 Hz, 1H), 7.61 (brd, J = 8.7 Hz, 2H), 7. 
17 (brd, J = 8.7 Hz, 2H), 6.52 (dd, J = 9.0, 2.4 Hz, 1H), 6.44 (d, J = 2 
.4 Hz, 1H), 4.36 (s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 4.00 (m, 1H), 3.7 5 
(m, 1H), 3.60-3.40 (m, 3H), 3.26 (d, J = 2.1 Hz, 1H), 3.20 (m, 1H), 2.90 
(s, 3H), 2.56-2.24 (m, 3H), 2.18-1.88 (m, 3H), 1.82-1.60 (m, 5H), 1.52- 
1.07 (m, 6H), 1.06-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 

^M9. (1 5 6) 

(3R) _ x _^ ;l ,_2, 5-v**V-3- ( (1R) -l-fcKO*v- 
l-*,**^******) -9- (4- (3, 5-v^^7x^y) 7 
-1, 4, 9-hVT^^n [5. 5] *>r*> ■ mWtm. 
[0 4 9 8] 



ttilE^f 2003-3074101 



f! 2002-270849 



^-v : 215/ 



Mb 1 8 5 ] 



H 3 C-Q 




H 3 C-0 



[0 4 9 9] 

tlc : Rf 0.64 (mitris* : * * ^ -a^io : D ; 

NMR(CD 3 0D) : 9 7.53 (d, J = 8.7 Hz, 2H), 7.08 (d, J = 8.7 Hz, 2H), 6.31 
(t, J = 2.4Hz, 1H), 6.17 (d, J = 2.4Hz, 2H), 4.33 (s, 2H), 4.15 (d, J = 
2.1 Hz, 1H), 3.99 (m, 1H), 3.74 (m, 1H), 3.74 (s, 6H), 3.58-3.32 (m, 3H 
), 3.30-3.08 (m, 2H), 2.54-2.20 (m, 3H), 2.18-1.83 (m, 3H), 1.82-1.55 On 
, 5H), 1.50-1.05 (m, 6H), 1.05-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 

mami (157) 

(3R) -1-7-^-^-2, 5-V**V-3- ( (IK) 
l_->*n^*v;v^;v) -9- (4- (4-^f;^^f-;vT^-2- 
^^7x/^y) -1, 4, g-h^T-ifxen [5. 5 

[0 5 0 0] 



fcBfE# 2003-3074101 




^-v : 216/ 



[0 5 0 1] 

TLC : Rf 0.36 (^nn*;vA : ^ ?/-;v=l0 : l) ; 

NMR(CD 3 0D) : d 9.93 (s, 1H), 7.51 (d, J = 2.0 Hz, 1H), 7.44 (d, J = 9.0 
Hz, 2H), 7.08 (dd, J = 8.5, 2.0 Hz, 1H), 6.98 (d, J = 8.5 Hz, 1H), 6.91 
(d, J = 9.0 Hz, 2H), 4.29 (s, 2H), 4.15 (d, J = 2.0 Hz, 1H), 3.98 (m, 1 
H), 3.73 (s, 3H), 3.71 (m, 1H), 3.55-3.40 (m, 3H), 3.27 (m, 1H), 3.15 (m 
, 1H), 2.49-1.90 (m, 6H), 2.13 (s, 3H), 1.80-1.62 (m, 5H), 1.47-1.16 (m, 
6H), 1.01-0.85 (m, 2H), 0.95 (t, J = 7.0 Hz, 3H) Q 



mffiM2 M 5 8) 

(3R) -i-y^)V-2, 5-v**V-3- ( (1R) -l-KK***- 
i_3,*n^**Ao**>i0 -9- (4- (4- (t-^W 7^*v) v 
x-^f/H -1, 4, 9-fV7f^'n [5. 5] 
[0 5 0 2] 



ffifiE# 2003-3074101 



002-270849 



^-v : 217/ 



Hk 1 8 7 ] 




[0 5 0 3] 

TLC : Rf 0.79 (ft»if^ * 9 J -^=10 : 1) ; 

NMR(CD 3 0D) : 8 7.49-7.45 (m, 2H), 7.43 (d. J = 8.7 Hz, 2H), 7.03 (d, J 
= 8.7 Hz, 2H), 6.96 (d, J = 8.8 Hz, 2H), 4.31 (brs, 2H), 4.15 (d, J = 8. 
8 Hz, 2H), 3.98 (m, 1H), 3.71 (m, 1H), 3.56-3.40 (m, 3H), 3.32-3.08 (m, 
2H), 2.55-2.30 (m, 3H), 2.15-1.90 (m, 3H), 1.82-1.60 (m, 5H), 1.50-1.04 
(m, 6H), 1.33 (s, 9H), 0.95 (t, J =7.5 Hz, 3H), 1.00-0.82 (m, 2H)o 



(3R) -l-^V-2, 5 -v**V-3- ( (1R) 
i-MU^Wf-At) -9- (4- (3-#^-2-^e^* 
**) y^*,*+») 7 -I, 4, [5. 

5] yyr-tjy • 

[0 5 0 4] 



mSE# 2003-3074101 



2002-270849 



✓<-v : 218/ 



[itl 8 8] 




[0 5 0 5] 

nx : Rf 0.40 (n-y 9 J • Wftk : ^=4 : 2 : D ; 

NMR(CD 3 0D) : 5 7.51 (d, J = 8.7 Hz, 2H), 7.11 (d, J - 8.7 Hz, 2H), 4. 
(s, 2H), 4.30 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 3.98 (m, 1H), 3.73 ( 
1H), 3.56-3.38 (m, 3H), 3.30-3.09 (m, 2H), 2.52-2.18 (m, 3H), 2.18-1. 
(m, 3H), 1.86-1.60 (m, 5H), 1.50-1.06 (m, 6H), 1.05-0.80 (m, 2H), 0.5 
(t, J = 6.9 Hz, 3H)o 

mMM 2 M 6 0 ) 

(3R) -1-7^-2, 5-***V-3- ( ( 1 R) -l-fcKn*S 

^ ;V) _i, 4 , 9-HJTWn [5. 5] 
[0 5 0 6] 



ffiiE# 2003-3074101 




^-v? : 219/ 



[0 5 0 7] 

TLC : Rf 0.67 : * */-*=M> : l) ; 

NMR(CD 3 0D) : d 7. 45 (d, J = 8.4 Hz, 2H) , 7. 24 (m, 1H) , 7. 13 (dd, J = 8. 
7, 1.8 Hz, 1H), 7.08-6.94 (m, 2H), 6.90 (d, J = 8.4 Hz, 2H), 4.29 (s, 2H 
), 4.15 (d, J = 2.1 Hz, 1H), 3.97 (m, 1H), 3.75 (s, 3H), 3.73 (m, 1H), 3 
.58-3.39 (m, 3H), 3.30-3.10 (m, 2H), 2.52-2.20 (m, 3H), 2.17-1.87 (m, 3H 
), 1.82-1.60 (m, 5H), 1.50-1.06 (m, 6H), 1.04-0.78 (m, 2H), 0.95 (t, J = 
7.2 Hz, 3H) 0 

&^M9. (16 1) 
(3R) -l-y^;V-2, 5-V**V-3- ( (1R) 
l-:s?u^*v)V*^)V) -9- (4- (4-HJ7;V*tM >^>7x^ 

v) 7x^Mf;v) -l, 4, 9-h'J7f^^ [5. 5] ^yrijy-U 

[0 5 0 8] 



J±ifiE# 2003-3074101 



002-270849 



^-v: 220/ 



Hfcl 9 0] 




[0 5 0 9] 



tlc : Rf 0.77 : -;v=io : D ; 

NMR(CD 3 0D) : d 7.53 (d, J = 7.8 Hz, 2H), 7.31 (d, J - 7.8 Hz, 2H), 7.11 
(d, J = 8.9 Hz, 4H), 4.30 (brs, 2H), 4.15 (d, J = 2.1 Hz, 1H), 3.94 (m, 
1H), 3.70 (m, 1H), 3.53-3.34 (m, 3H), 3.25-3.05 (m, 2H), 2.49-1.91 (m, 

6H), 1.84-1.60 (m, 5H), 1.50-1.21 (m, 6H), 0.96 (t, J = 7.5 Hz, 3H), 1.0 

5-0.80 (m, 2H)o 



9. M 6 2 ) 

(3R) -1-7-^^-2, 5-v**V-3- ( ( 1 R) -l-HKn*v- 
l_-.>^ n ^*v;V*?-;V) -9- (4- (4-2MV***v-2, %-*J*+* 

7x-wf^v) -l, 4, g-f'JTfxen [5. 5] *?>r 

[0 5 10] 



mm%? 2003-3074101 




^- v : 221/ 



[0 5 11] 



TLC : Rf 0.68 (|«xf^ : * * 7-^=4 : 1) ; 

NMR(CD 3 0D) : 3 7.82 (s, 2H), 7.55 (d. J = 9.0 Hz, 2H), 6.84 (d, J = 7.7 
Hz, 2H), 4.29 (s, 2H), 4.15 (d, J = 2.4 Hz, 1H), 4.05-3.85 (m, 1H), 3.7 

5-3.60 (m, 1H), 3.58-3.38 (m, 3H), 3.35-3.20 (m, 2H), 2.68-2.50 (m, 1H), 
2.48-2.32 (m, 2H) 2.17 (s, 6H), 2.20-2. 02(m, 3H), 1.71 (m, 5H), 1.50-1. 

20 (m, 6H), 0.94 (t, J = 7.2 Hz, 3H), 1.05-0.80 (m, 2H)o 

mmz n 6 3) 

(3R) -1-7*^-2, 5-***V-3- ( (1R) -1-tiKn^v- 
l-i^n^******) -9- (4- (4-yn*7x^v) ^x^w 
?-;V) -1, 4, 9-h'JT^tfn [5. 5] * > • 
[0 5 12] 



m&M 2003-3074101 



^^§2 002-270849 



^-v : 222/ 



lit I 9 2] 



CH 3 




■HCI 



[0 5 13] 



TLC : Rf 0.85 (?nn*;vA : * */-^=5 : 1) ; 

NMR(CD 3 0D) : 5 7.60-7.50 (m, 4H), 7.09 (brd, J - 9.0 Hz, 2H), 6.97 (brd 
. J - 9.0 Hz, 2H), 4.34 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 3.99 (m, 1H), 
3.74 (m, 1H), 3.58-3.38 (m, 3H), 3.26 (d, J - 1.8 Hz, 1H), 3.19 (m, 1H 
), 2.52-2.22 (m, 3H), 2.18-1.88 (m, 3H), 1.82-1.62 (m, 5H), 1.50-1.06 (m 
, 6H), 1.04-0.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H) e 



(3R) -1 2. 5-***V-3- ( (1R) -1-^Kn^v- 
i_v*n^*v*^*) -9- (4- (2-*W>-4-^^>^ 

7x.Wfi^) -1, 4, C5. 5] 

[0 5 14] 



tblE# 2003-3074101 




223/ 



[0 5 15] 



TLC : Rf 0.62 (^nn*w : ^y-;v=5 : 1) ; 

NMR(CD 3 0D) : d 7.48-7.40 (m, 3H), 7.17 (dd, J - 9.0, 3.3 Hz, 1H), 7.05 
(d, J = 9.0 Hz, 1H), 6.91 (brd, J = 8.7 Hz, 2H), 4.29 (s, 2H), 4.15 (d, 
J = 1.8 Hz, 1H), 3.97 (m, 1H), 3.85 (s, 3H), 3.72 (m. 1H), 3.58-3.38 (m, 
3H), 3.26 (d, J = 1.8 Hz, 1H), 3.18 (m, 1H), 2.52-2.19 (m, 3H), 2.18-1. 
84 (m, 3H), 1.84-1.58 (m, 5H), 1.50-1.08 (m, 6H), 1.04-0.80 (m, 2H), 0.9 
5 (t, J = 7.2 Hz, 3H)o 

at fWg (16 5) 
(3R) -l-7^;V-2, 5 -v**V-3- ( (1R) 

l-~>^n-s^v^^^;V) -9- (4- (2-*m , /7xM'» -7^=- 
_i, 4 , 9-HJ7*f*tfn [5. 5] 
[0 5 16] 



ffifiMf 2003-3074101 




^-v : 224/ 



[0 5 17] 



TLC : Rf 0.41 (ttft^^V^ *• * ^^-^=5*. D I 

NMR(CD 3 0D) : 5 7.95 (dd, J - 7.5. 1.5 Hz, 1H), 7.58 (m, 1H), 7.48 (d, J 
- 9.0 Hz, 2H), 7.31 (dt, J - 7.8, 1.2 Hz, 1H), 7.07 (dd, J - 7.8, 1.2 H 
z, 1H), 6.99 (d, J = 9.0 Hz, 2H), 4.31 (s, 2H), 4.15 (d, J - 2.0 Hz, 1H) 
, 3.99 (m, 1H), 3.74 (m, 1H), 3.54-3.09 (m, 5H), 2.50-1.15 (m, 17 H), 1. 
00-0.87 (m, 2H), 0.95 (t, J = 7.5 Hz, 3H) Q 



»»ff!3 (1) . 

(3R ) -i 2. 5-3>**V-3- ( (1R) -l-*Kn< 
X-^n^*****-*) -9- (4- (4-**W7iMJ') 
-1, 4, [5. 5] *>r*>.*WI 



tBSE# 2003-3074101 



2002-270849 



V : 225/ 



[0 5 18] 
Hbl 9 5] 




[0 5 19] 



ux : Rf 0.66 mtt^vy \ **? ;-)V=±\ 1) ; 

NMR(CD 3 0D) : S 8.03 (d, J = 9.0 Hz, 2H), 7.61 (d, J = 9.0 Hz, 2H), 7.17 
(d, J = 9.0 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.37 (s, 2H), 4.15 (d, J 
= 2.0 Hz, 1H), 4.00 (m, 1H), 3.76 (m, 1H), 3.63 (m, 1H), 3.49-3.45 (m, 

2H), 3.33-3.26 (m, 2H), 2.50-2.38 (m, 3H), 2.17-1.93 (m, 3H), 1.80-1.65 

(m, 4H), 1.34-1.17 (m, 6H), 1.00-0.87 (m, 2H) Q 



7 _ rf -; V _ 8 , 16 _v^^ V -3- (4- U-*r&T$S**'#-*''7 
y^=.)V^^-)V-3, 7, 15-h'J7f^^ [5. 2. 5. 2 

[0 5 2 0] 



miiE# 2003-3074101 




^-v? : 226/ 



[0 5 2 1] 

» 

TLC : Rf 0.31 (ft**^* : * * ' -*=io : D ; 

NMR(CD 3 0D) : * 7.84 (d, J = 8.7 Hz, 2H), 7.61 (d, J = 8.7 Hz, 2H), 7.14 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 3.95-3.80 
(m, 2H), 3.55-3.35 (m, 4H), 2.91 (s, 3H), 2.52-2.41 (m, 2H), 2.14-1.94 ( 
m, 4H), 1.80-1.30 (m, 12H), 0.95 (t, J = 7.5 Hz, 3H) C 

(3) 

(3S) -l-^;V-2, 5— ?**V-3- ( (1R) -l-*Vu**s- 
1 -*s?u^*^)V*?-)l>) -9- (4- (4-*^v7x^y) 7^- 
# -l, 4, 9 -HJ TIT* *n [5. 5] ^>r#>-«WI 

[0 5 2 2] 



ffi«E# 2003-3074101 



002-270849 



^-v *. 227/ 



Hkl 9 7] 




[0 5 2 3] 



TLC : Rf 0.38 (^on*H : * 9 S -;v=io : 1) ; 

NMR(CD 3 0D) : 8 8.04 (d, J = 8.7 Hz, 2H), 7.61 (d. J = 8.7 Hz, 2H), 7.18 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.37 (s, 2H), 4.09 (d, J 
-1.2 Hz, 1H), 4.08 (m, 1H), 3.71 (m, 1H), 3.64-3.41 (m, 4H), 3.22 (m, 
1H), 2.58-2.41 (m, 2H), 2.33 (m, 1H), 2.21-1.97 (m, 2H), 1.83-1.60 (m, 5 
H), 1.54-1.10 (m, 7H), 1.05-0.84 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 



mms (4) 

(3R) -l-^V-2, 5 -v**V-3- ( (IS) -1-KF** 

l-^n^v;^^) -9- (4- (4-*H^>7x^y) "7 
-1, 4, [5. 5] ^>f*>-«0W 

[0 5 2 4] 



ftfiE# 2003-3074101 




^-v: 228/ 



[0 5 2 5] 

TLC : Rf 0.38 (^nn*M : * *y-;v=io : 1) ; 

NMR(CD 3 0D) : d 8.04 (d, J = 8.7 Hz, 2H), 7.61 (d, J = 8.7 Hz, 2H), 7.18 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.37 (s, 2H), 4.09 (d, J 
= 1.2 Hz, 1H), 4.08 (m, 1H), 3.71 (m, 1H), 3.64-3.41 (m, 4H), 3.22 (m, 
1H), 2.58-2.41 (m, 2H), 2.33 (m, 1H), 2.21-1.97 (m, 2H), 1.83-1.60 (m, 5 
H), 1.54-1.10 (m, 7H), 1.05-0.84 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 

IMP (5) 

(3R) _ 1 _^^;v_ 2 , 5-v**v-3- ( (1R) -l-£Kn*v- 
1 _~>^n^^v;v^f-;v) -9- (4- (4-*my7x/^y) 7 ^~ 
-i, 4 , 9-bUT^tfn [5. 5] 
[0 5 2 6] 



ffifEJjf 2003-3074101 




^-v : 229/ 



[0 5 2 7] 

tlc : Rf 0.55 «frfb**-v> : *?/-^=4:i) ; 

NMR(CD 3 0D) : 8 8.03 (d, J = 8.7 Hz, 2H), 7.60 (d, J = 8.7 Hz, 2H), 7.18 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.38 (s, 2H), 4.17 (d, J 
= 1.8 Hz, 1H), 3.99 (m, 1H), 3.79 (m, 1H), 3.50-3.46 (m, 2H), 3.26 (dd, 
J = 9.6, 1.8 Hz, 1H), 2.95 (s, 3H), 2.60-2.36 (m, 3H), 2.12-1.94 (m, 3H 

), 1.80-1.64 (m, 4H), 1.38-1.18 (m, 3H), 1.00-0.88 (m, 2H)o 

mmm (6) 

(3R) - 1 - (2 - ^f;VX;V*-JV7? S^T-fr) -2, 5-S>**V-3 
- ( ( 1 R) - 1 - K Kn**> - 1 - y i'D^V^f A') -9- (4- (4 

-^w;;*;v«7x/^r-/) -1, 4, 9-HJ7 

*f*\£u [5. 5] VyT%> -UWM. 
[0 5 2 8] 



2003-3074101 



2002-270849 



^-v: 230/ 



Hfc2 0 0] 




[0 5 2 9] 



TLC : Rf 0. 35 * a # JVA : * * / : If$fe=20 : 2 : 1) ; 

NMR(CD 3 0D) : 8 7.84 (d, J - 9.0 Hz, 2H), 7.57 (d, J = 8.7 Hz, 2H), 7.15 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.36 (s, 2H), 4.18 (d, J 
- 2.1 Hz. 1H), 4.02 (m, 1H), 3.83-3.58 (m, 2H), 3.55-3.10 (m, 6H), 2.95 
(s, 3H), 2.91 (s, 3H), 2.56-2.36 (m, 2H), 2.34-2.10 (m, 2H), 2.10-1.88 

(m, 2H), 1.82-1.60 (m, 4H), 1.40-1.10 (m, 3H), 1.05-0.80 (m, 2H)o 

*ffifl|3 (7) 

(3R) -l-***-2. 5-y^V-3- ( (1R) -1-^KH^rv- 

!_v^n^v;vpt^;v) -9- (4-^f^^T^7x-;v^ 
;v) -1, 4, 9-h'J7fxi;n [5. 5] ^vf*>-*ftBfta 
[0 5 3 0] 



{±iliE# 2003-3074101 




: 231/ 



[0 5 3 1] 



TLC : Rf 0.22 OSm*-** '> * * ' ~ ;V=4 : 1] 

NMR(CD 3 0D) : S 7.49 (d, J = 8.5 Hz, 2H), 7.33 (d, J - 8.5 Hz, 2H), 4.22 
(s, 2H), 4.16 (d, J = 2.1 Hz, 1H), 3.82 (m, 1H), 3.64 (m, 1H), 3.37-3.3 
3 (m, 2H), 3.26 (dd, J - 9.6, 2.1 Hz, 1H), 3.00 (s, 3H), 2.95 (s, 3H ), 
2.49 (m, 1H), 2.36-2.31 (m, 2H), 2.05-1.92 (m, 3H), 1.80-1.66 (m, 4H), 1 
.33-1.14 (m, 3H), 1.00-0.88 (m, 2H)o 

«fW3 (8) 

(3R) -1-^^-2, 5 — ?**V-3- ( (1R) -l-*Kn*V- 

;v) -1, 4, [5. 5] f>f*>-W^ 

[0 5 3 2] 



ffi$E# 2003-3074101 




^-vl 232/ 



[0 5 3 3] 



TLC : Rf 0.28 OSm*-** * * /-^=4 : D ; 

NMR(CD 3 0D) : 5 7.53 (d, J - 8.5 Hz, 2H), 7.34 (d, J = 8.5 Hz, 2H), 4.32 
(s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 3.98 (m, 1H), 3.77-3.59 (m, 2H), 3.4 
5-3.41 (m, 2H), 3.33(m, 1H), 3.27 (m, 1H), 3.01 (s, 3H), 2.49-2.26 (m , 
3H), 2.15-1.91 (m, 3H), 1.80-1.65 Cm, 4H), 1.34-1.16 (m, 6H), 1.00-0.86 
(m, 2H) 0 

iigy (9) 

(3R) -l-yne;V-2, 5 -v**V-3- ( (1R) 
-X-^u^v^^V) -9- (4-^V***-^^ 7 ^ 1 ^ 
?-;v) -1, 4, 9-b';7f^tfD [5. 5] -)>f*>-S^ 
[0 5 3 4] 



miiE# 2003-3074101 



12002-270849 



233/ 



[it2 0 3] 



O 

O-S-NH 



H 3 C 



■HCI 




[0 5 3 5] 

TLC : Rf 0.50 (ftBft^* : * * y - ;V=4 : x) ; 

NMR(CD 3 0D) : a 7.52 (d, J - 8.5 Hz, 2H), 7.35 (d, J - 8.5 Hz, 2H), 4.32 
(s, 2H), 4.15 (d, J - 1.8 Hz, 1H), 3.99 (m, 1H), 3.74 (*, 1H), 3.46-3.4 

2 (m, 3H), 3.28 (m, 1H), 3.11 (m, 1H), 3.01 (s, 3H), 2.49-2.28 (m, 3H ), 
2.14-1.91 (m, 3H), 1.80-1.64 (m, 5H), 1.47-1.18 (m, 4H), 1.00-0.87 (m, 

5H) 0 

mmm d q) 

(3R) -l-***-2, 5-V**V-3- ( (1R) 
l-S^n^******) -9- (4- (4-^W^T^7x; 
*v) 7x^;M^) -1, 4, 9-b')7fxen [5. 5] *>r*> ' 



10 5 3 6] 



mtiE# 2003-3074101 



Qfrm 2002-270849 

[ft 2 0 4] 




[0 5 3 7] 

TLC : Rf 0.41 ' * * ' -*=4 : 1) ; 

NMR(CD 3 0D) : 8 7.48 (d, J - 9.0 Hz, 2H), 7.28 (d, J = 9.0 Hz, 2H), 7.04 
(d, J = 9.0 Hz, 2H), 7.02 (d, J = 9.0 Hz, 2H), 4.18 (s, 2H), 4.16 (d, J 
= 2.0Hz, 1H), 3.75 (m, 1H), 3.58 (m, 1H), 3.34-3.33 (m, 2H), 3.26 (m , 
1H), 2.95 (s, 3H), 2.94 (s, 3H), 2.52-2.23 (m, 3H), 2.04-1.92 (m, 3H), 1 
.80-1.64 (m, 4H), 1.34-1.14 (m, 3H), 1.01-0.87 (m, 2H) C 

(11) 

(3R) -l-^;v-2, 5-v**V-3- ( (1R) -l-*Kn*->- 

-9- (4- (4-^^>^V7^7xy 
•? -I, 4, 9-h'J7f^°n [5. 5] *>r*> • 

mmm. 

[0 5 3 8] 




mtiE# 2003-3074101 



II 2002-270849 



^-v: 235/ 



[it 2 0 5] 



HN 




[0 5 3 9] 

tlc : Rf o.62 (gm^*-* : * 9 u > 

NMR(CD 3 0D) : 9 7.53 (d, J - 9.0 Hz, 2H), 7.29 (d, J - 9.0 Hz, 20. 7.06 
(d, J = 9.0 Hz, 2H). 7.03 (d, J = 9.0 Hz, 2H), 4.32 (s, 2H), 4.15 (d, J 
= 2.1 Hz, 1H), 3.98 (m, 1H), 3.76-3.60 (m, 2H), 3.46-3.42 (m, 2H), 3 .3 
3 (m, 1H), 3.29 (m, 1H), 2.95 (s, 3H), 2.48-2.25 (m, 3H), 2.16-1.92 (m, 
3H), 1.80-1.64 (m, 4H), 1.39-1.16 (m, 6H), 1.00-0.87 (m, 2H)o 



(3R) 5-v^V-3- ( (1R) 

-a-^'n^*****-*) -9- (4- {4-*+*AA>*-*>TSSy* 
y^»*+&) -1, 4, [5. 5] *>r*> 



[0 5 4 0] 



{iiliE# 2003-3074101 



Ql2 002-270849 



/^-v: 236/ 



Mb 2 0 6] 




[0 5 4 1] 



TLC : Rf 0.74 (ft»xf^ : ^ * / -;v=4 : i) ; 

NMR(CD 3 0D) : * 7.52 (d. J = 9.0 Hz, 2H), 7.29 (d, J = 9.0 Hz, 2H), 7.06 
(d, J = 9.0 Hz, 2H), 7.03 (d, J = 9.0 Hz, 2H), 4.30 (s, 2H), 4.15 (d, J 
= 2.1 Hz, 1H), 3.94 On. 1H), 3.70 (m, 1H), 3.49-3.41 (m, 3H), 3.29 ( m, 
1H), 3.14 (m, 1H), 2.95 (s, 3H), 2.48-2.24 (m, 3H), 2.14-1.91 (m, 3H), 
1.80-1.64 (m, 5H), 1.50-1.14 (m, 4H), 1.01-0.87 (m, 5H)o 



gjfegjLS (1 3) 

(3R) -l-^V-2, 5-***V-3- ( (1R) -1-^ B ^- 
2, -9- (4- (4-*^v7x^-» 7 ^-=- 

-1, 4, 9-b^T^tfn [5. 5] * >r* • *MH* 
[0 5 4 2] 



miE# 2003-3074101 



^^12 002-270849 



^-i? : 237/ 



[ft 2 0 7 ] 




TLC : Rf 0.53 (^nnW : 9 J — fr \ SfcM=20 : 2 : 1) ; 
NMR(CD 3 0D) : 8 8.00 (d, J = 8.7 Hz, 2H), 7.55 (d, J = 8.7 Hz, 2H), 7.07 
(d, J = 8.7 Hz, 2H), 6.99 (d, J = 8.7 Hz, 2H), 4.14 (s, 2H), 3.68 (m, 1 
H), 3.50 (d, J = 2.1Hz, 1H), 3.60-3.20 (m, 6H), 2.60-2.35 (m, 3H), 2.00 
(m, 1H), 1.70-1.30 (m, 4H), 0.99 (s, 9H), 0.92 (t, J = 7.2 Hz, 3H) C 

gjfeffil_3. M 4) 
(3R) _ 1 _^ ;V _2, 5 -v**v-3- ( (1R) 

• *v) 7x^WfJV) -1, 4, [5. 5] *>r*>' 

mmm. 

[0 5 4 4] 



ffi|E# 2003-3074101 



Mb 2 0 8] 



012 002-270849 



^-v*! 238/ 




[0 5 4 5] 



TLC : Rf 0.56 n n : *9 J-*: »flfc=20 : 2 : 1) ; 

NMR(CD 3 0D) : * 7.84 (d, J - 9.0 Hz, 2H), 7.62 (d. J - 9.0 Hz, 2H), 7.14 
(d, J = 9.0 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.35 (s, 2H), 4.14 (d, J 
- 2.1Hz, 1H), 3.96 (m, 1H), 3.77 (m, 1H), 3.50-3.30 (m, 4H), 3.46 (d, J 
= 2.1Hz, 1H), 2.91 (s, 3H), 2.60-2.05 (m, 4H), 1.70-1.30 (m, 4H), 0.99 
(s, 9H), 0.94 (t, J = 7.2 Hz, 3H) C 



HjfegL3 ( 1 5) 

C3R) -1- (3-KKn*^f*) -2, 5-***V-3- ( (1R. 

Kn^y-l-v^A^v;v^JV) -9- (4- (4-**** 
7l ^v) 7 x^Mf;v) -1, 4, [5. 5] 

* > • aura 

[0 5 4 6] 



tBfE# 2003-3074101 




<*—i? : 239/ 



[0 5 4 7] 

tlc : Rf o.6i (mt^^> : ;**/-;v=5: i) ; 

NMR(CD 3 0D) : 8 8.03 (d, J = 8.7 Hz, 2H), 7.60 (d, J = 8.7 Hz, 2H), 7.18 

(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.38 (s, 2H), 4.16 (dd, 

J = 3.6, 2.1 Hz, 1H), 3.98 (m, 1H), 3.84-3.75 (m, 2H), 3.61 -3.45 (m , 3 

H), 3.34 (m, 1H), 3.26 (m, 1H), 2.55-2.35 (m, 3H), 2.16-1.92 (m, 4H), 1. 

80-1.63 (m, 5H), 1.50-1.17 (m, 6H), 1.00-0.87 (m, 2H) D 

mmmi a 6) 

( 3R ) - l - f^. )V -2, 5-v^V-3- ( (1R) -1-fcKtt^v- 
l-^^U^-f^)V^^)V) -9- (4- (4-*;V^>7xy^'» 7x- 
-1, 4, 9-h';r-rxiin [5. 5] *?>TU> 
[0 5 4 8] 



miiE# 2003-3074101 



2002-270849 



s*--J: 240/ 



[flS2 1 o] 




[0 5 4 9] 



tlc : Rf 0.28 * y -;v=io : D ; 

NMR(CD 3 0D) : * 8.03 (d, J - 9.0 Hz, 2H), 7.59 (d, J = 8.7 Hz, 2H), 7.18 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.37 (s, 2H), 4.15 (d, J 
= 2.4 Hz, 1H), 4.02 (m, 1H), 3.76 (m, 1H), 3.58-3.44 (m, 3H), 3.30-3 .0 

7 (m, 2H), 2.51-1.17 (m, 21H), 0.96 (t, J = 7.0 Hz, 3H)o 

mwm (1 7) 

(3R) -l-^V-2, 5-3>**V-3- ( (1R) -1-^KH^rv- 
X-^n/v/*****) -9- (4- {i-*+»TSS**'#-*'7*; 
**,) 7x-^fiV) -1, 4, [5. 5] 

[0 5 5 0] 



ffigE# 2003-3074101 




^-y : 241/ 



[0 5 5 1] 



tlc : Rf 0.49 * * / -;v=io : D ; 

NMR(CD 3 0D) : d 7.84 (d, J = 8.7 Hz, 2H), 7.58 (d, J = 8.7 Hz, 2H), 7.15 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4.15 (d, J 
= 2.4 Hz, 1H), 4.02 (m, 1H), 3.75 (m, 1H), 3.55-3.44 (m, 3H), 3.30-3 .1 

0 (m, 20.. 2.91 (s, 3H), 2.50-1.21 (m, 21H), 0.95 (t, J = 7.0 Hz, 3H)o 

mums a 8) 

(3R).-l-W-2, 5-^**V-3- ( (1R) 
1- (ci s-4-tKn^yy^DA^y;v) -9- (4- (4-* 

^y7x^y) 7x^^f;v) -1, 4, 9->'J7f^en [5. 5 

[0 5 5 2] 



miiE# 2003-3074101 




^-v: 242/ 



[0 5 5 3] 

tlc : Rf 0.17 (ftiifjv : * 9 J -)v=2 : D ; 

NMR(CD 3 0D) : d 8.02 (d, J = 8.7 Hz, 2H), 7.59 (d, J = 8.4 Hz, 2H), 7.15 
(d, J = 8.4 Hz, 2H), 7.05 (d, J = 8.7 Hz, 2H), 4.32 (s, 2H), 4.17 (d, J 
= 1.8 Hz, 1H), 4.00-3.91 (m, 2H), 3.70 (m, 1H), 3.52-3.37 (m, 3H), 3 .3 

0-3.17 (m, 2H), 2.50-2.33 (m, 3H), 2.10 (m, 1H), 1.80-1.18 (m, 13H), 0.9 

4 (t, J = 7.0 Hz, 3H)o 

3 (19) 

(3R) _ 1 _ r ^;v_ 2 , 5-v**V-3- ( (1R) 
1- (c i s -4-liKD^yy?nA^^) -9- (4- (4-* 

f;V75/*^f^7x^y) 7x^;Mf)V) -1, 4, 9 - b U T*f* 
tfn [5. 5] * > -fa v.- &Bfe*& 
[0 5 5 4] 



ffifEJjf 2003-3074101 




^-v : 243/ 



[0 5 5 5] 

TLC : Rf 0.43 (rnkx-Tfr : * 9 S -**=2 I 1) *, 

NMR(CD 3 OD) : 9 7.84 (d, J = 8.7 Hz, 2H), 7.61 (d, J = 8.7 Hz, 2H), 7.14 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.35 (s, 2H), 4.17 (d, J 
= 2.0 Hz, 1H), 4.01-3.69 (m, 3H), 3.53-3.37 (m, 3H), 3.30-3.20 (m, 2 H) 

, 2.91 (s, 3H), 2.51-1.30 (m, 17H), 0.95 (t, J = 7.0 Hz, 3H)o 

grtfcM3 (2 0) 
(3R) -l-T^V-2, 5-5>**V-3- ( (1R) 
l_ T ^>*-***-/l/) -9- (4- (4-*^'>7x^v) 7x-A 
_ 1} 4> g-h.jTf^^n [5. 5] ^>t**^-»W[ 
[0 5 5 6] 



miiE# 2003-3074101 



Qll2 002-270849 



^-v : 244/ 



Hfc2 1 4] 




[0 5 5 7] 

TLC : Rf 0.40 mWL^^ ' *f -*=2 I 1) ; 

NMR(CD 3 0D) : <* 8.04 (d, J = 8.7 Hz, 2H), 7.60 (d, J = 8.7 Hz, 2H), 7.17 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.37 (s, 2H), 4.18 (d, J 
= 2.1 Hz, 1H), 3.98 (m, 1H), 3.78 (m, 1H), 3.54-3.40 (m, 3H), 3.30-3 .2 

4 (m, 2H), 2.55-2.10 (m, 4H), 1.98-1.33 (m, 19H), 0.95 (t, J = 7.0 Hz, 3 

H)o 



gflfcffll 3 (21) 

(3R) -1-^^-2, 5-V**V-3- ( (1R) -l-fcKn*V- 
l-7^W^f*) -9- (4- (4-^W5/*^-*7xy* 
v) 7x-^fJV) -1, 4, 9-bV7fxen [5. 5] 



10 5 5 8] 



ffi|iE# 2003-3074101 




v*- : 245/ 



[0 5 5 9] 



tlc : Rf 0.74 mm^^ : * 9 J -^=2 : i) ; 

NMR(CD 3 0D) : a 7.84 (d, J = 8.7 Hz, 20, 7.59 (d, J = 8.7 Hz, 2H), 7.15 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4.18 (d, J 
o 2.4 Hz, 1H), 3.98 (m, 1H), 3.77 (m, 1H), 3.53-3.40 (m, 3H), 3.30-3 .2 

5 (m, 2H), 2.91 (s, 3H), 2.54-2.10 (m, 4H), 1.95-1.33 (m, 19H), 0.95 (t, 
J = 7.0 Hz, 3H)o 

dtifcttia (2 2) 

(3R) _i-^;V-2, 5-^7-3,- ( (1R) -1-^KH^rv- 

-9- (4- (4->W5;*M^7x^y) 
7l ^^;y) -1, 4, 9-b'J7fXfO [5. 5] 
[0 5 6 0] 



mWft 2003-3074101 



002-270849 



^-v! 246/ 



[ft 2 1 6] 





NH 



-HCI 



[0 5 6 1] 

tlc : Rf 0.17 mit^^vv : ^ * 7 -;w=io : l) ; 

NMR(CD 3 0D) : 8 7.84 (d, J = 9.0 Hz, 2H), 7.54 (d, J = 8.4 Hz, 2H), 7.36. 
-7.24 (m, 5H), 7.11 (d, J = 8.4 Hz, 2H), 7.06 (d, J = 9.0 Hz, 2H), 5.23 
(d, J = 3.3 Hz, 1H), 4.41 (d, J = 3.3 Hz, 1H), 4.25 (s, 2H), 3.80 (m, 1H 
), 3.49-3.05 (m, 5H), 2.91 (s, 3H), 2.30 (m, 1H), 2.01 (br d, J = 14.7 H 
z, 1H), 1.74 (m, 1H), 1.50-1.25 (m, 4H), 0.93 (t, J = 7.2 Hz, 3H), -0.02 
(br d, J = 14.7 Hz, 1H) 0 

Srtfcflia (2 3) 

(3R) _ 1 _^-^_ 2 , 5-v**V-3- ( (1R) -l-fcKn*->- 
1- (trans-4-t Kn^-> n^* v;V) tf-fr) -9- (4- (4 
-*mv7x/^» 7x^;V^f^) -1, 4, [5 
. 5] • iimiM 

[0 5 6 2] 



miiE# 2003-3074101 



^I&2 002-270849 



^-v: 247/ 



Mb 2 1 7] 



HO 



O 




H 



[0 5 6 3] 

TLC : Rf 0.27 (tt<t^^V> ;* */-^=3 * D '» 

NMR(CD 3 0D) : a 8.03 (d, J = 8.9 Hz, 2H), 7.62 (d. J - 8.4 Hz, 2H), 7.15 
(d, J = 8.4 Hz, 2H), 7.07 (d, J = 8.9 Hz, 2H), 4.36 (s, 2H), 4.14 (d, J 

= 2.1 Hz, 1H), 3.97 (m, 1H), 3.71 (m, 1H), 3.57-3.41 (m, 4H), 3.30- 3.2 

4 (m, 2H), 2.58-2.43 (m, 3H), 2.12-1.68 (m, 6H), 1.40-0.93 (m, 8H), 0.95 
(t, J = 7.0 Hz, 3H)o 

mmm lzai 

(3R) -l-W-2, 5-***V-3- ( (1R) -1-^'°^- 
1- (t ra ns-4-tFn^nA^;V) -9- (4- (4 

-^WU*^Wx^'» 7x-;v^f;v) - l, 4, 
f^fn [5. 5] >)>f*>-m 
[0 5 6 4] 



ffi|iE# 2003-3074101 




^- v : 248/ 



10 5 6 5] 

TLC : Rf 0.77 : -**/-;v=3: 1) ; 

NMR(CD 3 0D) : 5 7.82 (d. J - 8.9 Hz, 2H), 7.50 (d, J = 8.4 Hz, 2H), 7.09 
(d, J = 8.4 Hz, 2H), 7.04 (d, J = 8.9 Hz, 2H), 4.13 (d, J = 2.4 Hz, 1H) 
, 4.05 (s, 2H), 3.62-3.36 (m, 5H), 3.30-3.24 (m, 3H), 2.90 (s, 3H), 2 A 
1-2.25 (m, 3H), 2.09-1.93 (m, 3H), 1.70-0.91 (m, 11H), 0.95 (t, J = 7.0 
Hz, 3H)o 

mmm 3(25) 

(3R) -l-7^V-2, 5-v**V-3- ( (1R) -1-tKn**/- 
l-y^^nt>^fJV) -9- (4- (4-*H'^>7x/^v) 7 
;1/ ^^ ;v) _ lf 4> 9->ij7fXl^n [5. 5] *y7*> 

[0 5 6 6] 



miiE# 2003-3074101 




^-v: 249/ 



[0 5 6 7] 



TLC : Rf 0.29 (S*xf^ I * * J-)V=2 : 1) ; 

NMR(CD 3 OD) : 8 8.03 (d, J = 9.0 Hz, 2H), 7.64 (d, J = 9.0 Hz, 2H), 7.17 
(d, J = 9.0 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.37 (s, 2H), 4.11 (d, J 
= 2.5 Hz, 1H), 3.92 (m, 1H), 3.80 (m, 1H), 3.54-3.34 (m, 4H), 3.14 (dd, 
J =9.0, 2.5 Hz, 1H), 2.61-2.43 (m, 2H), 2.35 (m, 1H), 2.15 (m, 1H), 1. 

70-1.49 On, 2H), 1.49-1.33 (m, 2H), 1.09 (m, 1H), 0.96 (t, J = 7.5 Hz, 3 

H), 0.60-0.43 (m, 2H), 0.33 (m, 1H), 0.24 (m, 1H) Q 

(3R) _i-^;v-2, 5-v**V-3- ( (1R) -l-fcKn*v- 

1-^0^^^*) -9- (4- (4-^W5y*;v^7xy 

y -1, 4, [5. 5] <»T*Z" 

[0 5 6 8] 



tbSE^ 2003-3074101 



002-270849 



^-v : 250/ 



Mb 2 2 0] 




[0 5 6 9] 



TLC : Rf 0.62 (fljsBfcx*-* *. * * ^ -^= 2 : D ; 

NMR(CD 3 0D) : S 7.84 (d, J = 9.0 Hz, 2H), 7.61 (d, J = 9.0 Hz, 2H), 7.14 
(d, J = 9.0 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.36 (s, 2H), 4.11 (d, J 
= 2.5 Hz, 1H), 3.92 (m, 1H), 3.81 (m, 1H), 3.54-3.40 (m, 3H), 3.37 (m, 

1H), 3.13 (dd, J = 9.0, 2.5 Hz, 1H), 2.91 (s, 3H), 2.55-2.30 (m, 3H), 2. 

16 (m, 1H), 1.71-1.48 (m, 2H), 1.48-1.32 (m, 2H), 1.10 (m, 1H), 0.96 (t, 
J = 7.5 Hz, 3H), 0.60-0.43 (m, 2H), 0.32 (m, 1H), 0.24 (m, 1H) Q 



(2 7) 

(3R) -1-7**- 2, 5-y^V-3- ( (1R) -l-*Kn*v- 
2 -x.^-)Vf^)V) -9- (4- U-^^T^***-*?*'**) 
^-;v^^;v) -1, 4, 9 -hi;r^en [5. 5] *>T*>'®mi 
[0 5 7 0] 



tBfiE# 2003-3074101 




^-v : 251/ 



[0 5 7 1] 

TLC : Rf 0.38 CR*^* * * ' -JV=5 : 1) *, 

NMR(CD 3 0D) : 8 7.84 (d, J = 8.7 Hz, 2H), 7.60 (d, J = 8.7 Hz, 2H), 7.15 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4.14 (d, J 
= 2.1 Hz, 1H), 4.01 (m, 1H), 3.76 (m, 1H), 3.60-3.40 (m, 4H), 3.20 (m, 

1H), 2.91 (s, 3H), 2.55-2.10 (m, 4H), 1.80-1.30 (m, 9H), 0.95 (t, J = 7. 

2 Hz, 3H), 0.88 (t. J = 7.2 Hz, 3H), 0.85 (t, J = 7.2 Hz, 3H)o 

m$M3 (2 8) 
(3R) -l-T^V-2, 5 -v**V-3- ( (1R) 
2-if;vrf;v) -9- (4- (4-*mv7x^y) 7xiiMf^ 

) _ lt 4> 9 _>i;r^^o [5. 5] ^>rti> -mmM 

[0 5 7 2] 



tiilE# 2003-3074101 




^-v: 252/ 



[0 5 7 3] 



tlc : Rf 0.70 (H^fw> : * 9 J -fr : tK=8 : 2 : o. D ; 

NMR(CD 3 0D) : 5 8.04 (d, J = 8.7 Hz, 2H), 7.61 (d, J = 8.4 Hz, 2H), 7.18 
(d, J = 8.4 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.37 (s, 2H), 4.14 (d, J 
= 2.1 Hz, 1H), 4.01 (m, 1H), 3.76 (m, 1H), 3.60-3.40 (m, 4H), 3.20 (m, 

1H), 2.60-2.10 (m, 4H), 1.80-1.30 (m, 9H), 0.95 (t, J = 7.2 Hz, 3H), 0.8 

8 (t, J = 7.2 Hz,3H), 0.85 (t, J = 7.2 Hz, 3H)o 



*frffl3 (2 9) 

(3R) -1-7**- 2, 5 -v**V-3- ( (1R) -l-HF*** 
!_ {y ^y- 3 -4)V) *<f-)V) -9- (4- 
7i ;^» 7x^^f;H -l, 4, g-b^T^xtfn [5. 5] 

[0 5 7 4] 



ffiSEijf 2 003-3074101 




y I 253/ 



[0 5 7 5] 

tlc : Rf 0.31 osm*-*-* : * 9 J -;v=5 : D ; 

NMR(CD 3 0D) : d 7.84 (d, J = 9.0 Hz, 2H), 7.57 (d, J = 8.7 Hz, 2H), 7.44 
(m, 1H), 7.39 (m, 1H), 7.13 (d, J = 8.7 Hz, 2H), 7.07 (d, J - 9.0 Hz, 2 

H), 6.38 (m, 1H), 5.18 (d, J = 3.3 Hz, 1H), 4.34 (d, J = 3.3 Hz, 1H), 4. 

32 (s, 2H), 3.85-3.70 (m, 2H), 3.50-3.20 (m, 4H), 2.91 (s, 3H), 2.45-2.0 

0 (m, 3H), 1.50-1.20 (m, 4H), 1.05 (br d, J = 14.7 Hz, 1H), 0.93 (t, J = 
7. 2 Hz, 3H) o 

*-MrtH3 (3 OV 

(3R) -l-W-2, 5-*J**V-3- ( (1R) -l-fcKn*->- 
!_ (7 9>-3-/f;i/) -9- (4- (4-*mv7i^v) 

7x-;v^f;v) -1, 4, 9-h'J7fxen [5. 5] *>T*> 'MSBA 
[0 5 7 6] 



ffifE# 2003-3074101 



2002-270849 



^—5; : 254/ 



UK2 2 4] 




[0 5 7 7] 

tlc : Rf 0.59 iMA^^vy : * 9 J : 7jt=8 : 2 : 0. 1) ; 

NMR(CD 3 0D) : 8 8.04 (d, J = 8.7 Hz, 2H), 7.59 (d, J = 8.7 Hz, 2H), 7.44 
(m, 1H), 7.39 (m, 1H), 7.16 (d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2 
H), 6.38 (m, 1H), 5.18 (d, J = 3.3 Hz, 1H), 4.34 (d, J = 3.3 Hz, 1H), 4. 
33 (s, 2H), 3.89-3.70 (m, 2H), 3.50-3.20 (m, 4H), 2.45-2.00 (m, 3H), 1.5 
0-1.25 (m, 4H), 1.10 (br d, J = 14.4 Hz, 1H), 0.93 (t, J = 7.2 Hz, 3H)o 

grttrtWS (3 1) 

(3R) -l-y^)V-2, 5-V**V-3- ( (1R) -1-tKn^v- 
1- (t r ans-4-^^nA^y;v) -9- (4- (4-* 

f;V75y*;V^7x/^y) -7 3.-)\>*?-)V) -1, 4, 9">y W 

fcfn [ 5 . 5 ] *}VT1)y • ttHftffi 
[0 5 7 8] 



ffifE# 2003-3074101 



2002-270849 



^-v : 255/ 



Mt 2 2 5] 




[0 5 7 9] 

TLC : Rf 0.48 (gm^^ - * * ^ ~^=4 : D 5 

NMR(CD 3 0D) : d 7.84 (d, J = 8.5 Hz, 2H), 7.60 (d, J = 8.5 Hz, 2H), 7.14 
(d, J = 8.5 Hz, 2H), 7.07 (d, J = 8.5 Hz, 2H), 4.36 (s, 2H), 4.15 (d, J 
= 2.0 Hz, 1H), 4.00 (m, 1H), 3.75 (m, 1H), 3.57-3.36 (m, 3H), 3.30-3.11 
(m, 2H), 2.91 (s, 3H), 2.57-2.41 (m, 2H), 2.33 (m, 1H), 2.19-1.83 (m, 4 

H), 1.78-1.59 (m, 4H), 1.46-1.22 (m, 4H), 1.04-0.89 (m, 3H), 0.95 (t, J 

= 7.5 Hz, 3H), 0.88 (d, J = 6.5 Hz, 3H)o 

(3R) -1-^^-2, 5 -v**V-3- ( (1R) -l-fcKn*v- 
1- (t r -9- (4- (4-* 

;^v7x^y) 7 -1, 4, 9-HJ7***n [5. 5 

[0 5 8 0] 



ffiSE^F 2003-3074101 



2002-270849 



^- v : 256/ 



Hb2 2 6] 



HO 



H> 



O 




[0 5 8 1] 

TLC : Rf 0.66 nn*w : * * / -;v : ffcH=io : l : l) ; 

NMR(CD 3 0D) : 5 8.03 (d, J = 8.5 Hz, 2H), 7.62 (d, J = 8.5 Hz, 2H), 7.17 
(d, J = 8.5 Hz, 2H), 7.07 (d, J = 8.5 Hz, 2H), 4.36 (s, 2H), 4.15 (d, J 
= 2.0 Hz, 1H), 3.99 (m, 1H), 3.75 (m, 1H), 3.59-3.40 (m, 3H), 3.30-3.18 
(m, 2H), 2.58-2.30 (a. 3H), 2.15-1.92 (m, 4H), 1.78-1.62 (m, 4H), 1.46- 

1.21 (m, 4H), 1.02-0.89 (m, 3H), 0.95 (t, J = 7.0 Hz, 3H), 0.88 (d, J = 

6.5 Hz, 3H)o 

(3R) _ 1 _^; V -2, 5-v**V-3- ( (1R) -l-feKD**/- 
^T5/*^^7x^«» 7i-^^^) -1, 4, 9->'JW^ 

n [5. 5] ^yTijy 
[0 5 8 2] 



miiE# 2003-3074101 




s<-z? : 257/ 



[0 5 8 3] 

TLC : Rf 0.32 (M.it*^Vy '. * * /-A^IO : 1) ; 

NMR(CD 3 OD) : 8 7.84 (d, J = 8.7 Hz, 2H), 7.57 (d, J = 8.7 Hz, 2H), 7.12 
(d, J = 8.7 Hz, 2H), 7.07 (d/ J = 8.7 Hz, 2H), 6.78-6.76 (m, 3H), 5.10 
(d, J = 3.6 Hz, 1H), 4.34 (d, J = 3.6 Hz, 1H), 4.31 (d, J = 13.5 Hz, 1H) 
, 4.25 (d, J = 13.5 Hz, 1H), 4.18 (s, 4H), 3.81 (m, 1H), 3.57 (m, 1H), 3 
.40-3.15 (m, 4H), 2.91 (s, 3H), 2.34 (m, 1H), 2.02 (br d, J = 15.3 Hz, 1 
H), 1.91 (m, 1H), 1.55-1.20 (m, 4H), 0.93 (t, J = 7.5 Hz, 3H), 0.34 (br 
d, J = 15.3 Hz, 1H) 0 



gjfcgflj (3 4) 

(3R) -l-^V-2, 5-5>**V-3- ( ( 1 R) -l-fcHn*->- 
l- (i, -9- U- (4-*>i 

7x-Wf;V) -1, 4, 9-HJT**en [5. 5] 

[0 5 8 4] 



tblE# 2003-3074101 



2002-270849 ^ ^~ v : 258/ 



Ut2 2 8] 




[0 5 8 5] 

tlc : Rf o.ii (mttf-^y : ^^-^=io : D ; 

NMR(CD 3 0D) : a 8.03 (d, J = 8.7 Hz, 2H), 7.58 (d, J = 8.7 Hz, 2H), 7.15 
(d, J - 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H), 6.78-6.76 (m, 3H), 5.10 
(d, J = 3.3 Hz, 1H), 4.34 (d, J = 3.3 Hz, 1H), 4.33 (d, J = 13.2 Hz, 1H) 
, 4.27 (d, J = 13.2 Hz, 1H), 4.18 (s, 4H), 3.81 (m, 1H), 3.58 (m, 1H), 3 
.40-3.10 (m, 4H), 2.33 (m, 1H), 2.03 (br d, J = 15.3 Hz, 1H), 1.90 (m, 1 
H), 1.55-1.20 (m, 4H), 0.93 (t, J = 7.5 Hz, 3H), 0.35 (br d, J = 15.3 Hz 
, 1H) 0 

*flrtW3 (3 5) 
(3R ) - 1 - Z r^ )]/ - 2 , 5-v**V-3- ( (1R) 
2 _~>^nA^y;vxf;v) -9- (4- (4-*Wv7i^y) 7 
frt^-fr) _i, 4, [5. 5] f7 >r*# > • MBM 

[0 5 8 6] 



miE# 2003-3074101 



Qfem 2002-270849 



^- v I 259/ 



Hfc2 2 9] 



HO 




PH 



[0 5 8 7] 

TLC : Rf 0.45 m.{£*TV> : *9 J l) ; 

NMR(CD 3 0D) : 8 8.03 (d, J = 8.7 Hz, 2H), 7.60 (d, J = 8.7 Hz, 2H), 7.18 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.37 (s, 2H), 3.97-3.79 
(m, 4H), 3.50-3.34 (m, 4H), 2.49-2.36 (m, 3H), 2.15 (d, J = 13.5 Hz, 1 H) 
, 1.82 (d, J = 13.5 Hz, 1H), 1.71-1.15 (m, 14H), 1.02-0.82 (m, 2H), 0.95 
(t, J = 7.0 Hz, 3H) o 

mmm (3 6) 

(3R) -1-^^-2, 5-5>**V-3- ( (1R) -l-*Kn*v- 
2-v^n^v;VJ-f-;V) -9- (4- (4-^iV7^*^>7x7 
*v) 7xi*^*) -1, 4, 9-h'J7fXt'u [5. 5] 

[0 5 8 8] 



miiE# 2003-3074101 



2002-270849 ^ ^~ v : 260/ 



Hfc2 3 0] 




[0 5 8 9] 



tlc : Rf 0.79 (Mttrvy : **/-;v=5 : D ; 

NMR(CD 3 0D) : 8 7.84 (d, J = 8.7 Hz, 2H), 7.60 (d, J = 8.7 Hz, 2H), 7.15 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 3.98-3.80 

(m, 4H), 3.50-3.34 (m, 4H), 2.91 (s, 3H), 2.50-2.36 (m, 3H), 2.13 (d, J 
= 14.0 Hz, 1H), 1.81 (d, J = 14.1Hz, 1H), 1.71-1.15 (m, 14H), 1.01-0.8 

2 (m, 2H), 0.95 (t, J = 7.0 Hz, 3H) 0 

L3 7) 

(3R) - l-^yV)V-2, 5-S>**V-3- ( (1R) -1-fcKndfv 
_ 1 _v^n^^v;l/^^;v) -9- (4- (4-*W*>7x/^» 7x 
-1, 4, [5. 5] * > TiJ > • ttSttt 

[0 5 9 0] 



tiiiiE# 2003-3074101 




^-v : 261/ 



[0 5 9 1] 

tlc : Rf 0.25 (*<k^^v> : * *^-^=io : i) ; 

NMR(CD 3 0D) : 5 8.03 (d. J - 8.7 Hz, 2H), 7.56 (d, J = 8.7 Hz, 2H), 7.32 
-7.19 (m, 5H), 7.15 (d, J = 8.7 Hz, 2H), 7.05 (d, J = 8.7 Hz, 2H), 5.00 

(d, J = 17.5 Hz, 1H), 4.58 (d, J - 17.5 Hz, 1H), 4.33 (m, 3H), 3.94 (m, 
1H), 3.74 On. 1H), 3.48-3.32 (m, 3H), 2.62-2.34 (m, 3H), 2.06-1.69 (m, 

7H), 1.31-1.14 (m, 3H), 1.00-0.90 (m, 2H) G 

3^11 3 (3 8) 
(3R) _ 1 _y f -;v- 2 , 5-v**V-3- ( (1R) 
3-7x-;v^nf;v) -9- (4- (4-*m'>7i^v) ~7x-=-)V* 
f-;v) -1, 4, 9-HJT*f*tfn [5. 5] f7>rfJ> 
[0 5 9 2] 



miE# 2003-3074101 



2002-270849 ^ ^- v I 262/ 



[ft 2 3 2] 




[0 5 9 3] 



TLC : Rf 0.29 (8tft*^v> : ^./-a^io: i) ; 

NMR(CD 3 0D) : 5 8.04 (d, J = 8.5 Hz, 2H), 7.59 (d, J = 8.5 Hz, 2H), 7.27 
-7.12 (m, 7H), 7.07 (d, J = 8.5 Hz, 2H), 4.37 (s, 2H), 3.99 (d, J = 2.4 
Hz, 1H), 3.98-3.79 (m. 3H), 3.49-3.42 (m, 3H), 3.20 (m, 1H), 2.80 (m, 1H 
), 2.65 (m, 1H), 2.47-2.13 (m, 4H), 1.93-1.18 (m, 6H), 0.95 (t, J = 7.2 
Hz, 3H)o 



mmm (39) 

(3R) -l-7+*-2, 5-yt^V-3- ( (1R) 
3-7i-;vyoi:» -9- (4- (4-^W^*M-^7x/Jf^ 
) 7a.~)V**f-)V) -1, 4, 9-h 1 JT^tfn [5. 5] *7>T*>-Wk 

[0 5 9 4] 



WSEJRf 2003-3074101 



2 0 0 2 -2 7 0 8 4 9 4) ^- v I 263/ 

Mb2 3 3] 




[0 5 9 5] 



TLC : Rf 0.53 mit^^VV : ^ 9 S-)V=IQ : 1) ; 

NMR(CD 3 0D) : 5 7.84 (d, J = 8.7 Hz, 2H), 7.58 (d, J = 8.7 Hz, 2H), 7.26 
-7.13 (m, 7H), 7.07 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 3.98 (d, J = 2.0 
Hz, 1H), 3.97-3.75 (m, 3H), 3.49-3.34 (m, 3H), 3.27 (m, 1H), 2.91 (s, 3 
H), 2.78 (m, 1H), 2.64 (m, 1H), 2.49-2.12 (m, 4H), 1.95-1.31 (m, 6H), 0. 
95 (t, J = 7.0 Hz, 3H) 0 

*1W3 (4 0) 

( 3R ) - i --y^)V-2, 5— ?**V-3- ( (1R) -l-tfW- 
2_ (f ^tKnn t 7>-4-'f;v) —9 - (4- (4-*^y 

^^y^v) 7x^iMf;V) -1, 4, 9-PJ7fXliD [5. 5] 

* > • 

[0 5 9 6] 



miE# 2003-3074101 



2002-270849 ^ v : 264/ 

[ft 2 3 4] 




[0 5 9 7] 



tlc : Rf 0.58 mit^^^y \ *9 j-k: ?jc=8 : 2 : o.D ; 

NMR(CD 3 0D) : $ 8.04 (d, J = 8.7 Hz, 2H), 7.61 (d, J = 8.7 Hz, 2H), 7.18 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.37 (s, 2H), 3.98-3. 80 
(m, 7H), 3.60-3.30 (m, 5H), 2.55-2.30 (m, 3H), 2.16 (br d, J = 14.4 Hz, 
1H), 1.85-1.10 (m, 11H), 0.96 (t, J = 7.5 Hz, 3H) C 

(3R) -l-y^)V-2, 5-i?**V-3- ( (1R) -l-tKO^>- 
2 - >7fc KnVf^>-4--f fr) -xf-^) -9- (4- (4-^f^75 
/^^-^7xy^y) 7x^;v^f;v) -l, 4, 9-hUTHfxen [5 
. 5] ^yru y • mmis. 

[0 5 9 8] 



miE# 2003-3074101 



0#I2OO2-27O 8 4 9 ^ ^-v : 265/ 

Hfc2 3 5] 




[0 5 9 9] 



tlc : Rf 0.24 (Miktri'y : ^^y-^=io : 1) ; 

NMR(CD 3 0D) : 8 7.84 (d, J = 9.0 Hz, 2H), 7.60 (d, J = 9.0 Hz, 2H), 7.15 
(d, J = 9.0 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.36 (s, 2H), 4.10-3.80 
(m, 7H), 3.60-3.30 (m, 5H), 2.91 (s, 3H), 2.55-2.30 (m, 3H), 2.16 (br d, 
■ J - 14.1 Hz. 1H), 1.90-1.10 (m, 11H), 0.95 (t, J = 7.2 Hz, 3H) C 

mmn (4 2) 

(3R) -1-7-^^-2, 5-vt^rV-3- ( (1R) -1-HKn^v- 
3-^^-;V^;i/) -9- (4- (4-*Wy7i/^y) 7x-)Mf^ 
) - 1 , 4 , 9 - M; T*F* tf n [ 5 . 5 ] ^>-ri}> • 
[0 6 0 0] 
[ft 2 3 6 ] 




tBSE# 2003-3074101 



2002-270849 



^-v: 266/ 



[0 6 0 1] 



TLC : Rf 0.48 (?nn \*9 B$fe=10 : 1 : 1) ; 

NMR(CD 3 0D) : d 8.04 (d, J = 9.0 Hz, 2H), 7.62 (d. J = 8.5 Hz, 2H), 7.17 
(d, J = 8.5 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.37 (s, 2H), 3.98-3.78 
(m, 4H), 3.52-3.34 (m, 4H), 2.55-2.30 (m, 3H), 2.14 (m. 1H), 1.82-1.31 ( 
m, 6H), 1.20 (m, 1H), 0.95 (t, J = 7.0 Hz, 3H), 0.93 (d, J = 6.5 Hz, 3H) 
, 0.90 (d, J = 6.5 Hz, 3H) 0 



(3R) -l-r^v-2, 5-5>**V-3- ( (1R) 

l-istu-rf-fr***) -9- (4- (4-*m->7x>'**» 7^-)V 
t+n,) -i, 4, 9->V7fx^n [5. 5] *y>riJ> -IMBM. 
[0 6 0 2] 
[ft 2 3 7] 




[0 6 0 3] 



TLC : Rf 0. 68 {*T9 J : Ml : tK=4 : 2 : i) ; 

NMR(CD 3 0D) : a 8.02 (d, J = 8.5 Hz, 2H), 7.61 (d, J = 8.5 Hz, 2H), 7.14 
(d, J = 8.5 Hz, 2H), 7.05 (d, J = 8.5 Hz, 2H), 4.32 (s, 2H), 3.90 (m, 1 
H), 3.90 (d, J = 2.0 Hz, 1H), 3.73 (m, 1H), 3.68 (dd, J = 9.0, 2.0 Hz, 1 
H), 3.53-3.40 (m, 3H), 3.26 (m, 1H), 2.67 (m, 1H), 2.51 (m, 1H), 2.43-2. 



mfflft 2003-3074101 



^^fl 2002-270849 



^-v: 267/ 



37 (m, 2H), 2.15-1.29 (m, 11H), 0.94 (t, J = 7.0 Hz, 3H) Q 

iiiL3 (4 4) 

(3R) - l 5 -yt^rV-3- ( (1R) 

1- (c i s -4-^W^D^v^) ^flO - 9- (4- (4-^^^ 

[5. 5] *rVTH> -t&WM. 
[0 6 0 4] 
[ft 2 3 8] 



[0 6 0 5] 

TLC : Rf 0.36 (^nnw : * ^7-^=10 : l) ; 

NMR(CD 3 0D) : 9 7.84 (d, J = 8.5 Hz, 2H), 7.60 (d, J = 8.5 Hz, 2H), 7.14 
(d, J = 8.5 Hz, 2H), 7.07 (d, J = 8.5 Hz, 2H), 4.36 (s, 2H), 4.16 (d, J 
- 2.0 Hz, 1H), 4.00 (m, 1H), 3.75 (m, 1H), 3.57 (dd, J = 10.0, 2.0 Hz, 
1H), 3.53-3.42 (m, 3H), 3.22 (m, 1H), 2.91 (s, 3H), 2.55-2.42 (m, 2H), 2 
.35 (m, 1H), 2.12 (m, 1H), 1.93-1.26 (m, 14H), 0.95 (t, J = 7.0 Hz, 3H), 
0.94 (d, J = 6.5 Hz, 3H)o 

AUtsm 3 (45) 



<CH 3 




ffifiE# 2003-3074101 



£k 2002-270849 



^-v : 268/ 



(3R) - 1-7^-2, 5-V**V-3- ( ( 1 R) -l-fcK**V- 
3 -^;V7^;v) -9- (4- (4-^ W5;*^#^7x;^» 
X -,U^^) -1, 4, [5. 5] 

[0 6 0 6] 
[ft 2 3 9] 




[0 6 0 7] 



tlc : Rf 0.29 (^no*H : ^ *y-;v=io : D ; 

NMR(CD 3 0D) : 8 7.84 (d, J = 8.5 Hz, 2H). 7.61 (d, J = 8.5 Hz, 2H), 7.14 
(d, J = 8.5 Hz, 2H), 7.07 (d, J = 8.5 Hz, 2H), 4.36 (s, 2H), 3.97 (d, J 
= 2.5 Hz, 1H), 3.97-3.77 (m, 3H), 3.51-3.34 (m, 4H), 2.91 (s, 3H), 2.54 
-2.31 (m, 3H), 2.14 (m, 1H), 1.77 (m, 1H), 1.67-1.28 (m, 5H), 1.20 (m, 1 
H), 0.95 (t, J = 7.0 Hz, 3H), 0.93 (d, J = 6.5 Hz, 3H), 0.90 (d, J = 6.5 
Hz, 3H) 0 

sEfflMW3 (4 6) 

(3R) -1-7^-2, 5 -v**V-3- ( (1R) -l-fcK***- 
1- (t r a n s-4-* h^>y^A^-»k) *<J-)\<) -9- (4- (4- 
^;V7U*;^7x^y) yx.-frt^JV) -1, 4, 9-hVT^f 
XVfn [5. 5] <7>T-*#> -J^mil 
[0 6 0 8] 



£ttfiE# 2003-3074101 




^-v: 269/ 



» 

[0 6 0 9] 



TLC : Rf 0.68 (atft* f-W \ * * J -^=5 : 1) ; 

NMR(CD 3 0D) : 8 7.84 (d, J = 8.7 Hz, 2H), 7.58 (d, J = 8.7 Hz, 2H), 7.15 
(d, J - 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4.14 (d, J 
= 2.4 Hz, 1H), 4.01 (m, 1H), 3.74 (in, 1H), 3.57-3.44 (m, 3H), 3.33 ( s, 
3H), 3.30-3.12 (m, 3H), 2.91 (s, 3H), 2.50-1.98 (m, 6H), 1.72-1.10 (m, 
11H), 0.96 (t, J = 7.0 Hz, 3H)o 

• gttaftll 3 U7) 

(3R) -i-?+*,-2, 5 -V**V-3- ( (1R) -1-^Kn^v- 

1- -9- (4- (4- 

*mv7x;^» -1, 4, 9-hUT**tfn [5. 
5] ^y7*u> - ikWM. 

[0 6 10] 



ffiliE#2 003-3074101 




^-v: 270/ 



[0 6 11] 

tlc : Rf 0.24 (Mik*^is> : * ? 7 ->v=5 : D ; 

NMR(CD 3 0D) : d 8.04 (d, J = 8.7 Hz, 2H), 7.60 (d, J = 8.7 Hz, 2H), 7.17 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4.14 (d, J 
= 2.4 Hz, 1H), 4.02 (m, 1H), 3.74 (m, 1H), 3.54-3.44 (m, 3H), 3.33 ( s, 
3H), 3.30-3.12 (m, 3H), 2.52-1.98 (m, 6H), 1.71-1.00 (m, 11H), 0.96 (t, 
J = 7.0 Hz, 3H)o 

mtteM 3 (4 8) 
(3R) _ 1 _^ ;v _2, 5-v**V-3- ( (1R) 
i-^^DW^f^) -9- (4- (4-^W5/*^-^7x;* 
v) 7i-iMfiH -1, 4, 9-f'J7f^en [5. 5] * >f*# • *1 

[0 6 12] 



ailiE# 2003-3074101 




^-v : 271/ 



[0613] 



TLC : Rf 0.43 nn*W \ *9 J : ItSR=10 : 1 : D ; 
NMR(CD 3 0D) : d 7.84 (d, J = 8.5 Hz, 2H), 7.62 (d, J = 8.5 Hz, 2H), 7.14 
(d, J = 8.5 Hz, 2H), 7.07 (d, J = 8.5 Hz, 2H), 4.35 (s, 2H), 3.95 (m, 1 
H), 3.90 (d, J = 2.5 Hz, 1H), 3.75 (m, 1H), 3.68 (dd, J = 9.0, 2.5 Hz, 1 
H), 3.52-3.42 (m, 3H), 3.28 (m, 1H), 2.91 (s, 3H), 2.75-2.38 (m, 4H), 2. 
14-1.31 (m, 11H), 0.95 (t, J = 7.0 Hz, 3H)o 

(3R) -l-^;V-2, 5-v**V-3- ( (1R) -l-KKO^- 
1- (c i s -4-i>^yy^n^y;V) *<f-)V) -9- (4- (4-*^ 

"I. 4, [5. 5] 

[0 6 14] 



ffifiE# 2003-3074101 



A& 2002-270849 



^- V : 272/ 



lik2 4 3] 




[0 6 15] 

TLC : Rf 0.35 (XLittf-Wy I ^^7-^=5 1 1) ; 

NMR(CD 3 0D) : B 8.04 (d, J = 8.9 Hz, 2H), 7.60 (d, J = 8.9 Hz, 2H), 7.18 
(d, J = 8.9 Hz, 2H), 7.07 (d, J = 8.9 Hz, 2H), 4.37 (s, 2H), 4.16 (d, J 
= 1.8 Hz, 1H), 4.02 (m, 1H), 3.75 (m, 1H), 3.54-3.15 (m, 8H), 2.51-1 .3 
1 (m, 17H), 1.17 (t, J = 7.0 Hz, 3H), 0.95 (t, J = 7.0 Hz, 3H) C 

mmi2 (5 0) 

• (3R) -1 2. 5-v**V-3- ( (1R) 

1- ^ ^> -9_ (4_ (4 ~ 

*mv7xM'» -7^;v^;v) -1, 4, 9-HJ7f^°n [5. 

5] v y-rijy • MBM. 

10 6 16] 




tfliIE# 2003-3074101 




^-v: 273/ 



[0 6 17] 



TLC : Rf 0.35 Wfc* ^ V > \ * * s -;v=5 : 1) ; 

NMR(CD 3 0D) : *8.03 (d, J = 8.7 Hz, 2H), 7.58 (d, J = 8.7 Hz, 2H), 7.18 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.37 (s, 2H), 4.14 (d, J 
= 2.4 Hz, 1H), 4.02 (m, 1H), 3.75 (m, 1H), 3.57-3.15 (m, 8H), 2.50-0.93 
(m, 17H), 1.16 (t, J = 7.2 Hz, 3H), 0.96 (t, J = 7.0 Hz, 3H) 0 

artfc«3 (5 l) 
(3R) -i--7^;u-2, 5-v**v-3- ( (1R) 
1- (c i s -4-xf^yy^D^yJV) * *f-)V) -9- (4- 
^7?;*;^7x^y) 7x-i^f;v) -1, 4, 

n [5. 5] *jyrij> - 

[0 6 18] 



tfcjflifc 2003-3074101 




^-v : 274/ 



CH 3 
[0 6 19] 



TLC : Rf 0.68 Cfiffc * V > : *9 J-**** : 1) *, 

NMR(CD 3 0D) : d 7.84 (d, J = 9.0 Hz, 2H), 7.59 (d, J = 9.0 Hz, 2H), 7.14 
(d, J = 9.0 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.36 (s, 2H), 4.16 (d, J 
= 1.8 Hz, 1H), 4.00 (m, 1H), 3.75 (m,. 1H), 3.55-3.20 (m, 8H), 2.91 ( s, 
3H), 2.49-1.31 (m, 17H), 1.17 (t, J = 7.0 Hz, 3H), 0.95 (t, J = 7.0 Hz, 
3H)o 

(3R) 5-vt^V-3- ( (1R) -l-KKn**/- 

1- (traas-4-i^v->^A^y;H -9- (4- (4- 

^W5;*H'-^7x^'» 7x^^f^) -1, 4, 
Xkfn [5. 5] • &8fc& 

[0 6 2 0] 



tBSE# 2003-3074101 




^-i/: 275/ 



CH 3 



[0 6 2 1] 

TLC : Rf 0. 68 Cfrfb* =tvy \ * * J -;l/=5 : 1) ; 

NMR(CD 3 0D) : a 7.84 (d, J = 8.7 Hz, 2H), 7.59 (d, J = 8.7 Hz, 2H), 7.15 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4.14 (d, J 
= 1.8 Hz, 1H), 4.00 (m, 1H), 3.76 (m, 1H), 3.59-3.20 (m, 8H), 2.91 (s, 

3H), 2.49-0.94 (m, 17H), 1.16 (t, J = 7.0 Hz, 3H), 0.95 (t, J = 7.0 Hz, 

3H) 0 

mmmx (53) 

(3R ) _ 1 _y^;v_ 2 , 5-v**V-3- ( (1R) -l-*Kn*v- 
2_^ f ;v_ 2 -7x-^nii» -9- (4- (4-*^v7x/^-> 

) 7x^^f;H -1, 4, 9->'JT^trn [5. 5] *>r*>-i*m. 

[0 6 2 2] 



WSE# 2003-3074101 




[0 6 2 3] 



tlc : Rf 0.35 (Mittrisy : *?;-^=io: D ; 

NMR(CD 3 0D) : 8 8.04 (d, J = 8.7 Hz, 2H), 7.60 (d, J = 9.0 Hz, 2H), 7.47 
(d, J = 7.5 Hz, 2H), 7.30 (t, J = 7.5 Hz, 2H), 7.20-7.16 (m, 3H), 7.07 
(d, J = 8.7 Hz, 2H), 4.35 (s, 2H), 3.89 (d, J = 2.7 Hz, 1H), 3.89 (m, 1H 
), 3.84 (d, J = 2.7 Hz, 1H), 3.65 (m, 1H), 3.50-3.15 (m, 4H), 2.55-2.20 
(m, 3H), 2.03 (m, 1H), 1.70-1.30 (m, 4H), 1.44 (s, 3H), 1.37 (s, 3H), 0. 
94 (t, J = 6.9 Hz, 3H)o 

artfcflBft (5 4) 

(3R) -l-7*»-2, 5-y^V-3- ( (1R) -l-fcKn*->- 
2-^f;i'-2-7x-;^oi; 1 ;v) -9- (4- 

, V7 x^y) -1, 4, 9->')men [5. 5] *> 

[0 6 2 4] 



mtE# 2003-3074101 




V : 277/ 



[0 6 2 5] 



tlc : Rf 0.40 (fflktru* : ^^y-;v=io: D ; 

NMR(CD 3 0D) : a 7.84 (d. J = 8.7 Hz, 2H), 7.59 (d, J = 9.0 Hz, 2H), 7.47 
(d, J = 8.1 Hz, 2H), 7.30 (t, J = 8.1 Hz, 2H), 7.20-7.13 (m, 3H), 7.07 
(d, J = 8.7 Hz, 2H), 4.34 (s, 2H), 3.92 (d, J = 2.7 Hz, 1H), 3.92 (m, 1H 
), 3.84 (d, J = 2.7 Hz, 1H), 3.64 (m, 1H), 3.50-3.15 (m, 4H), 2.91 (s, 3 
H), 2.50-2.25 (m, 3H), 2.02 (m, 1H), 1.70-1.30 (m, 4H), 1.43 (s, 3H), 1. 
37 (s, 3H), 0.94 (t, J = 7.2 Hz, 3H) C 

SrttBMZ (5 5J 

(3R) _ 1 _^;v_ 2 , 5-v**V-3- ( (1R) -l-KKn*v- 
!_ (?y?\z\?u*-*\£ i ?>-l, i-v^>-4-^T;v) *<f-)V) - 9- ( 
4 _ (4-^f;V75;*;V*-;V7i; ;3 f : '» 7ii*^f^) -1, 4, 9 
- h y tfD [ 5 . 5 ] - ttSttt 

[0 6 2 6] 



ffifiE# 2003-3074101 



^ mm 2002-270849 



278/ 



[it 2 4 9] 



HN 



O 



N CH 3 



O 




[0 6 2 7] 

tlc : Rf 0.68 imt^^^y : :»*= 10:2:1) ; 

NMR(CD 3 0D) : 8 7.84 (d, J = 9.0 Hz, 2H), 7.60 (d, J = 8.7 Hz, 2H), 7.14 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.36 (s, 2H), 4.19 (d, J 
= 2.1 Hz, 1H), 4.00 (m, 1H), 3.74 (m, 1H), 3.60-3.00 (m, 9H), 2.91 (s, 
3H), 2.60-2.30 (m, 5H), 2.20-2.00 (m, 2H), 1.90-1.60 (m, 3H), 1.50-1.30 
(m, 3H), 0.95 (t, J = 7.2 Hz, 3H)o 

3r*feflll3 (5 6) 

(3R) _i_^>^-;v-2, 5-v**V-3- ( (1R) -l-fcKn*-> 
_ 1 _v^a^s^v;v^^;v) -9- (4- (4 -#;v***v- 2 h ^r'/7 

-1, 4, 9-bV7f^tfn [5. 5] 

[0 6 2 8] 



ffi|iE# 2003-3074101 




[0 6 2 9] 



tlc : Rf o.6i : y-;v=5: 1) ; 

NMR(CD 3 0D) : 8 7.75 (d, J = 2.0 Hz, 1H), 7.68 (dd, J = 8.4, 2.0 Hz, 1H) 
, 7.49 (d, J = 8.9 Hz, 2H), 7.09 (d, J = 8.4 Hz, 1H), 6.99 (d, J = 8.9 H 
z, 2H), 4.32 (s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 3.99 (m, 1H), 3.82 (s , 
3H), 3.73 (m, 1H), 3.53-3.07 (m, 5H), 2.50-1.14 (m, 19H), 1.00-0.85 (m, 
2H), 0.92 (t, J = 7.0 Hz, 3H)o 

(5 7) 

(3R) -l-^>^)V-2, 5-v**7-3- ( (1R) -l-fcKn*-> 
.^^^HA^y^Mf^) -9- (4- (4-*Wy7x/^y) 7x 
_ i ? 4> g-h^T^tfn [5. 5] -^^f^V-^I 

[0 6 3 01 



ffiSEJft 2003-3074101 



^ &0 2002-270849 

Mb 2 5 1) 



H 3 C 




[0 6 3 1] 



tlc : Rf 0.60 mit^^> : * ^-^=5 : i) ; 

NMR(CD 3 0D) : 5 8.03 (d, J = 9.0 Hz, 2H), 7.58 (d, J = 8.4 Hz, 2H), 7.18 
(d, J = 8.4 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.37 (s, 2H), 4.16 (d, J 
= 1.8 Hz, 1H), 4.02 (m, 1H), 3.77 (m, 1H), 3.55-3.05 (m, 5H), 2.52-1 .1 

5 (m, 19H), 1.00-0.85 (m, 2H), 0.92 (t, J = 7.0 Hz, 3H) D 

grtfcffia (5 8) 

(3R) 5-v**V-3- ( (1R) -1-tKn**/- 

2_ X f;vrf;V) -9- (4- (4-*^y-2-n^>7i^-» 
7i -;V^;V) -1, 4, 9->'J7f^en [5. 5] ^y^y.^BM. 
[0 6 3 2] 



280/ 



ffiSE# 2003-3074101 




^-v: 281/ 



[0 6 3 3] 



Ti£ : Rf 0.32 {mct^-vy : : tK=9 : i : o.D ; 

NMR(CD 3 0D) : S 7.75 (d, J - 1.8 Hz, 1H), 7.68 (dd, J = 8.4, 1.8 Hz, 1H) 
, 7.51 (d, J = 8.7 Hz, 2H), 7.09 (d, J = 8.4 Hz, 1H), 6.99 (d, J = 8.7 H 
z, 2H), 4.32 (s, 2H), 4.13 (d, J = 2. 1 Hz, 1H), 3.99 (m, 1H), 3.82 (s, 3 
H), 3.74 (m, 1H), 3.60-3.40 (m, 4H), 3.19 (m, 1H), 2.50-2.20 (m, 3H), 2. 
12 (br d, J = 15.3 Hz, 1H), 1.80-1.30 (m, 9H), 0.95 (t, J = 7.2 Hz, 3H), 
0.88 (t, J = 7.2 Hz, 3H), 0.85 (t, J = 7.2 Hz, 3H) 0 

mMM2 (5 9) 

(3R) -i-yfjV-2, 5-v**V~3- ( (1R) -l-HKn^y- 
l - (^Y^n\fu^\£^>-l t l-i?*>-4-<( ^) -9- ( 

4- (4-^D7x^v) 7x^Mf;V) -1, 4, Q-HJT**** 

[5. 5] ^ >"7*:& > • &B*8l 
[0 6 3 4] 



tB|E# 2003-3074101 



ftH 2002-270849 



^-v : 282/ 



Hfc2 5 3] 



CI 



o 




1 

// 
o 



[0 6 3 5] 

tlc : Rf 0.48 mik* fw/:^^/-^: *=9 : l : o. D ; 

NMR(CD 3 0D) : d 7.56 (d, J = 8.4 Hz, 2H), 7.38 (d, J = 9.3 Hz, 2H), 7.08 
(d, J = 8.4 Hz, 2H), 7.02 (d, J = 9.3 Hz, 2H), 4.34 (s, 2H), 4.19 (d, J 
= 2.4 Hz, 1H), 4.00 (m, 1H), 3.73 (m, 1H), 3.60-3.00 (m, 9H), 2.55-2.20 
(m, 5H), 2.20-2.00 (m, 2H), 1.85-1.60 (m, 3H), 1.50-1.30 (m, 3H), 0.95 
(t, J = 7.5 Hz, 3H)o 

3 (6 0) 

(3R) -l-W-2, 5-^**V-3- ( (1R) 
!_ (rf7tKnfte7>-l, i-v^>-4--f;v) -9- ( 

4- (4-n^7x/^» 7x^V^;V) -1, 4, 9-hV7f^^ 

n [5. 5] -7 • 
[0 6 3 6] 



ffiSE# 2003-3074101 



^ #11 2 0 0 2 - 2 7 0 8 4 9 

Hb2 5 4] 




[0 6 3 7] 

tlc : Rf 0.43 : * 9 s -/u : tK=9 : i : o. i) ; 

NMR(CD 3 0D) : 5 7.49 (d, J = 8.4 Hz, 2H), 7.01-6.93 (m, 6H), 4.31 (s, 2H 
), 4.19 (d, J = 2.1 Hz, 1H), 3.98 (m, 1H), 3.79 (s, 3H), 3.72 (m, 1H), 3 
.60-3.00 (m, 9H), 2.55-2.20 (m, 5H), 2.20-2.00 (m, 2H), 1.90-1.60 (m, 3H 
), 1.50-1.30 (m, 3H), 0.95 (t, J = 7.2 Hz, 3H) Q 

gmftll 3 (61) 

(3R) -l-T-if-^-2, 5-v>**V-3- ( (1R) -l-KKn^- 
1 _ Knt:7'/-4->fM - 9- (4- (4-v^n-7°n 

e;MWU*;v^7x^'» - 1 , 4, 9-MJ 

T^tfn [5. 5] -)>f*V'Sf^ 
[0 6 3 8] 



^-v : 283/ 



ffi!E# 2003-3074101 




^- v : 284/ 



[0 6 3 9] 

tlc : Rf 0.35 W^f^ : * ?;-)v=5 : i) ; 

NMR(CD 3 OD) : $ 7.86 (d, J = 9.0 Hz, 2H), 7.59 (d, J = 8.7 Hz, 2H), 7.15 
(d, J = 8.7 Hz, 2H), 7.08 (d, J = 9.0 Hz, 2H), 4.36 (s, 2H), 4.12 (d, J 
= 2.0 Hz, 1H), 4.06-3.90 (m, 3H), 3.75 (m, 1H), 3.59-3.16 (m, 9H), 2 .5 

2-1.07 (m, 14H), 0.96 (t, J = 7.2 Hz, 3H), 0.56-0.48 (m, 2H), 0.30-0.25 

(m, 2H)o 

mmm (6 2) 

(3R) _ 1 _ r ^;v_ 2 , 5-v**V-3- ( (1R) 
!_ (y-hyt: YU\£7>- )^) -9- (4- (4-*>*v7 

i/^) 7x^>f^) -1, 4, 9-h'JTfXt'n [5. 5] ^>t^ 

> • mmm 

[0 6 4 0] 



tbfE# 2003-3074101 




^-v: 285/ 



[0 6 4 1] 

tlc : Rf 0.37 mw.^^ : -;v=5 : i) ; 

NMR(CD 3 0D) : 8 7.49 (d, J = 8.7 Hz, 2H), 7.00-6.96 (m, 6H), 4.30 (s, 2H 
), 4.12 (d, J = 2.1 Hz, 1H), 3.97-3.90 (m, 3H), 3.79 (s, 3H), 3.75-3.20 
(m, 8H), 2.50-1.18 (m, 13H), 0.95 (t, J = 7.5 Hz, 3H)o 

^-fefe^'l 3 ffi3) 

(3R) -1-7^-2, 5-v**V-3- ( (IE) -l-fcKn*v- 
2 -Ji^-;i/^f-;v) -9- (4- (4-*^y-3-^f^7x;^rv) 7 
-1, 4, g-hVT^vfn [5. 5] * >f* > * *Bfttt 
[0 6 4 2] 



ffiliE# 2003-3074101 



2002-270849 



• 



^-v : 286/ 



[ft 2 5 7] 



HO 



O 




[0 6 4 3] 

TLC : Rf 0.34 : -* * J -;v : tK=9 : l : o. l) ; 

NMR(CD 3 0D) : <> 7.97 (d, J = 8.7 Hz, 1H), 7.60 (d, J = 8.7 Hz, 2H), 7.15 
(d, J = 8.7 Hz, 2H), 6.91 (d, J = 2.1 Hz, 1H), 6.87 (dd, J = 8.7, 2.1 H 

z, 1H), 4.36 (s, 2H), 4.14 (d, J = 1.8 Hz, 1H), 4.01 (m, 1H), 3.76 (m, 1 

H), 3.60-3.40 (m, 4H), 3.22 (m, 1H), 2.56 (s, 3H), 2.50-2.25 (m, 3H), 2. 

13 (br d, J = 15.0 Hz, 1H), 1.80-1.30 (m, 9H), 0.95 (t, J = 7.2 Hz, 3H), 
0.88 (t, J = 7.2 Hz, 3H), 0.85 (t, J = 7.2 Hz, 3H)o 

(3R) -l-y^V-2, 5-***V-3- ( (1R) -1-^Kn^v- 
2-xf;v7f^) -9- (4- (4-*^y-2-^^>7x^^f 
;v) -1, 4, 9-PJ7fXlfn [5. 5] * >7* > • a 

mm 

[0 6 4 4] 



miiE# 20 0 3- 3074101 




5>: 287/ 



[0 6 4 5] 

tlc : Rf 0.32 (8tffc**-v> : * 9 J -a> : tK=9 : i : o. i) ; 

NMR(CD 3 0D) : 5 7.58-7.55 (m, 2H), 7.44 (d, J = 8.1 Hz, 2H), 7.35 (d, J 
= 8.1 Hz, 2H), 7.22 (d, J = 8.1 Hz, 1H), 4.30 (s, 2H), 4.12 (d, J = 2.1 
Hz, 1H), 4.04 (s, 2H), 3.97 (m, 1H), 3.86 (s, 3H), 3.73 (m, 1H), 3.60-3. 
35 Cm, 4H), 3.15 (m, 1H), 2.50-2.20 (m, 3H), 2.10 (br d, J = 15.0 Hz, 1H 
), 1.80-1.30 (m, 9H), 0.93 (t, J = 7.2 Hz, 3H), 0.87 (t, J = 7.2 Hz, 3H) 
, 0.85 (t, J = 7.2 Hz, 3H)o 

(3R) 5-v**V-3- ( (1R) 

2_if;v7f-;v) -9- / 7x-Wf -1 

4, 9-fijmt"n [5. 5] *?yri]> • %Ot&L 
[0 6 4 6] 



miiE# 2003-3074101 



Gfem 2002-270849 



^- v : 288/ 



Ut2 5 9] 



O 

H 3 C-S-NH 

o /■ 




[0 6 4 7] 

tlc : Rf 0.41 (»fw>: **y-/n*=9: 1:0.1) ; 

NMR(CD 3 0D) : 5 7.53 (d, J = 8.7 Hz, 2H), 7.34 (d, J = 8.7 Hz, 2H), 4.32 
(s, 2H), 4.14 (d, J = 2.4 Hz, 1H), 3.99 (m, 1H), 3.75 (m, 1H), 3.60-3.4 
0 (m, 4H), 3.20 (m, 1H), 3.01 (s, 3H), 2.50-2.20 (m, 3H), 2.11 (br d, J 
= 13.8 Hz, 1H), 1.80-1.30 (m, 9H), 0.95 (t, J = 7.2 Hz, 3H), 0.88 (t, J 
= 7.2 Hz, 3H), 0.85 (t, J = 7.2 Hz, 3H)o 

*1W3,(6 6) 

( 3R ) _ 1 _y^;v_2, 5-v**V-3- ( (1R) -1-thW- 
l - ^t: Knf5>-4-^;V) **f-)V) -9- (4-7x7^y7x^ 
-1, 4, [5. 5] *>-f*5"«MS* 

[0 6 4 8] 



ffifE# 2003-3074101 




: 289/ 



[0 6 4 9] 

tlc : Rf 0.60 (M^fv> : **y-;v=io: i) ; 

NMR(CD 3 0D) : & 7.53 (d, J = 8.7 Hz, 2H), 7.43-7.35 (m, 2H), 7.18 (m, 1H 
), 7.09-7.00 (m, 4H), 4.33 (s, 2H), 4.12 (d, J = 1.8 Hz, 1H), 4.08-3.87 
(m, 3H), 3.73 (m, 1H), 3.60-3.30 (m, 5H), 3.30-3.10 (m, 2H), 2.56-2.22 ( 
m, 3H), 2.20-1.92 (m, 2H), 1.92-1.78 (m, 2H), 1.70 (m, 1H), 1.55-1.16 (m 
, 5H), 0.95 (t, J = 7.2 Hz, 3H)o 

3t*fcffil3 (6 7) 
(3R) _ 1 __^;v_2, 5-v^^rV-3- ( (1R) 
! _ (xh^t }?u\£?>-4-<f )V) **f-)V) -9- (4- (4-fcK**-> 
7l ^y) 7x^V^f;V) -1, 4, 9-hUT^tfn [5. 5] *»T 

fj > • MBM 

[0 6 5 0] 



2003-3074101 




: 290/ 



[0 6 5 1] 

tlc : Rf 0.36 (mt*?-u> : ;* ? / -;i/=i0 : l) ; 

NMR(CD 3 0D) : d 7A7 (d, J = 9.0 Hz, 2H), 6.97 (d, J = 9.0 Hz, 2H), 6.89 
(d, J = 9.0 Hz, 2H), 6.80 (d, J = 9.0 Hz, 2H), 4.30 (s, 2H), 4.12 (d, J 
= 1.8 Hz, 1H), 4.08-3.88 (m, 3H), 3.72 (m, 1H), 3.60-3.30 (m, 5H), 3.30 
-3.10 (m, 2H), 2.54-2.20 (m, 3H), 2.20-1.94 (m, 2H), 1.94-1.79 (m, 2H), 
1.68 (m, 1H), 1.55-1.15 (m, 5H), 0.95 (t, J = 7.2 Hz, 3H) G 

jj|L3 (6 8) 

(3R) - 1 2 , 5-v**V-3- ( (1R) 

!_ (f ]>7iiKDlf7>-4-f;V) -9- (4- (4-*3-)VJj)V 

^7^7xi;V^f^) 7 -1, 4, 9-b'J7f^t°n 

[5. 5] <5>rfJ> • iMBM 
[0 6 5 2] 



ffiiE# 2003-3074101 



Qfrm 2002-270849 

[it2 6 2] 




[0 6 5 3] 

TLC : Rf 0.37 : * * y -*=io : D ; 

NMR(CD 3 0D) : 8 7.48-7.40 (m, 4H), 7.34 (d, J = 8. 1 Hz, 2H), 7.15 (d, J 
- 8.7 Hz, 2H), 4.31 (s, 2H), 4.11 (d, J = 2.1 Hz, 1H), 4.07-3.87 (m, 3H) 
, 3.97 (s, 2H), 3.73 (m, 1H), 3.60-3.30 (m, 5H), 3.30-3.04 (m, 2H), 2.54 
-2.32 On, 2H), 2.24 (m, 1H), 2.17-1.91 (m, 2H), 2.09 (s, 3H), 1.91-1.78 
(m, 2H), 1.69 (m, 1H), 1.50-1.10 (m, 5H), 0.94 (t, J = 7.2 Hz, 3H) C 

mtms (6 9) 

(3R) -i-y^;V-2, 5-v**V-3- ( (1R) -l-tKn*->- 
2 -jL?-n>"7m>) -9 - (4- (4-*my7x^y^f;v) 7x^V 
-1, 4, 9- burden [5. 5] V > Til > • jUtift 
[0 6 5 4] 



tbfiE# 2003-3074101 



2002-270849 



^- v : 292/ 



[ft 2 6 3] 



OH 




CH 3 



[0 6 5 5] 

tlc : Rf 0.39 (fflt**-i'> : * ^-/i^io : D ; 

NMR(CD 3 0D) : d 7.96 (d, J = 8.7 Hz, 2H), 7.60 (s, 4H), 7.05 (d, J = 8.7 
Hz, 2H), 5.23 (s, 2H) 4.37 (s, 2H), 4.13 (d, J - 2.1 Hz, 1H), 4.01 (m, 
1H), 3.76 (m, 1H), 3.57-3.35 (m, 4H), 3.20 (m, 1H), 2.55-2.22 (m, 3H), 2 
.11 On, 1H), 1.82-1.50 (m, 4H), 1.50-1.24 (m, 5H), 0.94 (t, J = 7.2 Hz, 
3H), 0.87 (t, J = 7.2 Hz, 3H), 0.85 (t, J = 7.2 Hz, 3H) Q 

mMW 3 (70) 

(3R) -l-7f-fr-2, 5-v**V-3- ( (1R) -1-thW/- 
2 -xf^^f^) -9- (4- (4-7^X^*-*7x/*'» 7x^;V 
-1, 4, 9- b >; T^fXlfn [5. 5] V>r$> 
[0 6 5 6] 



thfl# 2003-3074101 



^#12 0 0 2 - 2 7 0 8 4 9 ^ ^- v ! 293/ 

Hfc2 6 4] 




[0 6 5 7] 



tlc : Rf o. 33 (ifrfb* \ *9 \ *=9 : 1 : 0. l) ; 

NMR(CD 3 0D) : 8 7.90 (d, J = 8.7 Hz, 2H), 7.61 (d, J = 8.7 Hz, 2H), 7.18 
(d, J = 8.7 Hz, 2H), 7.13 (d, J = 8.7 Hz, 2H), 4.37 (s, 2H), 4.14 (d, J 
= 2.1 Hz, 1H), 4.01 (m, 1H), 3.76 (m, 1H), 3.60-3.30 (m, 4H), 3.20 (m, 

1H), 2.50-2.10 (m, 4H), 1.80-1.30 (m, 9H), 0.95 (t, J = 7.2 Hz, 3H), 0.8 

8 (t, J = 7.2 Hz, 3H), 0.86 (t, J = 7.2 Hz, 3H) C 

(3R) -l-?T)V-2, 5-v**V-3- ( (1R) + 
2-^f-;v^f-;v) -9- (4- ( 4 - 7 jvt n 7 x - jv^ f ;v* ;v*-^7 5 
y) 7i-JMf^) -1, 4, 9-b'J7f^H'n [5. 5] <V>7"ti>-iM. 

[0 6 5 8] 



ffiSE#2 003-3074101 



^jf m 2002-270849 ^ ^- v : 294/ 



Mb 2 6 5] 




CH 3 



[0 6 5 9] 

TLC : Rf 0.33 CSMfc \ * 9 S \ 7K=9 : 1 :o.i) ; 
NMR(CD 3 0D) : 5 7.70 (d, J = 8.4 Hz, 2H), 7.49 (d, J = 8.4 Hz, 2H), 7.37 
-7.33 (m, 2H), 7.08-7.02 (m, 2H), 4.31 (s, 2H), 4.13 (d, J = 2. 1 Hz, 1H) 
, 3.99 (m, 1H), 3.74 (m, 1H), 3.68 (s, 2H), 3.60-3.30 (m, 4H), 3.15 (m, 
1H), 2.50-2.10 (m, 4H), 1.80-1.30 (m, 9H), 0.94 (t, J = 7.5 Hz, 3H), 0.8 
7 (t, J = 7.5 Hz, 3H), 0.85 (t, J = 7.5 Hz, 3H)o 

*ttW3' (7 2) 

(3R ) _ 1 _y^;p_ 2 , 5— 5^**V-3- ( (1R) -1-tKn^v- 
1 - (ff7tKot'7^-4-^V) t^lV) -9- (4- (4-v7/7i 
7x^Mf;v) -1, 4, 9-b'J7f^fn [5. 5] 

[0 6 6 0] 



ttliiE#2 003-3074101 




295/ 



[0 6 6 1] 



TLC : Rf 0.85 (^nn^;VA : *?y-;i-=5: l) ; 

NMR(CD 3 0D) : d 7.74 (brd, J = 8.7 Hz, 2H), 7.64 (brd, J = 8.4 Hz, 2H), 
7.20 (brd, J = 8.4 Hz, 2H), 7.13 (brd, J = 8.7 Hz, 2H), 4.37 (s, 2H), 4. 
12 (d, J = 2.1 Hz, 1H), 4.08-3.86 (m, 3H), 3.74 (m, 1H), 3.64-3.16 ( m, 
7H), 2.56-2.24 (m, 3H), 2.20-1.92 (m, 2H), 1.86 (m, 1H), 1.71 (m, 1H), 1 
.60-1. 16(m, 6H), 0.96 (t, J = 6.6 Hz, 3H) e 

(7 3) 

( 3R ) - l -y^)V- 2 , 5-5>**V-3- ( (1R) -1-thW- 
1 - (f- f9t Kntfv>'-4-^;W) ^/lO -9- (4- (4-vT/-2 
-^Kv7i^y) 7x^iMf;v) -1, 4, 9-MJT*f*tfn [5. 

5] vvri3> • 

[0 6 6 2] 



ttitE# 2003-3074101 




^-v: 296/ 



[0 6 6 3] 

TLC : Rf 0.85 (?nn*W : ^ 9 S-fr=5 : 1) ; 

NMR(CD 3 0D) : 8 7.52 (brd, J = 8.7 Hz, 2H), 7.44 (d, J = 1.8 Hz, 1H), 7. 
36 (dd, J = 8.4, 1.8 Hz, 1H), 7.13 (d, J = 8.4 Hz, 1H), 7.02 (brd, J = 8 
.7 Hz, 2H), 4.31 (s, 2H), 4.12 (d, J = 1.8 Hz, 1H), 4.01-3.86 (m , 3H), 
3.83 (s, 3H), 3.71 (m, 1H), 3.64-3.10 (m, 7H), 2.54-2.20 (m, 3H), 2.20-1 
.92 (m, 2H), 1.85 (m, 1H), 1.71 (m, 1H), 1.50-1.16 (m, 6H), 0.95 (t, J = 
7.5 Hz, 3H)o 

(7 4) 

(3R ) - i 5-v^*V-3- ( (1R) -l-fcKn*v- 
-9- (4- (4-^f^7?/*^^7xy^y^f 

;v) 7x^;f^) -l, 4, 9->';r^ti°n [5. 5] ^ymy-m. 

[0 6 6 4] 



fflfE^ 2 003-3074101 



20 0. 2-270849 ^ v : 297/ 



Ut2 6 8] 




[0 6 6 5] 

TLC : Rf 0.76 (^nn*W : * ^y-;i^=5 : 1) ; 

NMR(CD 3 0D) : <5 7.77 (brd, J = 8.7 Hz, 2H), 7.60 (m, 4H), 7.04 (brd, J = 
8.7 Hz, 2H), 5.21 (s, 2H), 4.37 (s, 2H), 4.13 (d, J = 2. 1 Hz, 1H), 4.02 
(m, 1H), 3.77 (m, 1H), 3.60-3.36 (m, 4H), 3.16 (m, 1H), 2.89 (s, 3H ), 

2.52-2.08 (m, 4H), 1.82-1.26 (m, 9H), 0.94 (t, J = 7.2 Hz, 3H), 0.88 (t, 
J = 7.5 Hz, 3H), 0.85 (t, J = 7.2 Hz, 3H)o 

(3R) - 5-yt^rV-3- ( (1R) - l-tFnJfy- 

2-xf;V7'f;V) -9- (4- (4-*^^v-3-t:Kn^y7iy^y 

) 7 x^Mfiv) -1, 4, 9-vvT*rx^ u [ 5 . 5 ] tjyrijy -mm. 

i! 

[0 6 6 6] 



ttilE# 2003-3074101 



^ #11 2002-270849 9 



^-5^: 298/ 



[ft 2 6 9] 




[0 6 6 7] 



TLC : Rf 0.74 (^nn*H : p< ^/-;V=5 : 1) ; 

NMR(CD 3 0D) : 3 7.86 (d, J = 9.0 Hz, 1H), 7.61 (brd, J = 8.4 Hz, 2H), 7. 
20 (brd, J = 8.4 Hz, 2H), 6.54 (dd, J = 9.0, 2.4 Hz, 1H), 6.44 (d, J = 2 
.4 Hz, 1H), 4.38 (s, 2H), 4.14 (d, J = 2. 1 Hz, 1H), 4.02 (m, 1H), 3. 77 
(m, 1H), 3.60-3.38 (m, 4H), 3.20 (m, 1H), 2.54-2.26 (m, 3H), 2.14 (m, 1H 
), 1.82-1.26 (m, 9H), 0.95 (t, J = 7.2 Hz, 3H), 0.88 (t, J = 7.2 Hz, 3H) 
, 0.86 (t, J = 7.8 Hz, 3H) 0 

mmm 3(76) 

(3R) - l- f^)V-2, 5— ?**V-3- ( (1R) -1-tKn^y- 
1- (fF7tKne7>-4-^^) -9- (4- (4-^no7x 

y^rv) 7x-;MfiV) -1, 4, 9-h'J7f^^n [5. 5] 

• mm. 

[0 6 6 8] 



ffiSE# 2003-3074101 




^-v : 299/ 



[0 6 6 9] 

nx : Rf 0.36 (MM*-*-* : * 9 y-^=io : i) ; 

NMR(CD 3 0D) : 8 7.54 (d, J = 8.7 Hz, 2H), 7.38 (d, J = 8.7 Hz, 2H), 7.08 
(d, J = 8.7 Hz, 2H), 7.02(d, J = 8.7 Hz, 2H), 4.32 (s, 2H), 4.12 (d, J = 
2.0 Hz, 1H), 3.98-3.90 (m, 3H), 3.72 (m, 1H), 3.56-3.15 (m, 7H), 2.5 0- 
1.68 (m, 8H), 1.40-1.18 (m, 5H), 0.95 (t, J = 7.5 Hz, 3H) Q 

mmm 3 (77) 

(3R) -l--7^;V-2, 5-yt^V-3- ( (1R) -1-tKn^fy- 
2-^)V^^) -9- (4- (4-^f^7 5 S 1])\'-tf~)V-2-* h^v 
7x;*y) 7x^JMf;V) -1, 4, 9 - hV T If n [5. 5] *f>T 

* y • mm 

[0 6 7 0] 



2003-3074101 



^ #H 2002-270849 ^ ^- v : 300/ 

[ft 2 7 1] 




CH 3 



[0 6 7 1] 

TLC : Rf 0.39 : * * / -;w=io : l) ; 

NMR(CD 3 0D) : d 7.59 (d, J = 1.8 Hz, 1H), 7.52 (d, J = 8.6 Hz, 2H), 7.44 
(dd, J = 8.3, 1.8 Hz, 1H), 7.08 (d, J = 8.3 Hz, 1H), 6.95 (d, J = 8.6 H 
z, 2H), 4.31 (s, 2H), 4.13 (d, J = 2.0 Hz, 1H), 3.97 (m, 1H), 3.82 (s , 
3H), 3.72 (m, 1H), 3.54-3.43 (m, 4H), 3.24 (m, 1H), 2.93 (s, 3H), 2.52-2 
.36 (m, 3H), 2.11 (m, 1H), 1.76-1.33 (m, 9H), 0.94 (t, J = 7.2 Hz, 3H), 
0.87 (t, J = 7.2 Hz, 3H), 0.85 (t, J = 7.2 Hz, 3H)o 

mmms (7 8) 

(3R) -l-"7^;V-2, 5-v**V-3- ( (1R) 
2 -xf;V7*f;v) -9- (4- (4-y^f;V7^;*;V*-^-2-^ 
y7i^v) 7x^;MfM -1, 4, 9-h'J7fXfD [5. 5] * > 

Til y • mmk 

[0 6 7 2] 



ffifE# 2003-3074101 



^ §12 0 0 2- 2 7 0 8 4 9 £ ^- v : 301/ 

[It 2 7 2] 




CH 3 



[0 6 7 3] 

TLC : Rf 0.25 : * * y -;v=10 : 1) ; 

NMR(CD 3 0D) : £7.48 (d, J = 8.4 Hz, 2H), 7.20 (s, 1H), 7.10 (d, J = 8.0 
Hz, 1H), 7.04 (d, J = 8.0 Hz, 1H), 6.96 (d, J = 8.4 Hz, 2H), 4.31 (s, 2 

H), 4.12 (d, J = 1.38 Hz, 1H), 3.98 (m, 1H), 3.78 (s, 3H), 3.74-3.40 (m, 
5H), 3.17 (m, 1H), 3.10 (s, 3H), 3.06 (s, 3H), 2.48-2.09 (m, 4H), 1.73- 

1.28 (m, 9H), 0.94 (t, J = 7.0 Hz, 3H), 0.87 (t, J = 7.2 Hz, 3H), 0.84 ( 

t, J = 7.2 Hz, 3H)o 

mWM 3 (7 9) 

(3R) - 1 -r-f-JV-2, 5-v**V-3- ( (1R) -1-tKo^ry- 
2 -if;vyf;l/) -9- (4- ( 4 - * f;V7 < J iJ ;v^*-;V7 
) y^~)V*?-)V) -1, 4, 9-bUT^tfn [5. 5] -)>f*>'iM 

m 

[0 6 7 4] 



ttitE# 2003-3074101 



^ 2002-270849 



^-v ! 302/ 



Wk2 7 3] 



HN 




O 



N-f PH 




-HCI 



[0 6 7 5] 

tlc : Rf 0.40 Wctf-w \ ;-)v: 7K=9 : i : o. i) ; 

NMR(CD 3 0D) : d 7.73 (d, J = 8.4 Hz, 2H), 7.47 (d, J = 8.4 Hz, 2H), 7.36 
(d, J - 8.4 Hz, 2H), 7.31 (d, J = 8.4 Hz, 2H), 4.32 (s, 2H), 4.13 (d, J 
= 2.1 Hz, 1H), 4.07 (s, 2H), 3.99 (m, 1H), 3.74 (m, 1H), 3.60-3.40 (m, 

4H), 3.15 (m, 1H), 2.89 (s, 3H), 2.50-2.15 (m, 4H), 1.80-1.30 (m, 9H), 0 

.94 (t, J = 7.2 Hz, 3H), 0.87 (t, J = 7.2 Hz, 3H), 0.85 (t, J = 7.2 Hz, 

3H) 0 

mmm 3(80) 

(3R) -l-r^;v-2, 5-v**V-3- ( (1R) 
2 -9- (4-n^y7xi/Mf;V) -1, 4, 9-H; 

T^tin [5. 5] -iMMM 
[0 6 7 6] 



tBfiE# 2003-3074101 




^-v: 303/ 



[0 6 7 7] 



tlc : Rf 0.38 (mtt^-vy : ^ 9 : ?K=9 : i : o.D ; 

NMR(CD 3 0D) : & 7.46 (d, J = 9.0 Hz, 2H), 7.03 (d, J = 9.0 Hz, 2H), 4.28 
(s, 2H), 4.13 (d, J = 2.1 Hz, 1H), 3.96 (m, 1H), 3.83 (s, 3H), 3.72 (m, 
1H), 3.60-3.40 (m, 4H), 3.18 (m, 1H), 2.50-2.10 (m, 4H), 1.80-1.30 (m, 

9H), 0.95 (t, J = 7.2 Hz, 3H), 0.88 (t, J = 7.2 Hz, 3H), 0.85 (t, J - 7. 

2 Hz, 3H) o 

3 L8JJ 

(3R) -l-7T)V-2, 5-***V-3- ( (1R) 
2-x.*)V~7T)V) -9- (4- (A-t+Jl'TS.SUfi'tf-*'?*-*'*'*'*' 
7x-)V^f;V) -1, 4, 9->'J7fXfa [5. 5] 

[0 6 7 8] 



HJ|E# 2003-3074101 




^-v : 304/ 



[0 6 7 9] 

TLC : Rf 0.38 (MM * *f- V > \ S-fr'. 7jc=9 : 1 : o.i) ; 
NMR(CD 3 0D) : 8 7.82 (d, J = 8.7 Hz, 2H), 7.53 (d, J = 8.7 Hz, 2H), 7.46 
(d, J = 8.7 Hz, 2H), 7.11 (d, J = 8.7 Hz, 2H), 5.21 (s, 2H), 4.29 (s, 2 
H), 4.13 (d, J = 2.1 Hz, 1H), 3.97 (m, 1H), 3.73 (m, 1H), 3.55-3.35 (m, 
4H), 3.15 (m, 1H), 2.91 (s, 3H), 2.50-2.10 (m, 4H), 1.80-1.30 (m, 9H), 0 
.94 (t, J = 7.2 Hz, 3H), 0.87 (t, J = 7.2 Hz, 3H), 0.85 (t, J = 7.2 Hz, 
3H) 0 

mmm 3 (82) 

(3R) _ 1 _^ ;v _2, 5-v**V-3- ( (1R) + 
2-jif-;i/^;v) -9- (4- (4-^f;v*M-^T^7x-;^f;v 

) 7x^jv^w) -1, 4, 9 -h; 7-9** en [5. 5] -ma 
m 

[0 6 8 01 



mW& 2003-3074101 




I 305/ 



CH 3 



[0 6 8 1] 

TLC : Rf 0.64 (?nn*;vA : * ? ;-)V=5 : l) ; 

NMR(CD 3 0D) : d 7.50-7.42 (m, 4H), 7.34 (brd, J = 8.1 Hz, 2H), 7.15 (brd 
, J = 8.7 Hz, 2H), 4.31 (s, 2H), 4.13 (d, J = 2.1 Hz, 1H), 4.08-3.90 (m, 

1H), 3.97 (s, 2H), 3.73 (m, 1H), 3.54-3.36 (m, 4H), 3.15 (m, 1H), 2 .50 

-2.18 (m, 3H), 2.16-2.04 (m, 1H), 2.09 (s, 3H), 1.82-1.26 (m, 9H), 0.94 

(t, J = 6.9 Hz, 3H), 0.87 (t, J = 7.5 Hz, 3H), 0.85 (t, J = 7.2 Hz, 3H) 

O 

OTEM3 (8 3) 

(3R) - 1 -f^-)V-2, 5-v**V-3- ( (1R) -1-HKU^>- 
1 - js^t: Kntf9>-4--f -9- (4- (4-^f^75 

y Jj)V#-)V-2-* f^y7x;^y) 7x^;v^f;v) -1, 4, 9 - b V 

t*?*^u [5. 5] ■ mmm. 

[0 6 8 2] 



miE# 2003-3074101 



^ $ft£ 2002-270849 

Ut2 7 7] 




[0 6 8 3] 



tlc : Rf 0.29 (MAttf-v* : ;**/-;v=io: l) ; 

NMR(CD 3 0D) : 8 7.59 (d, J = 2.1 Hz, 1H), 7.50 (d. J = 9.0 Hz, 2H), 7.45 
(dd, J = 8.1, 2.1 Hz, 1H), 7.09 (d, J = 8.1 Hz, 1H), 6.96 (d, J = 9.0 H 
z, 2H), 4.31 (s, 2H), 4.12 (d, J = 1.8 Hz, 1H), 4.07-3.87 (m, 3H), 3.82 
(s, 3H), 3.72 (m, 1H), 3.60-3.35 (m, 5H), 3.30-3.12 (m, 2H), 2.93 (s, 3H 
), 2.56-2.23 (m, 3H), 2.20-1.92 (m, 2H), 1.92-1.78 (m, 2H), 1.68 (m, 1H) 
, 1.55-1.13 (m, 5H), 0.95 (t, J = 7.2 Hz, 3H) 0 

*flrtH3 (8 4) 

(3R) -i-7+a,-2, 5— ?**V-3- ( (1R) -l-fcFD*v- 
2-^)Vff-)V) -9- (4- (4-*^'>7x-^*;^"Jl') 7^- 
)V*+)V) -1, 4, [5. 5] *fyr*>-*mL 

[0 6 8 4] 



fflfiE^ 2003-3074101 




^-v: 307/ 



tlc : Rf 0.22 (Mb* f-v-y \ s-fr\ tK=9 : l : o. D ; 

NMR(CD 3 0D) : 8 8. 17 (d, J * 8.7 Hz, 2H), 7.91 (d, J = 8. 1 Hz, 2H), 7.87 
(d, J = 8.7 Hz, 2H), 7.76 (d, J = 8.1 Hz, 2H), 4.49 (s, 2H), 4.14 (d, J 
= 2.1 Hz, 1H), 4.07 (m, 1H), 3.82 (m, 1H), 3.60-3.40 (m, 4H), 3.20 (m, 

1H), 2.60-2.10 (m, 4H), 1.80-1.30 (m, 9H), 0.95 (t, J = 7.5 Hz, 3H), 0.8 

8 (t, J = 7.5 Hz, 3H), 0.86 (t, J = 7.5 Hz, 3H) 0 

mums (8 5) 
(3R) -l-^;v-2, 5-v**V-3- ( (1R) 

-9- (4- (4-*W'>-2-^nn7x;^-» y 
3u-)V*?-)\>) -1, 4, 9->'J7f^tfn [5. 5] v>r*> - MBM. 
[0 6 8 6] 



ffifiE# 2003-3074101 




308/ 



, 7.59 (d, J = 8.7 Hz, 2H), 7.14-7.09 (m, 3H), 4.37 (s, 2H), 4.14 (d. J 
1 2.1 Hz, 1H), 4.02 (m, 1H), 3.77 (m, 1H), 3.60-3.40 (m, 4H), 3.15 (m, 1 
H), 2.50-2.10 (m, 4H), 1.80-1.30 (m, 9H), 0.95 (t, J = 7.2 Hz, 3H), 0.88 
(t, J = 7.2 Hz, 3H), 0.85 (t, J = 7.2 Hz, 3H) Q 

(_2 6) 

(3R) _!-^;v-2, 5 -v**V-3- ( (1R) -l-tKn**- 

^7^7x7+y) 7*-****) -1, 4, 9-f-i7fxen [5 

. 5] ' ttBfctt 

[0 6 8 8] 



fflfiE# 2003-3074101 




^-v: 309/ 



[0 6 8 9] 

tlc : Rf 0.49 imt^f-vy : tK=9 : i : o.i) ; 

NMR(CD30D) : S 7.57 (d, J = 9.0 Hz, 2H), 7.51 (d, J = 8.7 Hz, 2H), 7.05 
(d, J = 8.7 Hz, 2H), 7.00 (d, J = 9.0 Hz, 2H), 4.32 (s, 2H), 4.12 (d, J 
= 1.8 Hz, 1H), 4.10-3.90 (m, 3H), 3.73 (m, 1H), 3.60-3.10 (m, 7H), 2.55 

-1.60 (m, 8H), 2.12 (s, 3H), 1.50-1.15 (m, 5H), 0.95 (t, J = 7.2 Hz, 3H) 

o 

mmm (8 7) 

(3R) -l-"fu\£)U-2, 5-v*3rV-3- ( (1R) 
-l-y^DA^y;v^f;i/) -9- (4- ( 4 f ^7 5 J Jj )V 7 x. 

S*=s**f-)V) y*.~)V*?-)V) -1, 4, 9-h'J7f^t?n [5. 5] V> 
Til y • BKfett 

[0 6 9 0] 



ffifBft 2003-3074101 



^ mm 2002-270849 



310/ 



Ht2 8 1] 



O 




[0 6 9 1] 

tlc : Rf 0.42 (*frft*^v> : * * y : tK=9 : i : o. D ; 

NMR(CD 3 OD) : 8 7.77 (d, J = 9.0 Hz, 2H), 7.59 (s, 4H), 7.04 (d, J = 9.0 
Hz, 2H), 5.21 (s, 2H), 4.37 (s, 2H), 4.15 (d. J = 2.1 Hz, 1H), 4.00 (m, 
1H), 3.76 (m, 1H), 3.50-3.40 (m, 3H), 3.30 (m, 1H), 3.15 (m, 1H), 2.89 
(s, 3H), 2.50-1.90 (m, 6H), 1.85-1.60 (m, 5H), 1.55-1.10 (m, 4H), 1.10-0 
.80 (m. 2H), 0.92 (t, J = 7.2 Hz, 3H) Q 

grtfc«3 (8 8) 

(3R) _i-yntf;l/-2, 5-y**V-3- ( (1R) -l-KFn*5/ 

-i-v^n^^v;u^f-;v) -9- (4- (4-v7;-2-^^>7x; 

**» 7x-^^^) -1, 4, [5. 5] 

[0 6 9 2] 



ffifE# 2003-3074101 



^ #JM 2002-270849 

Hb2 8 2] 




[0 6 9 3] 

TLC : Rf 0.42 mt^f-l^y \**J-fr\ 7K=9 I 1 : 0. 1) ; 
NMR(CD 3 0D) : S 7.53 (d, J = 8.7 Hz, 2H), 7.50 (d, J = 1.8 Hz, 1H), 7.36 
(dd, J = 8.4, 1.8 Hz, 1H), 7.13 (d, J = 8.4 Hz, 1H), 7.02 (d, J = 8.7 H 
z, 2H), 4.33 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 3.98 (m, 1H), 3.83 (s, 3 
H), 3.74 (m, 1H), 3.55-3.40 (m, 3H), 3.30 (m, 1H), 3.i5 (m, 1H), 2.50-1. 
85 (m, 6H), 1.85-1.60 (m, 5H), 1.55-1.10 (m, 4H), 1.10-0.80 (m, 2H), 0.9 
3 (t, J = 7.5 Hz, 3H) 0 

mmms (8 9) 

(3R) -i-^>v;v-2, 5-y^V-3- ( (1R) -l-*Kn*5/ 
- 1 -i / 9U^**s)\>*<f-)V) -9- (4- (4-*^v-2-^^v7 
i/**,) 7 -1, 4, g-bVT^fxen [5. 5] 7>T* 

[0 6 9 4] 



311/ 



mfflfc 2003-3074101 



2002-270849 



v : 312/ 



UtZ 8 3] 



0-CH 3 




[0 6 9 5] 

TLC : Rf 0. 17 : * * / -*=io : 1) ; 

NMR(CD 3 0D) : a 7.73 (d. J = 1.8 Hz, IH), 7.66 (dd, J = 1.8 Hz, 8.4Hz, 1 
H), 7.48 (d, J = 8.4 Hz, 2H), 7.30-7.18 (m, 5H), 7.07 (d, J = 8.1 Hz, 1H 
), 6.96 (d, J = 9.0 Hz, 2H), 4.97 (d, J = 17.2 Hz, 1H), 4.60 (d, J = 17. 
2 Hz, IH), 4.32 (d, J - 1.8 Hz, 1H), 4.27 (s, 2H), 3.90 (m, IH), 3.80 (s 
, 3H), 3.70 (m, IH), 3.58-3.34 (m, 3H), 2.60-2.30 (m, 3H), 2.10-1.90 (m, 
3H), 1.80-1.60 (m, 4H), 1.40-1.05 (m, 3H), 1.00-0.80 (m, 2H) C 



3rtfcM3 (9 0) 

( 3 R) -l-^y>-2, 5-V**V-3- ( (1R) -l-^Kn** 
-i-v^n^v^^V) -9- (4- {4-*)Vtf*is-2-*Y*^7 
7x^;v^;v) -1, 4, [5. 5] 

[0 6 9 6] 



ttHE# 2003-3074101 



^ #M 2002-270849 



^-v I 313/ 



Kb 2 8 4] 




[0 6 9 7] 



nx : Rf 0.21 (?un*;vA : * ?/-;v=i0 : l) ; 

NMR(CD 3 0D) : 8 7.56-7.53 (m, 2H), 7.41 (d, J = 8.4 Hz, 2H), 7.32-7.18 ( 
m, 8H), 4.55 (d, J = 16.2 Hz, 1H), 4.31 (d, J = 1.8 Hz, 1H), 4.27 (s, 2H 
), 4.02 (s, 2H), 3.84 (s, 3H), 3.90 (m, 1H), 3.69 (m, IflD. 3.45-3.30 (m, 
3H), 2.54 (d, J = 15.6 Hz, 1H), 2.48-2.20 (m, 2H), 2.10-1.90 (m, 3H), 1 
.80-1.60 (m, 4H), 1.40-1.05 (m, 3H), 1.00-0.80 (m, 2H) C 

*rttrtM3 (9 1) 

(3R) -l-^;V-2, 5-v**V-3- ( (1R) -l-fcKn*v- 
1 _ yjY. Yu\£jy-A-<< fr) tTfr) -9- (4- (2, 4-v^h 
^>7x^y) 7x^;Mf^) -1, 4, 9-h^T^tfn [5. 5] * 

[0 6 9 8] 



miiE# 2003-3074101 



^ &m 2002-270849 



314/ 



[ft 2 8 5] 




[0 6 9 9] 



tlc : Rf o.48 : ^^/-^=io:D ; 

NMR(CD 3 0D) : <5 7.41 (d. J = 8.7 Hz, 2H), 6.96 (d, J = 8.7 Hz, 1H), 6.88 
(d, J = 8.7 Hz, 2H), 6.69 (d, J = 3.0 Hz, 1H), 6.53 (dd, J = 8.7, 3.0 H 
z, 1H), 4.28 (s, 2H), 4.12 (d, J = 2.0 Hz, 1H), 4.01-3.90 (m, 3H), 3.81 
(s, 3H), 3.72 (s, 3H), .3.66 (m, 1H), 3.54-3.07 (m, 7H), 2.50-1.18 (m, 13 
H), 0.95 (t, J = 7.2 Hz, 3H) 0 

miasms (9 2) 

(3R) _ 1 _y^; V _ 2 , 5-v**V-3- ( (1R) -l-fcKU*>>- 
!_ (tl>7tKnt'7>-4-^^) tf-fr) -9- (4- (4-fcKn*v 
-2-n^>7x^y) ^-iU**-*) -1, 4, 9-f'J7fXlfn [ 

5. 5] -mmm. 

[0 7 0 0] 



tBIE# 2003-3074101 




^-v : 315/ 



[0 7 0 1] 

tlc : Rf 0.36 (M\t*^vy : ;-)V=io: l) ; 

NMR(CD 3 0D) : d 7.41 (d, J = 8.7 Hz, 2H), 6.88 (d, J = 8.7 Hz, 2H), 6.85 
(d, J = 8.7 Hz, 1H), 6.56 (d, J = 2.7 Hz, 1H), 6.38 (dd, J = 8.7, 2.7 H 
z, 1H), 4.27 (s, 2H), 4.12 (d, J = 1.8 Hz, 1H), 4.01-3.90 (m, 3H), 3.69 
(s, 3H), 3.69 (m, 1H), 3.54-3.16 (m, 7H), 2.50-1.18 (m, 13H), 0.95 (t, J 
= 7.0 Hz, 3H)o 

mmms (93) 

(3R) -l-T^V-2, 5-v**V-3- ( (1R) 
l - (ff7t:Fnb t r/-4-'f^ -9- (4- (4-^W5 

;*j^-2-^DD7x^y) 7i-JMf^) -1, 4, 9-bVT 

•rxtfn [5. 5] *?>tu> • 

[0 7 0 2] 



fflSE4S 2003-3074101 




316/ 



[0 7 0 31 

tlc : Rf 0.42 (mttrvv : j**/-;v=io: D ; 

NMR(CD 3 0D) : 8 8.01 (d, J = 2.0 Hz, 1H), 7.78 (dd, J = 8.4, 2.0 Hz, 1H) 
, 7.58 (d, J = 8.7 Hz, 2H), 7.13 (d, J = 8.4 Hz, 1H), 7.09 (d, J = 8.7 H 
z, 2H), 4.36 (s, 2H), 4.12 (d, J = 1.8 Hz, 1H), 4.06-3.91 (m, 3H), 3.76 
(m, 1H), 3.48-3.08 (m, 7H), 2.91 (s, 3H), 2.51-1.18 (m, 13H), 0.96 (t, J 
= 7.0 Hz, 3H) 0 

mmz (94) 

(3R) -i-^>^-2 f 5-***V-3- ( (1R) 

-1, 4, 9-hV7f^^ [5. 5] *vr*>*tffflfc* 
[0 7 0 4] 



ffifiE# 2003-3074101 



2002-270849 



^-v: 317/ 



Mb 2 8 8] 




[0 7 0 5] 

uc : Rf 0.45 (Mittw : **/->u-ao: l) ; 

NMR(CD 3 0D) : d 7.86 (d, J = 8.1 Hz, 2H), 7.56 (d. J = 8.1 Hz, 2H), 7.31 
-7.18 (m, 5H), 4.94 (d, J - 16.5 Hz, 1H), 4.58 (d, J - 16.5 Hz, 1H), 4.3 
1 (d, J = 2.1 Hz, 1H), 4.21 (s, 2H), 3.73 (m, 1H), 3.57 (m, 1H), 3.38-3. 
20 (m,3H), 2.91 (s, 3H), 2.50 (m, 1H), 2.33-2.24 (m, 2H), 2.07-1.91 (m, 
3H), 1.77-1.69 (m, 4H), 1.30-1.18 (ra, 3H), 0.98-0.90 (m, 2H)o 



(3R) -l-T-n^-2, 5 -v**V-3- ( (1R) -l-*Fn*V 
-l-S^n^******) -9- (4- (4-^W5/*^V- 
2-n^7x^v) 7x^Wf^) -1, 4, 9-b'J7fxen [5 

. 5] ^yTijy • 

[0 7 0 6] 



ffifE# 2003-3074101 



UK 2002-270849 



^-v: 318/ 



[jfc2 8 9] 




[0 7 0 7] 

tlc : Rf 0.49 (mttwy : ^^y-^=io: i) ; 

NMR(CD 3 0D) : S 8.50 (d, J = 8.7 Hz, 2H), 7.20 (d, J = 1.8 Hz, 1H), 7.10 
(d, J = 8.0 Hz, 1H), 7.04 (dd, J = 8.0, 1.8 Hz, 1H), 6.96 (d, J = 8.7 H 
z, 2H), 4.30 (s, 2H), 4.14 (d, J - 2.1 Hz. 1H), 3.97 (m, 1H), 3.79 (s, 3 
H), 3.72 (m, 1H), 3.51-3.16 (m, 5H), 3.11 (s, 3H), 3.06 (s, 3H), 2.51-1. 
14 (m, 15H), 1.00-0.87 (m, 2H), 0.92 (t, J = 7.5 Hz, 3H)o 

3tfflfffi3 (9 6) 

(3R) -1-7^-2, 5-5>**V-3- ( (1R) -1-^Kn^rv- 
Z ^#A,^^ -1, 4, 9->'jm^ t5. 5] 

[0 7 0 8] 



ffigE# 2003-3074101 



2002-270849 



^-vl 319/ 



Mb 2 9 0 ] 




[0 7 0 9] 

TLC : Rf 0.53 Wfct + l'* * * ^-a^lO : 1) I 

NMR(CD 3 0D) : 5 7.87-7.78 (m, 4H), 7.74 (d, J = 8.4 Hz, 2H), 7.06 (d, J 
= 8.7, 2H), 4.47 (s, 2H), 4.12 (d, J = 2. 1 Hz, 1H), 4.07 (m, 1H). 4.00-3 
.86 (m, 2H), 3.90 (s, 3H), 3.80 (m, 1H), 3.64-3.34 (m, 5H), 3.30-3.15 (m 
, 2H), 2.60-2.26 (m, 3H), 2.15 (m, 1H), 2.00 (m, 1H), 1.92-1.78 (m, 2H), 
1.70 (m, 1H), 1.55-1.10 (m, 5H), 0.95 (t, J = 7.2 Hz, 3H) 0 

mffiM 3 (97) 

(3R) _i 2, '5-v**V-3- ( (1R) -l-fcK°*v- 

1- (f >7bKnt?7>-4-^f;v) -9- (4- (4- (2- (N 

) -1, 4, 9-f'J7f^en [5. 5] V>TiJ> • 
[0 7 10] 



fflfE# 2003-3074101 



^ mm 2002-270849 W ^" ^ ' 320/ 



Ok 2 9 1] 




[0711] 

tlc : Rf o. 13 J -fr : fflk : ?X=4 : 2 : D ; 

NMR(CD 3 0D) : 5 7.93 (d, J = 8.7 Hz, 2H), 7.62 (d, J = 8.7 Hz, 2H), 7.15 
(d, J = 8.7 Hz, 2H), 7.10 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4.12 (d, J 
= 1.8 Hz, 1H), 4.08-3.87 (m, 3H), 3.80-3.66 (m, 3H), 3.60-3.33 (m, 7H), 
3.30-3.18 (m, 2H), 2.98 (s, 6H), 2.60-2.25 (m, 3H), 2.19-1.92 (m, 2H), 

1.92-1.78 (m, 2H), 1.72 (m, 1H), 1.50-1.10 (m, 5H), 0.95 (t, J = 7.2 Hz, 
3H) 0 

mmm ob) 

(3R ) _ 1 _- 7 ^ ;v _2, 5-y**V-3- ( (1R) 
1 - (f h7HKntf5^-4-'f;v) -9- (4- (4-^f;v7 5 

;*;wf-ji/7x-;v^f;v) 7i-^^f^) -1, 4, 9-f'J7fxtin 

[5. 5] yyrny - 

[0 7 12] 



mSE^p 2003-3074101 




^- v : 321/ 



[0 7 13] 

TLC : Rf 0.60 (^nn*H : * 9 J -^=5: 1) ; 

NMR(CD 3 0D) : d 7.73 (brd, J = 8.4 Hz, 2H), 7.49 (brd, J = 8.1 Hz, 2H), 
7.35 (brd, J = 8.1 Hz, 2H), 7.30 (brd, J = 8.4 Hz, 2H), 4.31 (s, 2H), 4. 
11 (d, J = 2.1 Hz, 1H), 4.07 (s, 2H), 4.00-3.86 (m, 3H), 3.71 (m, 1H ), 
3.60-3.10 (m, 6H), 3.28 (d, J = 2.1 Hz, 1H), 2.89 (s, 3H), 2.52-2.20 (m, 
3H), 2.16-1.52 (m, 4H), 1.50-1.06 (m, 6H), 0.94 (t, J = 7.5 Hz, 3H)o 

(9 9) 

(3R) -l-^;V-2, 5-vW-3- ( (1R) -1-tKn^v- 
2-xf;vyfM - 9- (4- (4-^W5y*;V^7x^;V^f^ 
r^yij)V^=.)V) y^~)V*i-)V) -l, 4, 9-HJ7-F*tfn [5. 5] 

[0 7 14] 



mSE^F 2003-3074101 




[0 7 15] 

TLC : Rf 0.62 (?nn*M : * 9 /~;v=5 : 1) ; 

NMR(CD 3 0D) : S 7.98 (brd, J = 8.4 Hz, 2H), 7.78 (brd, J = 8.4 Hz, 2H), 
7.69 (brd, J = 8.4 Hz, 2H), 7.44 (brd, J = 8.4 Hz, 2H), 4.63 (brs, 2H), 
4.43 (brs, 2H), 4.13 (d, J = 2.1 Hz, 1H), 4.02 (m, 1H), 3.77 (m, 1H), 3 
.58-3.38 (m, 3H), 3.20 (m, 1H), 2.90 (s, 3H), 2.58-2.26 (m, 3H), 2.12 (m 
, 1H), 1.82-1.26 (m, 9H), 0.94 (t, J = 7.2 Hz, 3H), 0.87 (t, J = 7.5 Hz, 
3H), 0.85 (t, J = 7.2 Hz, 3H)o 

mm 3 (10 0) 
(3R) - i ;v- 2, 5-y^v-3- ( (1R) 

-1, 4, 9-b';T¥^tfn [5. 5] *7>r*> 
[0 7 16] 



miiE#2 003-3074101 




^— if: 323/ 



[0 7 17] 



TLC : Rf 0.74 (9 nn^M : ^ 9 S—)V=§ : 1) ; 

NMR(CD 3 0D) : 8 7.92 (brd, J = 8.4 Hz, 2H), 7.67 (brd, J = 8.4 Hz, 2H), 
4.42 (s, 2H), 4.15 (d, J = 2.4 Hz, 1H), 4.02 (m, 1H), 3.77 (m, 1H), 3.56 
-3.30 (m, 3H), 3.30-3.08 (m, 1H), 3.26 (d, J = 2.4 Hz, 1H), 2.92 (s, 3H) 
, 2.54-2.1 8 (m, 3H), 2.16-1.85 (m, 3H), 1.80-1.60 (m, 5H), 1.50-1.06 (m 
, 8H), 1.02-0.80 (m, 2H), 0.91 (t, J = 6.6 Hz, 3H)o 



*ttttM3 flfll) 

(3R) _ 1 _^ >f -;p- 2> 5-v**V-3- ( (1R) -l-fcKn** 
_ 1 _,>^ t3 ^^v;v^^;v) -9- (4- (4-*m«>7x-^W 

$y*A,tf-jl>) 7x-)^f)V) -1, 4, 9->'J7fXlfn [5. 5] * 
[0 7 18] 



iii|iE# 2003-3074101 




: 324/ 



[0 7 19] 



TLC : Rf 0.61 (?nn*;vA : * * y-;v=5 : l) ; 

NMR(CD 3 0D) : 8 8.02-7.96 (m, 4H), 7.69 (brd, J = 8. 1 Hz, 2H), 7.45 (brd 
, J = 8.7 Hz, 2H), 4.65 (s, 2H), 4.43 (s, 2H), 4.15 (d, J = 2. 1 Hz, 1H), 
4.02 (m, 1H), 3.77 (m, 1H), 3.58-3.36 (m, 3H), 3.26 (d, J = 2.1 Hz, 1H 
), 3.19 (m, 1H), 2.54-2.24 (m, 3H), 2.08-1.86 (m, 3H), 1.82-1.60 (m, 5H) 
, 1.50-1.06 (m, 8H), 1.02-0.80 (m, 2H), 0.91 (t, J = 6.6 Hz, 3H) Q 

grtaffilS (102) 
(3R) _ 1 _^ > ^.;v_2, 5-v**V-3- ( (1R) 
- l - i/ ?u^*v)V^-)\') -9- (4- (4-**#*->**-*7*>'** 
^ ;V7j ^y) 7*-****) -1, 4, 9-h'J7f^^n [5. 5] 

[0 7 2 0] 



tti!E#2 003-3074101 




^- i? : 325/ 



[0 7 2 1] 



TLC : Rf 0. 29 (?nn *;va : * 9 J —^—5 : 1) '» 

NMR(CD 3 0D) : 8 7.90 (brd, J = 8.7 Hz, 2H), 7.60 (brd, J = 8.7 Hz, 2H), 
7.15 (brd, J = 8.7 Hz, 2H), 7.09 (brd, J = 8.7 Hz, 2H), 4.34 (s, 2H), 4. 
15 (d, J = 1.8 Hz, 1H), 4.09 (s, 2H), 4.01 (m, 1H), 3.75 (m, 1H), 3. 58- 
3.41 On, 3H), 3.27 (d, J = 1.8 Hz, 1H), 3.20 (m, 1H), 2.56-2.26 (m, 3H), 
2.18-1.88 (m, 3H), 1.82-1.62 (m, 5H), 1.52-1.08 (m, 8H), 1.04-0.80 (m, 
2H), 0.92 (t, J = 6.9 Hz, 3H)o 



glials (10 3) 
(3R) _i-^;v-2, 5 -v**V-3- ( (1R) 

i-^D^^^V) -9- (4- (4-7Hn7x-^fWH' 

-;vr^y) 7xx^f;v) -l, 4, 9-H;r-*fxeu [5. 5] 

[0 7 2 21 



{±ifiE# 2003-3074101 




^-v : 326/ 



[0 7 2 3] 



uc : Rf o.38 (ttfls^f-v> : *9 : tK=9 : i:o.i) ; 

NMR.(CD 3 0D) : B 7.70 (d, J - 8.7 Hz, 2H), 7.49 (d, J - 8.7 Hz, 2H), 7.36 
(d, J « 8.7 Hz, 1H), 7.34 (d, J = 8.7 Hz, 1H), 7.06 (d, J - 8.7 Hz, 1H) 
, 7.03 (d, J = 8.7 Hz, 1H), 4.30 (s, 2H), 3.98 (d, J = 2. 1 Hz, 1H), 3.97 
(m, 1H), 3.73 (m, 1H), 3.68 (s, 2H), 3.60-3.30 (m, 3H), 3.38 (dd, J = 9 
.6, 2.1 Hz, 1H), 3.20 (m, 1H), 2.50-2.05 (m, 5H), 1.95-1.80 (m, 2H), 1.8 
0-1.50 (m, 5H), 1.50-1.10 (m, 5H), 0.94 (t, J = 7.2 Hz, 3H)o 

st£tii;M3 (10 4) 
(3R) -l-r^V-2, 5 -v**V-3- ( (1R) 

+ -9- (4-^W;^TU7x^^f 

)\,) -1, 4, [5. 5] -)>f*>-MiS 

[0 7 2 4] 



ttiliE# 2003-3074101 




^-v: 327/ 



[0 7 2 5] 



TLC : Rf 0.33 CBtft* ^ l" > : ' *= 9 : 1 : °- x) ; 

NMR(CD 3 0D) : S 7.53 (d, J = 8.7 Hz, 2H), 7.34 (d, J = 8.7 Hz, 2H), 4.32 
(s, 2H), 3.99 (m, 1H), 3.99 (d, J = 1.8 Hz, 1H), 3.73 (m, 1H), 3.60-3.4 
0 (m, 3H), 3.38 (dd, J = 9.6, 1.8 Hz, 1H), 3.20 (m, 1H), 3.01 (s, 3H), 2 
.50-2.05 (m, 5H), 1.95-1.80 (m, 2H), 1.80-1.50 (m, 5H), 1.50-1.10 (m, 5H 
), 0.95 (t, J = 7.2 Hz, 3H) 0 

Sftfflj (10 5) 
(3R) -l-^f-^-2, 5-y^V-3- ( (1R) 

7x-^f)H -1, 4, 9->'J7f^'n [5. 5] * 
[0 7 2 6] 



mtE# 2003-3074101 



2002-270849 



ai- v? : 328/ 



Hb2 9 9] 



HN — CH 3 




[0 7 2 7] 



tlc : Rf 0.28 mit^^-^y : * ? / -->f : zfc=9 : i:o.i) ; 

NMR(CD 3 0D) : a 7.82 (d, J = 8.4 Hz, 2H), 7.53 (d, J = 8.4 Hz, 2H), 7.47 
(d, J = 8.4 Hz, 2H), 7.11 (d, J = 8.4 Hz, 2H), 5.20 (s, 2H), 4.28 (s, 2 
H), 3.99 (d, J = 1.8 Hz, 1H), 3.96 (m, 1H), 3.71 (m, 1H), 3.60-3.35 (m, 
3H), 3.38 (dd, J = 9.9, 2.1 Hz, 1H), 3.20 (m, 1H), 2.91 (s, 3H), 2.50-2. 
05 (m, 5H), 1.95-1.80 (m, 2H), 1.80-1.50 (m, 5H), 1.50-1.10 (m, 5H), 0.9 
4 (t, J = 7.2 Hz, 3H) 0 

(3R) 5-yW-3- ( (1R) 

y^jv^)V) -l, 4, 9-hV7f^-n [5. 5] ^yf*>-«BWI 
[0 7 2 8] 



ffi|iE# 2003-3074101 




329/ 



[0 7 2 9] 



tlc : Rf 0.29 : ' *=9 : l : o.D ; 

NMR(CD 3 0D) : a 7.96 (d, J = 9.0 Hz, 2H), 7.70-7.55 (m, 4H), 7.05 (d. J 
= 9.0 Hz, 2H), 5.23 (s, 2H), 4.37 (s, 2H), 3.99 (d, J - 2.1 Hz, 1H), 3.9 
9 (m, 1H), 3.76 (m, 1H), 3.60-3.35 (m, 3H), 3.38 (dd, J = 9.9, 2. 1 Hz, 1 
H), 3.20 (m, 1H), 2.50-2.05 (m, 5H), 1.95-1.80 (m, 2H), 1.80-1.50 (m, 5H 
), 1.50-1.10 (m, 5H), 0.94 (t, J = 7.2 Hz, 3H) 0 

3£*fcftH 3 (10 7) 

(3R) -1-7^-2, 5-v**V-3- ( (1R) -1-bFn^v- 
l-istrusOTJVt^fr) -9- (4- (4-*^y-2-n^v7x 

7x-Wf;v) -l, 4, g-h'JTfxen [5. 5] *>t* 
[0 7 3 0] 



ffiSE# 2003-3074101 




: 330/ 



[0 7 3 1] 

TLC : Rf 0.55 (?nu*;VA : * 9 s-fr : #Bfe=io : i : i) ; 

NMR(CD 3 0D) : a 7.58-7.55 (m, 2H), 7.43 (d, J = 8.5 Hz, 2H), 7.35 (d, J 

= 8.5 Hz, 2H), 7.22 (d, J = 8.0 Hz, 1H), 4.30 (s, 2H), 4.04 (s, 2H), 3.9 

8 (d, J = 2.0 Hz, 1H), 3.96 (m, 1H), 3.86 (s, 3H), 3.72 (m, 1H), 3.55-3. 

05 (m, 5H), 2.50-2.05 (m, 6H), 1.94-1.12 (m, 11H), 0.94 (t, J = 7.0 Hz, 

3H) 0 

msmz dps) 

(3R) -l-f^)V-2, 5 -v**V-3- ( (1R) 
l-^n^>f;v^^) -9" (4- (4-*^y-2-^Wx; 
*V) ^x-****) 4, 9-h'JT^Xlfa [5. 5] *>T*Z" 

[0 7 3 2] 



mSE#2 003-3074101 



4) S$m 2002-270849 



^- v : 331/ 



iitS 0 2] 




[0 7 3 3] 

TLC : Rf 0. 60 a a*;VA : *9 S—frl WfWI—10 : 1 : i) ; 
NMR(CD 3 0D) : S 7.98 (d, J = 1.5 Hz, 1H), 7.86 (dd, J = 8.0, 1.5 Hz, 1H) 
, 7.56 (d, J = 8.5 Hz, 2H), 7.07 (d, J = 8.5 Hz, 2H), 6.92 (d, J = 8.0 H 
z, 1H), 4.35 (s, 2H), 4.00 (m, 1H), 4.00 (d, J = 2.0 Hz, 1H), 3.76 (m, 1 
H), 3.56-3.42 (m, 2H), 3.38 (dd, J = 9.5, 2.0 Hz, 1H), 3.26-3.13 (m, 2H) 
, 2.54-2.09 (m, 6H), 2.28 (s, 3H), 1.94-1.11 (m, 11H), 0.95 (t, J = 7.0 
Hz, 3H) 0 

M-fam 3 (10 9) 
(3R) -l-7'-f-^-2, 5 -y**V-3- ( (1R) 
!_v^u^>^;v^;v) -9- (4- (4-*Wv-3-^f^7xy 
*v) y^)V^^-)V) -1, 4, g-VUT^fxen [5. 5] *>r*>- 

mm. 

[0 7 3 4] 



miiE# 2003-3074101 



© #0 2002-270849 



^-v: 332/ 



[ft 3 0 3] 




[0 7 3 5] 

TLC : Rf 0.71 (*nn*;VA : *Bfe=20 : 1 : 1) ; 

NMR(CD 3 0D) : a 7.97 (d, J = 8.5 Hz, 1H), 7.58 (d, J = 8.5 Hz, 2H), 7.16 
(d, J = 8.5 Hz, 2H), 6.91 (d, J = 2.5 Hz, 1H), 6.86 (dd, J - 8.5, 2.5 H 
z, 1H), 4.36 (s, 2H), 4.00 (m, 1H), 4.00 (d, J = 2.0 Hz, 1H), 3.76 (m, 1 
H), 3.55-3.42 (m, 3H), 3.38 (dd, J - 10.0, 2.0 Hz, 1H), 3.18 On, 1H), 2. 
56 (s, 3H), 2.55-2.10 (m, 6H), 1.94-1.14 (m, 11H), 0.95 (t, J = 7.0 Hz, 
3H) 0 



MMM 3 Q i Q ) 

(3R) -l-^v-2, 5-***V-3- ( (1R) -l-*Hn*->- 

l_v*n^W7-*) "9- (4- (4-*^>7xAWf^) 

-1. 4, 9-h')7f^'n [5. 5] * ^* > • *«* 
[0 7 3 6] 



WISEJRf 2003-3074101 




[0 7 3 7] 



tlc : Rf 0.23 (?u n*;vA : * : 1^=20 : l : l) ; 

NMR(CD 3 0D) : 3 7.96 (d, J = 9.0 Hz, 2H), 7.61 (d, J = 8.5 Hz, 2H), 7.57 
(d, J = 8.5 Hz, 2H), 7.05 (d, J = 9.0 Hz, 2H), 5.23 (s, 2H), 4.38 (s, 2 
H), 4.15 (d, J = 2.0 Hz, 1H), 4.03 (m, 1H), 3.77 (m, 1H), 3.54-3.41 (m, 
3H), 3.34 (dd, J = 10.0, 2.0 Hz, 1H), 3.13 (m, 1H), 2.51-2.07 (m, 4H), 2 
.04-1.11 (m, 17H), 0.95 (t, J = 7.0 Hz, 3H) 0 

m$M 3 (111) 

(3R ) _ 1 _^ ;V _ 2 , 5-^*^-3- ( (1R) -1-tKn^y- 
1 u^7?-)Vff-)V) -9- (4- (4-»^*V-2-^Wx; 

~7^-)\s*?-)V) -1, 4, [5. 5] 

[0 7 3 8] 



aJSE# 2003-3074101 




^-v: 334/ 



TLC : Rf 0. 39 n n : *9 J—*'. BfcBfc=20 : 1 : 1) ; 

NMR(CD 3 OD) : 8 7.98 (d, J = 2.5 Hz, 1H), 7.86 (dd, J = 8.5, 2.5 Hz, 1H) 
, 7.55 (d, J - 8.5 Hz, 2H), 7.07 (d, J - 8.5 Hz, 2H), 6.92 (d, J = 8.5 H 
z, 1H), 4.35 (s, 2H), 4.15 (d, J = 2.0 Hz, 1H), 4.01 (m, 1H), 3.76 (m, 1 
H), 3.54-3.41 (m, 3H), 3.32 (m, 1H), 3.15 (m, 1H), 2.52-2.09 (m, 4H), 2. 
28 (s, 3H), 2.03-1.13 (m, 17H), 0.95 (t, J = 7.5 Hz, 3H) G 

ggtaiaiS (112) 
(3R) _ 1 _ r ^ ;V -2, 5 -v**V-3- ( (1R) 
l-t/tu^-ff-fr***') -9- (4- (4-*)vW-2-^nn7xy 
7 3.-*,***) -1, 4, Q-hVT^tfn [5. 5] *>VTH* • 

mm®. 

[0 7 4 0] 



aj|iE# 2003-3074101 




^-v: 335/ 



[0 7 4 1] 



TLC : Rf 0.32 (^nn*W : * 9 J-fr \ Sfr^=20 : 1 : 1) ; 
NMR(CD 3 0D) : 3 8.14 (d, J - 2.0 Hz, 1H), 7.95 (dd. J = 8.5, 2.0 Hz, 1H) 
, 7.60 (d, J = 9.0 Hz, 2H), 7.12 (d, J - 9.0 Hz, 2H), 7.11 (d. J = 8.5 H 
z, 1H), 4.37 (s, 2H), 4.15 (d, J = 2.0 Hz, 1H), 4.01 (m, 1H), 3.76 (m, 1 
H), 3.57-3.42 (m, 3H), 3.32 (m, 1H), 3.18 (m, 1H), 2.51-2.08 (m, 4H), 2. 
02-1.13 (m, 17H), 0.95 (t, J = 7.0 Hz, 3H)o 



A-fam 3 (113) 

(3R) _ 1 _y f -;v_ 2 , 5-***V-3- ( C1R) -l-KHn*V- 
1— >*n^*****) -9- (4- (4-*^->-2-^^x 
j**,) y -I. 4, [5. 5] *>r*> 

[0 7 4 2] 



mtE# 2003-3074101 



2002-270849 



^-v: 336/ 



[ft 3 0 7] 



HO 



O 



o 

/ 



o 




[0 7 4 3] 

tlc : Rf 0.46 (fflft^f- v> : * * y -;v : l^m=20 : 2 : D ; 

NMR(CD 3 0D) : 8 7.75 (d, J = 1.8 Hz, 1H), 7.68 (dd, J - 8.4, 1.8 Hz, 1H) 
, 7.51 (d, J = 8.7 Hz, 2H), 7.09 (d, J = 8.4 Hz, 1H), 6.99 (d, J = 8.7 H 
z, 2H), 4.32 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 3.99 (m, 1H), 3.82 (s, 3 
H), 3.73 (m, 1H), 3.58-3.38 (m, 3H), 3.35-3.08 (m, 2H), 2.51-2.36 (m, 2H 
), 2.27 (m, 1H), 2.12 (m, 1H), 2.04-1.79 (m, 3H), 1.78-1.10 (m, 14H), 0. 
95 (t, J = 7.2 Hz, 3H) 0 

(3R) -1-^^-2, 5-v**V-3- ( (1R) 
1 _->^n^^f-;v^f-;v) -9- (4-^f^'>7x-;^fW -l, 4, 
9 — h i; T4fK en [ 5 . 5 ] y • t&mM 

[0 7 4 4] 



thSE# 2003-3074101 




^- i? : 337/ 



[0 7 4 5] 

tlc : Rf 0.29 mik*?-^^ : * * y : *=9 : l : o.D ; 

NMR(CD 3 0D) : a 7.46 (d, J = 8.7 Hz, 2H), 7.02 (d, J = 8.7 Hz, 2H), 4.28 
(s, 2H), 3.99 (d, J = 2.1 Hz, 1H), 3.96 (m, 1H), 3.82 (s, 3H), 3.71 (m, 
1H), 3.60-3.35 (m, 3H), 3.38 (dd, J = 9.9, 2.1 Hz, 1H), 3.20 (m, 1H), 2 

.50-2.05 (m, 5H), 1.95-1.80 (m, 2H), 1.80-1.50 (m, 5H), 1.50-1.10 (m, 5H 

), 0.95 (t, J = 7.2 Hz, 3H)o 

mms (lis) 

(3R) -1 2, 5-5>**V-3- ( (1R) 
l-^n^v*-***-*) -9- (4- (4-*W^-2-^Wx 
7xr.;v^f;v) -1, 4, [5. 5] *»T*V 

[0 7 4 6] 



{HliE# 2003-3074101 




^-v: 338/ 



[0 7 4 7] 

tlc : Rf 0.24 (mt* s t-\'> : ** :tK=9: i:o.i) ; 

NMR(CD 3 0D) : d 7.75 (d, J = 1.8 Hz, 1H), 7.68 (dd, J = 8. 1, 1.8 Hz, 1H) 
, 7.50 (d, J = 8.7 Hz, 2H), 7.09 (d, J = 8.1 Hz, 1H), 7.00 (d, J = 8.7 H 
z, 2H), 4.32 (s, 2H), 3.99 (d, J = 2.4 Hz, 1H), 3.99 (m, 1H), 3.82 (s, 3 
H), 3.74 (m, 1H), 3.60-3.35 (m, 3H), 3.38 (dd, J = 9.9, 2.4 Hz, 1H), 3.2 
0 (m, 1H), 2.50-2.05 (m, 5H), 1.95-1.80 (m, 2H), 1.80-1.50 (m, 5H), 1.50 
-1.10 (m, 5H), 0.95 (t, J = 7.2 Hz, 3H) Q 

mm 3 (116) 
(3R ) _ 1 _y^;v_ 2 , 5-v**V-3- ( (1R) 
l_->^ fr**f-fr) -9- (4-^W^-^7^7x-Wf 

;v) -1, 4, 9-H;7^f*tfn [5. 5] 
[0 7 4 8] 



ttiSE# 2003-3074101 



2002-270849 



^-v: 339/ 



[ft 3 1 0] 




[0 7 4 9] 



TLC : Rf 0.53 (?nn*;vA : * 9 /-^=10 : 1) ; 

NMR(CD 3 0D) : a 7.52 (d, J - 8.7 Hz, 2H), 7.34 (d, J = 8.7 Hz, 2H), 4.31 
(s, 2H), 4.14 (d, J = 2.1 Hz, 1H), 3.95 (m, 1H), 3.70 (m, 1H), 3.60-3.3 

5 (m, 3H), 3.30-3.10 (m, 2H), 3.00 (s. 3H), 2.60-2.20 (m, 3H), 2.10-1.90 
(m, 4H), 1.80-1.05 (m, 14H), 0.95 (t, J = 6.9 Hz, 3H) Q 



(3R) -1-7^-2, 5-***V-3- ( (1R) -l-tiKn^rv- 

AO -1, 4, [5. 5] 

[0 7 5 0] 



ffi8E# 2003-3074101 



2002-270849 



^- v I 340/ 



[its 1 1] 



H 3 C n 
HN 




[0 7 5 1] 

TLC : Rf 0.35 (^nn*;vA : ^ ?/-;v=10 : 1) ; 

NMR(CD 3 0D) : 8 7.92 (d, J = 8.4 Hz, 2H), 7.65 (d, J = 8.4 Hz, 2H), 4.42 
(s, 2H),4.15 (d, J = 2.1 Hz, 1H), 4.03 (m, 1H), 3.79 (m, 1H), 3.60-3.40 
(m, 3H), 3.31-3.05 (m, 2H), 2.93 (s, 3H) 2.50-2.20 (m, 3H), 2.10 (m, 1H 

), 2.04-1.80 (m, 3H), 1.80-1.05 (m, 14H), 0.95 (t, J = 6.9 Hz, 3H) 0 

3^13 M 1 8) 
(3R) -1-^^-2, 5-S>**V-3- ( (1R) 

l-*,*n*v/*-****> -9- (4- (4-#^'/7x^**^ 
) 7l -W^) -1, 4, [5. 5] ryyrij>-mm 



[0 7 5 2] 



ffifiE# 2003-3074101 




^-v: 341/ 



[0 7 5 3] 



TLC : Rf 0.23 (?nn*;i/A : ^ 9 J -;v=10 : 1) ; 

NMR(CD 3 0D) : 8 8.17 (d, J = 8.4 Hz, 2H), 7.90-7.78 (m, 6H), 4.47 (s, 2H 
), 4.15 (d, J = 2.1 Hz, 1H), 4.05 (m, 1H), 3.77 (m, 1H), 3.60-3.40 (m, 3 
H), 3.35-3.20 (m, 2H), 2.60 (m, 1H), 2.50-2.35 (m, 2H), 2.10 (m, 1H), 2. 
00-1.75 (m, 3H), 1.70-1.10 (m, 14H), 0.94 (t, J = 7.5 Hz, 3H) Q 

mmi a i o) 

(3R ) _ 1 _- 7 ^ ; v_2, 5-v**V-3- ( (1R) -l-fcKn#->- 
1 -? y ?u^-7^-)V*?-)V) -9- (4- (4-*W'>7xiiV7^*^ 
7x-^^f^) -1, 4, 9-hUT^lfn [5. 5] *>r*> 

10 7 5 4] 



ttiSE# 2003-30741 01 



2002-270849 



: 342/ 



[ft 3 1 3] 




[0 7 5 5] 

TLC : Rf 0.23 nn^U \ *9 J -^=10 : 1) ; 

NMR(CD 3 0D) : 8 8.08-8.01 (m, 4H), 7.86-7.83 (m, 2H), 7.74 (d, J = 8.4 H 
z, 2H), 4.45 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 4.03 (m, 1H), 3.75 (m, 1 
H), 3.60-3.40 (m, 3H), 3.35-3.15 (m, 2H), 2.60-2.30 (m, 3H), 2.15 (m, 1H 
), 2.00-1.80 (m, 3H), 1.70-1.10 (m, 14H), 0. 95 (t, J = 7.5 Hz, 3H)o 



(3R) -1-7*-*- 2, 5-vt^rV-3- ( (1R) -l-fcKP*v- 
l-*,?u^-rT)V*?-)V) -9- (4- (4-^v-2-^^>7x 
r.,w*;V) 7x^;Wf^) -1, 4, Q-f'JTf^fn [5. 5] 

[0 7 5 6] 



tbiE# 2003-3074101 



2002-270849 



^- v I 343/ 



[ft 3 1 4] 




[0 7 5 7] 



TLC : Rf 0.36 (^nn^M : * */->U = 10 : l) ; 

NMR(CD 3 0D) : 3 7.57-7.54 (m, 2H), 7.43 (d, J = 8.1 Hz, 2H), 7.34 (d, J 
= 8.1 Hz, 2H), 7.21 (d, J = 7.8 Hz, 1H), 4.28 (s, 2H), 4.13 (d, J = 2.1 
Hz, 1H), 4.03 (s, 2H), 3.95 (m, 1H), 3.70 (m, 1H), 3.50-3.35 (m, 3H), 3. 
33 (d, J = 1.8 Hz, 2H), 3.15 (m, 1H), 2.50-2.35 (m, 20 . 2.30 On, 1H), 2 
.10 (m, 1H), 2.00-1.80 (m, 3H), 1.75-1.10 (m, 14H), 0.93 (t, J = 7.2 Hz, 
3H)o 

mm * (i2i) 

(3R) -\-~7f-JV-2, 5-5>**V-3- ( C 1 R) -l-tKn*->- 
!_v^n^^;V^^;V) -9- (4- (N- (4-*mv7i-^f 
)V) _N-^f;V7^*^^) 7i^;^f^) -l, 4, 
xtfn [5. 5] *7~sm> -MBM. 
[0 7 5 8] 



tBliE# 2003-3074101 



2002-270849 



^-v: 344/ 



Mfc 3 1 5] 




[0 7 5 9] 

TLC : Rf 0.21 (^nn*W : * 9 y-;i/=io : 1) ; 

NMR(CD 3 0D) : a 8.05-8.03 (m, 2H), 7.67-7.46 (m, 5H), 7.29 (d, J = 6.9 H 
z, 1H), 4.61 (s, 1H), 4.39 (s, 1H), 4.35 (s, IB). 4.14 (s, 1H), 3.98 (m, 
1H), 3.70 (m. 1H), 3.50-3.20 (m, 5H), 3.07 (s, 1.5H), 2.94 (s, 1.5H), 2 
.50-2.20 (m, 3H), 2.07-1.82 (m, 4H), 1.75-1.15 (m, 14H), 0.93 (t, J = 7. 
2 Hz, 3H)o 

mmm M2 2) 

X3R) -1-^^-2, 5-S>***-3- ( (IK) 
i-^n^^V^V) -9- (4- (4-^W^**'^7x>' 
7x^;Mf;V) -1, 4, [5. 5] *>r 

[0 7 6 0] 



ffii£# 2003-3074101 



2002-270849 



^- v I 345/ 



[ft 3 1 6] 




[0 7 6 1] 



tlc : Rf 0.47 : ^ */-;v=io: D ; 

NMR(CD 3 0D) : a 7.77 (d, J = 9.0 Hz, 2H), 7.59 (s, 4H), 7.04 (d, J = 9. 
Hz, 2H), 5.21 (s, 2H), 4.37 (s, 2H), 4.00 (m, 1H), 3.99 (d, J = 2.1 Hz 
1H), 3.76 (m, 1H), 3.57-3.35 (m, 3H), 3.38 (dd, J = 9.9, 2.1 Hz, 1H) 5 

20 (m, 1H), 2.89 (s, 3H), 2.52-2.18 (m, 4H), 2.11 (m, 1H), 1.95-1.77 (i 
2H), 1.76-1.50 (m, 5H), 1.50-1.08 (m, 5H), 0.94 (t, J = 7.2 Hz, 3H)o 



mi frMZ (12 3) 

(3R) -l-T^V-2, 5-yt^V-3- ( (1R) -l-^* n * 

l -; y ?uXV^)V*1-)V) -9- (4- (i-**1M*#-*'T$Sy 

n,***) y*-)V*r)V) -1, 4, e-b^T^xifn [5. 5] 

[0 7 6 2] 



mSE# 2003-3074101 



2002-270849 



^-v: 346/ 



[It 3 1 7] 




[0 7 6 3] 



tlc : Rf 0.44 mik* * v y : > 9 J -;v=io : D ; 

NMR(CD 3 0D) : 9 7.46 (d, J - 8.4 Hz, 2H), 7.44 (d, J = 8.7 Hz, 2H), 7.33 
(d, J = 8.4 Hz, 2H), 7.14 (d, J = 8.7 Hz, 2H), 4.30 (s, 2H), 3.98 (d, J 
= 2.1 Hz, 1H), 3.97 (m, 1H), 3.97 (s, 2H), 3.72 (m, 1H), 3.58-3.35 (m, 
3H), 3.37 (dd, J = 9.9, 2.1 Hz, 1H) 3.18 (m, 1H), 2.50-2.00 (m, 5H), 2.0 
9 (s, 3H), 1.95-1.78 (m, 2H), 1.77-1.50 (m, 5H), 1.50-1.05 (m, 5H), 0.94 
(t, J = 7.5 Hz, 3H)o 

3 (12 4) 

(3R) -1 2, 5-y^V-3- ( (1R) -l-fcKn**'- 
l-y^D^f;M^) -9- (4- (4-*^v7x^^W5 
7x-Wf^) -1, 4, [5. 5] 

[0 7 6 4] 



ttiiiE# 2003-3074101 



2002-270849 ^ ^~ *>* • 347/ 

Ufc3 1 8] 




[0 7 6 5] 

TLC : Rf 0. 19 (Mit* ^-Vs \ * 9 J \ S£m=20 : 2 : 1) ; 
NMR(CD 3 0D) : 8 7.99 (d, J = 8.4 Hz, 4H), 7.68 (d, J = 8.4 Hz, 2H), 7.45 
(d, J = 8.4 Hz, 2H), 4.65 (s, 2H), 4.43 (s, 2H), 4.15 (d, J = 2.1 Hz, 1 
H), 4.04 (m, 1H), 3.78 (m, 1H), 3.58-3.40 (m, 3H), 3.35-3.06 (m, 2H), 2. 
52-2.36 (m, 2H), 2.28 (m, 1H), 2.12 (m, 1H), 2.04-1.78 (m, 3H), 1.78-1.0 
5 (m, 14H), 0.95 (t, J = 6.9 Hz, 3H) Q 

mm 3 (125) 

(3R) -1-7^-2, 5-WV-3- ( (1R) -l-fcKH*v- 
l-i/txi^y^frtJ-fr) -9- (4- (4-^my-2-x^y7i 
7i-;^W) -1, 4, 9-b';r^t?n [5. 5] *>riJ> 

[0 7 6 6] 



HJtE# 2003-3074101 



2002-270849 



^-v : 348/ 



Ut3 1 9] 




[0 7 6 7] 

tlc : Rf 0.37 mt*rv> : **/-;v:#.=9:i:.o.i) ; 

NMR(CD 3 0D) : 8 7.72 (d, J = 2.1 Hz, 1H), 7.67 (dd, J - 8.1. 2.1 Hz, 1H) 
, 7.50 (d, J = 8.4 Hz, 2H), 7.09 (d, J - 8.1 Hz, 1H), 7.01 (d, J = 8.4 H 
z, 2H), 4.33 (s, 2H), 4.08 (q, J = 6.9 Hz, 2H), 3.99 (d, J = 2.1 Hz, 1H) 
. 3.99 (m, 1H), 3.74 (m, 1H), 3.60-3.35 (m, 3H), 3.38 (dd, J - 9.9. 2.1 
Hz, 1H), 3.18 (m, 1H), 2.55-2.10 (m, 5H), 1.95-1.80 (m. 2H), 1.80-1.50 ( 
m, 5H), 1.50-1.10 (m, 5H), 1.24 (t, J - 6.9 Hz, 3H), 0.95 (t, J = 6.9 Hz 
, 3H)o 



(J 2 6) 

(3R) -1-7*-*- 2, 5-v**V-3- ( (1R) -l-fcK***- 

-9- (4- (4-*^f-3-KKn*V7 
y -l, 4. [5. 5] 

[0 7 6 8] 



tiiliE# 2003-3074101 



2002-270849 



^-v: 349/ 



[ft 3 2 0] 




[0 7 6 9] 

TLC : Rf 0.74 (?nn*W : * 9 J — >V=5 : 1) ; 

NMR(CD 3 0D) : 5 7.86 (d, J = 8.7 Hz, 1H), 7.63 (brd, J = 8.7 Hz, 2H), 7. 
19 (brd, J = 8.7 Hz, 2H), 6.54 (dd, J = 8.7, 2.4 Hz, 1H), 6.44 (d, J = 2 
.4 Hz, 1H), 4.37 (s, 2H), 4.01 (m, 1H), 4.00 (d, J = 2.1 Hz, 1H ), 3.76 
(m, 1H), 3.60-3.42 (m, 3H), 3.39 (dd, J = 9.6, 2.1 Hz, 1H), 3.23 (m, 1H) 
, 2.58-2.05 (m, 5H), 1.94-1.79 (m, 2H), 1.78-1.08 (m, 10H), 0.95 (t, J = 
7.2 Hz, 3H) 0 

*ffirfH3 (12 7) 

(3R) -1-7**- 2. 5-y^V-3- ( (1R) -l-*Kn*v- 
2-xf;vrf;v) -9- (4- (4-*m->7i^f*) ~>*.-)\>*^ 
)V) - 1 , 4 , 9 - T*?X fcfa [ 5 . 5 ] t> >t*# > • MBM 
[0 7 7 0] 



{±i|E# 2003-3074101 



2002-270849 



^-v: 350/ 



[ft; 3 2 1] 




[0 7 7 1] 



CH 3 



TLC : Rf 0.29 mittf-^* '• : *=9 : i :o.D ; 

NMR(CD 3 0D) : 5 7.95 (d, J - 8.7 Hz, 2H). 7.58 (d, J - 8.4 Hz, 2H), 7.52 
(d, J = 8.4 Hz, 2H), 7.37 (d, J - 8.7 Hz, 2H), 4.37 (s, 2H), 4.14 (d, J 
= 2.1 Hz, 1H), 4.01 (m, 1H), 3.77 (m, 1H), 3.60-3.40 (m, 4H), 3.20 (m, 

1H), 2.50-2.10 (m, 4H), 1.80-1.30 (m, 9H), 0.95 (t, J = 7.2 Hz, 3H), 0.8 

8 (t, J = 7.2 Hz, 3H), 0.85 (t, J = 7.2 Hz, 3H)o 



(3R) -l-^V-2, 5-yW;-3- ( (1R) -l-*Kn*v- 

-9- (4- 

^n,7*.S**s) -1. 4, 9-h'J7f^n [5. 5] * 

[0 7 7 2] 



fctllE# 2003-3074101 



^pH 2002-270849 

Mb 3 2 2] 




[0 7 7 3] 

TLC : Rf 0.47 (?nn*H \ *9 J — ^ : S£H=10 : 1 : D ; 

NMR(CD 3 0D) : a 7.90 (d, J = 8.5 Hz, 2H), 7.58 (d, J = 9.0 Hz, 2H), 7.16 
(d, J = 8.5 Hz, 2H), 7.09 (d, J = 9.0 Hz, 2H), 4.36 (s, 2H), 4.15 (d, J 
= 2.0 Hz, 1H), 4.07 (s, 2H), 4.01 (m, 1H), 3.75 (m, 1H), 3.55-3.42 (m, 

3H), 3.37-3.00 (m, 2H), 2.51-1.10 (m, 21H), 0.95 (t, J = 7.5 Hz, 3H) Q 



351/ 



sfettrftlta (12 9) 
(3R) -l-7^V-2, 5-yt^V-3- ( (1R) 

7 ,^ f ;v) y^~)V*T)V) -I, 4, g-h'jmen [5. 5] *> 
[0 7 7 4] 



tUfE#2 003-3074101 



Hfc~3 2 3] 



2002-270849 



^-v: 352/ 




[0 7 7 5] 

TLC : Rf 0.23 (^nn*W : ^^/-^=10M) ; 

NMR(CD 3 0D) : * 7.91 (d, J « 8.7 Hz, 2H), 7.84 (d, J = 8.2 Hz, 2H), 7.46 

(d, J - 8.2 Hz, 2H), 7.34 (d, J = 8.7 Hz, 2H), 4.60 (s, 2H), 4.11 (d, 
J - 2.2 Hz, 1H), 3.66 (s, 2H), 3.41 (dd, J = 9.9, 2.2 Hz, 1H), 3.40 (m, 
1H), 3.20 (m, 1H), 3.00-2.80 (m, 4H), 2.30-2.05 (m, 3H), 1.90-1.80 Cm, 
4H), 1.75-1.20 (m, 14H), 0.95 (t, J = 7.5 Hz, 3H)o 

• m Mffl 3 (130) 

(3R) -1-7^-2, 5-3>**V-3- ( (1R) -1-^KO^rv- 

-^^v7xy^» 7x^WfM -1, 4, [5. 

5] *y>rJj> - MBM. 

[0 7 7 6] 



tttfE# 2003-3074101 




^-v: 353/ 



[0 7 7 7] 

TLC : Rf 0.32 : * 9 J -*=5 : 1) ; 

NMR(CD 3 0D) : a 7.48 (d, J = 8.5 Hz, 2H), 7.20 (d, J - 1.7 Hz, 1H), 7.11 
(d, J - 7.8Hz, 1H), 7.05 (dd, J - 7.8, 1.7 Hz, 1H), 6.97 (d, J = 8.5 Hz 
, 2H), 4.31 (s, 2H), 3.99 (d, J = 1.8 Hz, 1H), 3.98 (m, 1H), 3.79 (s, 3 
H), 3.74 (m, 1H), 3.47-3.16 (m, 5H), 3.11 (s, 3H), 3.06 (s, 3H), 2.51-1. 
16 (m, 17H), 0.95 (t, J = 7.0 Hz, 3H)o 



gflfrfflfl (13 1) 

(3R) _ 1 _^;v-2, 5-***V-3- ( (1R) -l-*Hn*->- 
i-^n^v****-*) -9- (4- (4-^*7^***^-2- 
^nnyx^v) 7x.Wf^) -1, 4, 9->-)7f^'n [5. 5] 

[0 7 7 8] 



tB|E# 2003-3074101 




^-v : 354/ 



[0 7 7 9] 



TLC : Rf 0.50 (MAWf-Vy - *^-* = 10:D ; 

NMR(CD 3 0D) : a 8.00 (d, J = 1.8 Hz, 1H), 7.77 (dd, J = 8.4, 1.8 Hz, 1H) 
, 7.60 (d, J = 8.7 Hz, 2H), 7.13 (d, J = 8.4 Hz, 1H), 7.08 (d, J = 8.7 H 
z, 2H), 4.35 (s, 2H), 4.00 (m, 1H), 3.99 (d, J = 2. 1 Hz, 1H), 3.75 (m, 1 
H), 3.59-3.41 (m, 3H), 3.38 (dd, J = 9.9, 2.1 Hz, 1H), 3.22 (m, 1H), 2.9 
1 (s, 3H), 2.56-2.04 (m, 5H), 1.96-1.78 (m, 2H), 1.78-1.08 (m, 10H), 0.9 
5 (t, J = 7.2 Hz, 3H) 0 

st^ftil 3 (13 2) 
(3R) -1-^-2, 5-v**V-3- ( (1R) 

2 -^)Vy^)V) -9- (4- (4- >-A-4 7 

x ;^y) 7a,=-)V*T-)V) -1, 4 . . 9 - T-F* [5. 5] 

y ■ mm. 

[0 7 8 0] 



mSE# 2003-3074101 



2002-270849 



^- v : 355/ 



Mb 3 2 6] 




CH 3 



CH 3 



[0 7 8 13 



tlc : Rf 0.37 (mt**-v> : ^^^-^:tK=9:i:o.D ; 

NMR(CD 3 0D) : 8 7.59 (d, J - 8.7 Hz, 2H), 7.48 (d, J = 8.7 Hz, 2H), 7.14 
(d, J = 8.7 Hz, 2H), 7.10 (d, J - 8.7 Hz, 2H), 4.36 (s, 2H), 4.14 (d, J 
= 2.1 Hz, 1H), 4.00 (m, 1H), 3.85-3.40 (m, 13H), 3.20 (m, 1H), 2.55-2.2 

5 (m, 3H), 2.13 (br d, J - 14.1 Hz, 1H), 1.80-1.30 (m, 9H), 0.95 (t, J - 
7.2 Hz, 3H), 0.88 (t, J = 7.2 Hz, 3H), 0.85 (t, J = 7.2 Hz, 3H) 0 



(3R) -l-y-^-2, 5-V**V-3- ( (1R) -l-*Kn*V- 

2 -^;W;v) -9- (4- (4- ? 
^V,) 7 *i***A0 -1, 4, [5. 5] 

[0 7 8 2] 



miE# 2003-3074101 




^-v : 356/ 



[0 7 8 3] 



TLC : Rf 0.30 (M.\t**^> '> * 9/-A> \ *=9 : 1 : 0.1) ; 

NMR(CD 3 0D) : 8 7.58 (d, J = 8.7 Hz, 4H), 7.15 (d, J = 8.7 Hz, 2H), 7.08 

(d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4.14 (d, J = 1.8 Hz, 1H), 4.00 (m, 1 
H), 3.76 (m, 1H), 3.59 (t, J = 6.9 Hz, 2H), 3.55-3.40 (m, 6H), 3.20 (m, 
1H), 2.55-2.20 (m, 3H), 2.13 (br d, J - 14.1 Hz, 1H), 2.05-1.85 (m, 4H), 

1.80-1.30 (m, 9H), 0.95 (t, J = 7.2 Hz, 3H), 0.88 (t, J = 7.2 Hz, 3H), 
0.85 (t, J = 7.2 Hz, 3H)o 

(13 4) 

(3R) -l-^;v-2, 5-yt^rV-3- ( (1R) -1-fcK***- 
2-xf;^f^) -9- (4- (4-^V^n^7^*^7x^ 
-» 7x^wf;v) -l, 4, [5. 5] *>r*>>* 

[0 7 8 41 



tiiliE# 2003-3074101 



2002-270849 



^- v : 357/ 



[ft 3 2 8] 




[0 7 8 5] 

TLC : Rf 0.27 \*9J-$'\ tK=9 : 1 0.1) \ 

NMR(CD 3 0D) : 8 7.85 (d, J = 8.7 Hz, 2H), 7.58 (d, J = 8.7 Hz, 2H), 7.15 

(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4.20 (m, 1 
H), 4.14 (d, J = 2.1 Hz, 1H), 4.01 (m, 1H), 3.76 (m, 1H), 3.60-3.40 (m, 
4H), 3.20 (m, 1H), 2.50-2.20 (m, 3H), 2.14 (br d, J = 14.7 Hz, 1H), 1.80 
-1.30 (m, 9H), 1.25 (d, J = 6.6 Hz, 6H), 0.96 (t, J = 7.2 Hz, 3H), 0.88 

(t, J = 7.2 Hz, 3H), 0.86 (t, J = 7.2 Hz, 3H) Q 

mm 3 (13 5) 
(3R) -1-7*^-2, 5 -v**V-3- ( (1R) 
2-^;V^;v) -9- (4- (4- (2-KKn*'/iW^**#- 
;V) 7x^WfJ» -1, 4, 9-h'JTfXl?n [5. 5] * 

[0 7 8 61 



tBfE# 2003-3074101 



HI 2002 — 270849 



^-v : 358/ 



Hk3 2 9] 



HO 




[0 7 8 7] 

TLC : Rf 0.25 CtMfc^ V > \*9J-fr\ tK=9 : 1 : 0.1) *, 
NMR(CD 3 0D) : 8 7.88 (d, J = 8.7 Hz, 2H), 7.59 (d, J = 8.7 Hz, 2H), 7.16 
(d, J = 8.7 Hz, 2H), 7.08 (d, J = 8.7 Hz, 2H), 4.37 (s, 2H), 4.14 (d, J 
= 2.1 Hz, 1H), 4.01 (m, 1H), 3.77 (m, 1H), 3.71 (t, J = 6.0 Hz, 2H), 3. 
60-3.40 (m, 4H), 3.50 (t, J = 6.0 Hz, 2H), 3.17 (m, 1H), 2.55-2.40 (m, 3 
H), 2.14 (br d, J = 13.8 Hz, 1H), 1.80-1.30 (m, 9H), 0.95 (t, J = 7.2 Hz 
, 3H), 0.88 (t, J = 7.2 Hz, 3H), 0.86 (t, J = 7.2 Hz, 3H)o 

arttrtaa (136) 

(3R) -1-7**- 2. 5-v**V-3- ( (1R) 
2-^,W;V) -9- (4- (4- 

) 7x/^» yx.-****) -1, 4, [5. 5] * > 

[0 7 8 8] 



mWfe 2003-3074101 



2002-270849 



^-V : 359/ 



[ft 3 3 0] 




CH 3 

[0 7 8 9] 



tlc : Rf 0.37 {mtt^-vz/ : * 9 y -;v : tK=9 : l : o. D ; 

NMR(CD 3 OD) : d 7.86 (d, J = 8.7 Hz, 2H), 7.58 (d, J = 8.7 Hz, 2H), 7.15 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4.14 (d, J 
= 2.1 Hz, 1H), 4.01 (m, 1H), 3.76 (m, 1H), 3.56 (s, 4H), 3.56-3.40 (m, 

4H), 3.37 (s, 3H), 3.19 (m, 1H), 2.50-2.20 (m, 3H), 2.14 (br d, J = 15.3 
Hz, 1H), 1.80-1.30 (m, 9H), 0.95 (t, J = 7.2 Hz, 3H), 0.88 (t, J = 7.2 

Hz, 3H), 0.86 (t, J = 7.2 Hz, 3H)o 

(3R) _ 1 _ rf -;v_2, 5-v**V-3- ( (1R) -l-fcKu*v- 
2-Z-*f-)V~7*f-)V) -9- (4- (4- >-A-<i)V) j])V#=-)V- 

2_^^ 7l /^) 7*z.&*1-*) -1, 4, 9 -M; TIT* *Tn [5 

. 5] vy-rijy • tfBRtti 

[0 7 9 0] 



ffiSE# 2003-3074101 



12 0 0 2-2 7 0 849 



^-v: 360/ 



[ft 3 3 1] 




[0 7 9 1] 



TLC : Rf 0.40 Ctfcft^-f-w : ^^y-/n*=9:i:o.i) ; 

NMR(CD 3 0D) : 5 7.48 (d, J - 8.7 Hz, 2H), 7.21 (d, J = 1.8 Hz, 1H), 7.12 
(d, J = 8.1 Hz, 1H), 7.05 (dd, J = 8.1, 1.8 Hz, 1H), 6.97 (d, J = 8.7 H 
z, 2H), 4.31 (s, 2H), 4.13 (d, J = 2.4 Hz, 1H), 3.99 (m, 1H), 3.90-3.40 
(m, 13H), 3.79 (s, 3H), 3.17 (m, 1H), 2.50-2.20 (m, 3H), 2.13 (br d, J = 
14.1 Hz, 1H), 1.80-1.30 (m, 9H), 0.95 (t, J = 7.2 Hz, 3H), 0.88 (t, J = 
7.2 Hz, 3H), 0.85 (t, J = 7.2 Hz, 3H) 0 

sfctaMS M 3 8) 
(3R) _ 1 _y^; l/ _ 2> 5-3>**V-3- ( (1R) 
2-^)Vf^)V) -9- (4- (4- (tfnVv^-l-^f^) 
2-^Ry7x^v) 7x^)MfJV) -1, 4, [5 

. 5] ^yrtiy • 

[0 7 9 2] 



ftSE# 2003-3074101 



Q^-m 2002-270849 

Mb 3 3 2] 




[0 7 9 3] 

tlc : Rf 0.52 {mttrvy : : *=9 : l : o.i) ; 

NMR(CD 3 0D) : 8 7.48 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 1.8 Hz, 1H), 7.16 
(dd, J = 8.1, 1.8 Hz, 1H), 7.10 (d, J = 8.1 Hz, 1H), 6.97 (d, J = 8.7 H 
z, 2H), 4.31 (s, 2H), 4.13 (d, J = 2.4 Hz, 1H), 3.98 (m, 1H), 3.79 (s, 3 
H), 3.74 (m, 1H), 3.60 (t, J = 6.6 Hz, 2H), 3.55-3.40 (m, 6H), 3.17 (m, 
1H), 2.50-2.20 (m, 3H), 2.13 (br d, J = 15.6 Hz, 1H), 2.05-1.85 (m, 4H), 
1.80-1.30 (m, 9H), 0.95 (t, J = 7.2 Hz, 3H), 0.88 (t, J = 7.2 Hz, 3H), 
0.85 (t, J = 7.2 Hz, 3H)o 

3 (13 9) 

(3R) _ 1 _^ ;V _2, 5-5>**V-3- ( (IE) 
2 _xf-;v7f;l') -9- (4- (4-f'^n^r5>'*A'#^-2-^ 
l«^7x/^» 7x^iMf)H -1, 4, 9-HJT-*f*fc?n [5. 5] 

[0 7 9 4] 



^-v : 361/ 



tBIE# 2003-3074101 



002-270849 



^-v: 362/ 



Hfc3 3 3] 




CH 3 



CH 5 



[0 7 9 5] 

tlc : Rf 0.45 Cfflft^vv : ^^/-;v:tK=9: i:o.i) ; 

NMR(CD 3 0D) : 5 7.59 (d, J = 2. 1 Hz, 1H), 7.49-7.44 (m, 3H), 7.08 (d, J 
= 8.4 Hz, 1H), 6.97 (d, J = 8.4 Hz, 2H), 4.31 (s, 2H), 4.22 (m, 1H), 4.1 
4 (d, J = 2.4 Hz, 1H), 3.99 (m, 1H), 3.82 (s, 3H), 3.75 (m, 1H), 3.55-3. 
40 (m, 4H), 3.16 (m, 1H), 2.50-2.20 (m, 3H), 2.13 (br d, J = 14.4 Hz, 1H 
), 1.80-1.30 (m, 9H), 1.26 (d, J = 6.9 Hz, 6H), 0.95 (t, J = 7.2 Hz, 3H) 
, 0.88 (t, J = 7.2 Hz, 3H), 0.85 (t, J = 7.2 Hz, 3H)o 



sfelifcftllS (1 4 0) 

(3R) -l-7^-;v-2, 5-v**V-3- ( (1R) -l-fcKU*v- 
2-^)Vf^)V) -9- (4- (4- (2-tKn^xW^**#= 
)V) -2-* ^y7x;*y) 7x-Wf;H -1, 4, g-h'^T^X^ 
n [5. 5] *?>Tii> • 
[0 7 9 6] 



ffi|iE# 2003-3074101 



HO 




[0 7 9 7] 



tlc : Rf 0.45 (Mit**^* : *9J-fr : tK=9 : l : o. D ; 

NMR(CD 3 0D) : 3 7.63 (d, J = 1.8 Hz, 1H), 7.59 (d, J = 8.4 Hz, 2H), 7.58 
(dd, J = 8.4, 1.8 Hz, 1H), 7.09 (d, J = 8.4 Hz, 1H), 6.97 (d, J = 8.4 H 
z, 2H), 4.32 (s, 2H), 4.13 (d, J = 2. 1 Hz, 1H), 3.99 (m, 1H), 3.83 (s, 3 
H), 3.74 (m, 1H), 3.72 (t, J = 6.0 Hz, 2H), 3.55-3.40 (m, 4H), 3.52 (t, 
J = 6.0 Hz, 2H), 3.18 (m, 1H), 2.50-2.20 (m, 3H), 2.13 (br d, J = 13.2 H 
z, 1H), 1.80-1.30 (m, 9H), 0.95 (t, J = 7.2 Hz, 3H), 0.88 (t. J = 7.2 Hz 
, 3H), 0.85 (t, J = 7.2 Hz, 3H)o 

(3R) - i -7-^^-2, 5-v**V-3- ( (1R) 
2-xf;vW) -9- (4- (4- ( 2 - * h * zs^KT < J * 
) -2-n^>7x^y) -7^=.)V^^)V) -1, 4, 

[5. 5] v>rjjy 

[0 7 9 8] 



mSE# 2003-3074101 




^--7*. 364/ 



[0 7 9 9] 



tlc : Rf o.5i mitt^v^ : ^ 9 J : tK=9 : i : o. D ; 

NMR(CD 3 0D) : d 7.61 (d, J = 2.4 Hz, 1H), 7.50-7.45 (m, 3H), 7.09 (d, J 
= 8.7 Hz, 1H), 6.97 (d, J - 8.7 Hz, 2H), 4.31 (s, 2H), 4.13 (d, J = 2.1 
Hz, 1H), 3.99 (m, 1H), 3.82 (s, 3H), 3.74 (m, 1H), 3.57 (s, 4H), 3.57-3. 
40 (m, 4H), 3.38 (s, 3H), 3.18 (m, 1H), 2.50-2.20 (m, 3H), 2.13 (br d, J 

= 15.3 Hz, 1H), 1.80-1.30 (m, 9H), 0.95 (t, J = 7.2 Hz, 3H), 0.88 (t, J 

= 7.2 Hz, 3H), 0.85 (t, J = 7.2 Hz, 3H)o 



(14 2) 

(3R) -1-7^-2, 5-V**V-3- ( (1R) 
!_ ( f >7tKDtf7>-4-^H *W) -9- (4- (4-^W5 

xt'a [5. 5] *7>7"ft> 
[0 8 0 0] 



{±}fiE# 2003-3074101 



12002-270849 



^- v *. 365/ 



Hfc3 3 6] 



H 3 C 
HN 




10 8 0 1] 

TLC : Rf 0.55 {&it^^^> : **/-^=5: D ; 

NMR(CD 3 0D) : 5 7.82 (d, J = 8.6 Hz, 2H), 7.53 (d, J = 8.6 Hz, 2H), 7.45 
(d, J = 8.6 Hz, 2H), 7.11 (d, J = 8.6 Hz, 2H), 5.20 (s, 2H), 4.28 (s, 2 

H), 4.11 (d, J = 2.4 Hz, 1H), 4.01-3.94 (m, 3H), 3.71 (m, 1H), 3.54-3.07 
(m, 7H), 2.91 (s, 3H), 2.50-1.70 (m, 8H), 1.39-1.18 (m, 5H), 0.95 (t, J 
= 7.2 Hz, 3H) 0 

ttifcfila (1 4 3) 

<3R) -1-7^-2, 5-v**V-3- ( (1R) -l-tKn^>- 

;*^-;v7x;^>^^) 7i^^M -l, 4, 
n [ 5 . 5 ] ^yTiJ y • iM^ia 
[0 8 0 2] 



tBaE# 2003-3074101 



0 2002-270849 



^-v: 366/ 



[ft 3 3 7] 




[0 8 0 3] 

TLC : Rf 0.61 Wittrw. ? / -;v=5 : D ; 

NMR(CD 3 0D) : 8 7.77 (d, J = 8.8 Hz, 2H), 7.59 (d, J = 8.8 Hz, 2H), 7.57 
(d, J = 8.8 Hz, 2H), 7.04 (d, J = 8.8 Hz, 2H), 5.21 (s, 2H), 4.37 (s, 2 

H), 4.11 (d, J = 2.0 Hz, 1H), 4.08-3.90 (m, 3H), 3.76 (m, 1H), 3.54-3.12 
(m, 7H), 2.89 (s, 3H), 2.51-1.70 (m, 8H), 1.39-1.18 (m, 5H), 0.95 (t, J 
= 7.2 Hz, 3H) 0 

^MSMZ (14 4) 

(3R) 5— 5>**V-3- ( (1R) -l-tKn*->- 

!_ (rK7tFnt:7>-4-<^) -9- (4- (4-*^^v 

- 2 -^no7i/^) 7x-;v^f;v) -1, 4, 9-h'J7f^^n [5 

. 5] verity • i&mM 

[0 8 0 4] 



ffi|iE# 2003-3074101 




[0 8 0 5] 

TLC : Rf 0.43 Gfrffc* * V > I * 9 S ->W=5 I 1) *, 

NMR(CD 3 0D) : <5 8.14 (d, J - 2.1 Hz, 1H), 7.95 (dd, J = 8.4, 2.1 Hz, 1H) 
, 7.60 (d, J = 8.7 Hz, 2H), 7.12 (d, J = 8.7 Hz, 2H), 7.11 (d, J = 8.4 H 
z, 1H), 4.37 (s, 2H), 4.12 (d, J = 2. 1 Hz, 1H), 4.06-3.92 (m, 3H), 3.75 
On, 1H), 3.57-3.20 (m, 7H), 2.51-1.71 (m, 8H), 1.40-1.17 (m, 5H), 0.95 ( 
t, J = 7.2 Hz, 3H)o 

mMM2 (14 5) 

(3R) 5-yt^V-3- ( (1R) -l-fcKn*v- 

^;V75/-2-^^V7x/^» 7x-;v^f^) -1, 4, 
TfXt'a [5. 5] ^>7**>«^^ 
[0 8 0 6] 



BiiiE# 2003-3074101 




^-v : 368/ 



[0 8 0 7] 

TLC : Rf 0.53 (Mlb^f-w^ : * * / - >w=5 : D ; 

NMR(CD 3 0D) : S 7.51 (d, J = 2.3 Hz, 1H), 7.43 (d, J = 8.7 Hz, 2H), 7. 

(dd, J = 8.6, 2.3 Hz, 1H), 6.98 (d, J = 8.6 Hz, 1H), 6.91 (d, J = 8.7 
z, 2H), 4.29 (s, 2H), 4.11 (d, J = 2.0 Hz, 1H), 4.02-3.90 (m, 3H), 3.< 
(s, 3H), 3.67 (m, 1H), 3.53-3.16 (m, 7H), 2.50-1.68 (m, 11H), 1.40-1.: 
(m, 5H), 0.95 (t, J = 7.2 Hz, 3H) Q 



M-faM 3 (14 6) 
(3R) _ 1 _ r ^;v-2, 5-v>**V-3- ( (1R) 

7xr.;V^f)V) -1, 4, 9-h'i7fxen [5. 5] 
[0 8 0 8) 



tBIE#2 003-3074101 



2002-270849 



^~v: 369/ 



Hfc3 4 0] 




[0 8 0 9] 

TLC : Rf 0.63 (M^f^ : **/-*=5: D ; 

NMR(CD 3 0D) : <5 7.54 (d, J = 8.7 Hz, 2H), 7.52 (d, J = 8.7 Hz, 2H), 7.09 
(d, J = 8.7 Hz, 2H), 6.97 (d, J = 8.7 Hz, 2H), 4.34 (s, 2H), 4.12 (d, J 
= 1.5 Hz, 1H), 4.04-3.94 (m, 3H), 3.73 (m, 1H), 3.47-3.16 (m, 7H), 2.51 

-1.18 (m, 13H), 0.95 (t, J = 7.0 Hz, 3H) C 



(3R) -l-y-^-2, 5-v**V-3- ( (1R) 
x _ (f f7t:Knt , 7>-4-^v) t^-fr) -9- (4- (4- (^v-* 1 ; 
^_ 4 _^;V) #;v*-~;V7^/^v) 7x-;V>f;V) -1, 4, 9-HJT 

^fxen [5. 5] ttyrijy 

[0 8 10] 



fcfciiE#2 003-3074101 



12002-270 



8 4 9 



^-v: 370/ 



Mb 3 4 1] 



o 




o < 
-HCI O 




o 



[0 8 11] 

tlc : Rf 0.64 («tfb*f-i'> : * */-»-=5: D ; 

NMR(CD 3 0D) : 5 7.56 (d, J = 8.5 Hz, 2H), 7.48 (d, J = 8.5 Hz, 2H), 7.14 
(d, J = 8.5 Hz, 2H), 7.10 (d, J = 8.5 Hz, 2H), 4.32 (s, 2H), 4.12 (d, J 
= 2.0 Hz, 1H), 4.00-3.90 (m, 3H), 3.69-3.14 (m, 16H), 2.51-1.18 (m, 13H 

), 0.95 (t, J = 7.0 Hz, 3H)o 

(14 8) 

(3R) 5-v**V-3- ( (IE) 

!_ (fh7HKnif7>-4- tJU) -9- (4- (4- (tfni;^ 

> _ 1 _^ ;V ) *;wf-;V7i/^ry) 7i^JWfJV) -1, 4, 9 - HJ T 
•ifxfcfn [5. 5] *7>7*iiy -MBM. 
[0 8 12] 



mfi£4#2 003-3074101 




^-v: 371/ 



[0 8 13] 

TLC : Rf 0.69 Mit***'* ' • D * 

NMR(CD 3 0D) : a 7.59 (d, J = 8.7 Hz, 2H), 7.58 (d, J - 8.7 Hz, 2H), 7.14 
( d , J = 8.7 Hz, 2H), 7.08 (d, J - 8.7 Hz, 2H), 4.36 (s, 2H), 4.12 (d, J 
= 2.0 Hz, 1H), 4.06-3.91 (m, 3H), 3.75 (m, 1H), 3.61-3.17 (m, 11H), 2.5 

1-1.69 (m, 12H), 1.41-1.17 (m, 5H), 0.95 (t, J = 7.2 Hz, 3H)o 



mmn u 4 9) 

(3R) _i-^;v-2, 5-WV-3- ( (1R) -1-tFn^rv- 

x> 4> 9 _ HJ7 f^ea [5. 5] ^>7**>-ttaw[ 

[0 8 14] 



ttiSBRF 2003-3074101 



2002-270849 ^ ^~ v I 372/ 

Hb3 4 3] 



O CI 




[0 8 15] 

tlc : Rf 0.73 (fflfls*-f-u> : * /-;v=5 : D ; 

NMR(CD 3 0D) : S 7.44 (d, J = 8.7 Hz, 2H), 7.43 (s, 1H), 7.34 (d, J = 8.7 
Hz, 2H), 7.16 (s, 1H), 4.30 (s, 2H), 4.11 (d, J = 2.0 Hz, 1H), 4.05-3.9 

0 (m, 5H), 3.79(s, 3H), 3.73 (m, 1H), 3.53-3.14 (m, 7H), 2.49-1.69 (m, 8 
H), 2.17 (s, 3H), 1.38-1.21 (m, 5H), 0.94 (t, J = 7.2 Hz, 3H) e 

mmm-i a so) 

(3R) -l-rf-;V-2, 5-i?**V-3- ( ( 1 R) -1-tKn^rv- 
1 ulz/^-)V -9- (4- (4-^f;V7? S )V— 2- 

^^>7i;t'» 7i-Wf*) -1, 4, 9- H;TiJ*Xl£n [5. 5 

1 *ryrijy ■ mmm. 

[0 8 16] 



tbiiE# 2003-3074101 




^-v : 373/ 



[0 8 17] 

TLC : Rf 0.59 (illlS^W/ '. X*/-*=5:D ; 

NMR(CD 3 0D) : a 7.59 (d, J = 1.5 Hz, 1H), 7.46 (d, J = 8.7 Hz, 2H), 7.45 
(dd, J = 8.7, 1.5 Hz, 1H), 7.09 (d, J = 8.7 Hz, 1H), 6.97 (d, J = 8.7 H 
z, 2H), 4.32 (s, 2H), 3.99 (d, J = 2.1 Hz, 1H), 3.99 (m, 1H), 3.82 (s, 3 
H), 3.75 (m, 1H), 3.53-3.07 (m, 5H), 2.93 (s, 3H), 2.52-1.17 (m, 17H), 0 
.95 (t, J = 7.2 Hz, 3H)o 

glials (15 1) 
(3R) -l-7+*-2, 5-v**V-3- ( (1R) 
!_ KnbT^>-4-^;v) -9- (4- (4-^f^T5 

;*;V^A'7xi;V*^») 7x-JMfJV) -1, 4, 9 - HJ TIP* 
tfn [5. 5] * > • 
10 8 18] 



|±iSE# 2003-3074101 




: 374/ 



[0 8 19] 

TLC : Rf 0.44 (^du^va : **y-;v=l0: 1) ; 

NMR(CD 3 0D) : 8 7.97-7.84 (m, 6H), 7.75 (d, J = 7.8 Hz, 2H), 4.49 (s, 2H 
), 4.12 (d, J = 2.4 Hz, 1H), 4.10 (m, 1H), 4.00-3.90 (m, 2H), 3.80 (m, 1 
H), 3.60-3.10 (m, 7H), 2.95 (s, 3H), 2.55-2.40 (m, 2H), 2.30 (m, 1H), 2. 
15 (m, 1H), 2.00 (m, 1H), 1.90-1.80 (m, 2H), 1.70 (m, 1H), 1.50-1.20 (m, 
5H), 0.96 (t, J = 7.1 Hz, 3H) C 

drtfcflia (1 5 2) 

(3R) - l-^V-2, 5-v**V-3- ( (1R) -1-HKP^rv- 
j -v^u^f-^^V) -9- (4 - (4-^W^*^-^7x- 
)VU)V7$~)\s) y^=-)V*T)V) -1, 4, 9-h'J7t^en [5. 5] 

r* * > • mmM 

[0 8 2 0] 



ffiiE# 2003-3074101 




^-v: 375/ 



[0 8 2 1] 

TLC : Rf 0.35 (?nn*W : * 9 /-;V=10 I 1) ; 

NMR(CD 3 0D) : 9 7.97-7.84 (m, 6H), 7.76 (d, J = 8.4 Hz, 2H), 4.48 (s, 2H 
), 4.15 (m. 1H), 4.00 (d, J = 2.1 Hz, 1H), 3.80 (m, 1H), 3.60-3.45 (ft 3 
H), 3.39 (dd, J = 9.9, 2.1 Hz, 1H), 3.25 (ft 1H), 2.95 (s, 3H), 2.60-2.1 
0 (ft 5H), 1.95-1.80 (ft 2H), 1.75-1.10 On, 10H), 0.95 (t, J = 7.4 Hz, 3 
H)o 

mmm u 53) 

(3R) -l-^V-2, 5-v**V-3- ( (1R) -l-fcK***- 

e^w5;*^-^2-^ b^>7x;^» 7x^^;f^) -1 

4> 9 _pj 7 f^fa [5. 5] 
[0 8 2 2] 



ffifE# 2003-3074101 



m 2002-270849 



376/ 



Ufc3 4 7] 




0-CH 3 



[0 8 2 3] 

TLC : Rf 0.58 (*ud*;va : */-;v=io : 1) ; 

NMR(CD 3 0D) : 5 7.61 (m, 1H), 7.52-7.46 (m, 3H), 7.09 (d, J -8.4 Hz, 1H 
), 6.97 (d, J = 8.4 Hz, 2H), 4.31 (s, 2H), 4.12 (d, J = 2. 1 Hz, 1H), 4.0 
0-3.85 (m, 3H), 3.83 (s, 3H), 3.70 (m, 1H), 3.60-3.20 (m, 9H), 2.60-2.30 
(m, 3H), 2.20-2.00 (m, 2H), 1.90-1.80 (m, 2H), 1.70 (m, 1H), 1.50-1.05 
(m, 6H), 0.95 (t, J = 7.1 Hz, 3H), 0.55-0.50 (m, 2H), 0.30-0.27 (m, 2H) 



Ilffl^ (1 5 4) 

(3R) -1-^^-2, 5-vt + V-3- ( (1R) -l-fcKn*->- 
!_ (f h7EKDlf7>-4-^^) -9- (4- (4-^D7*n 

-1, 4, 9-H;T¥*t:n [5. 5] 
[0 8 2 4] 



o 



mSE# 2003-3074101 



2002-270849 



^-v? : 377/ 



lit 3 4 8 ] 




[0 8 2 5] 

TLC : Rf 0.63 (^no*H : ^ ? ;-)V=io : l) ; 

NMR(CD 3 0D) : 8 8.02 (s, 1H), 7.47 (d, J = 8.0 Hz, 2H), 7.41 (d, J = 1.8 
Hz, 1H), 7.37-7.33 (m, 3H), 7.20 (d, J = 8.0 Hz, 1H), 4.28 (s, 2H), 4.1 
0 (d, J - 1.8 Hz, 1H), 4.02 (s, 2H), 4.00-3.85 (m, 3H), 3.86 (s, 3H), 3. 
70 (m, 1H), 3.60-3.35 (m, 4H), 3.30-3.20 (m, 3H), 3.07 (d, J = 6.9 Hz, 2 
H), 2.60-2.30 (m, 3H), 2.10-1.95 (m, 2H), 1.90-1.75 (m, 2H), 1.65 (m, 1H 
), 1.50-1.05 (m, 6H), 0.93 (t, J = 7.2 Hz, 3H), 0.52-0.48 (m, 2H), 0.29- 
0.21 (m, 2H) 0 

mmm 3 (155) 

( 3R ) - 1 2 , 5-v^-^V-3- ( (1R) 

1 - (f f7tKnfc'7>-4-^v) *<f-)V) -9- (4- (4-^f^7§ 
y*;wf-;v-2-^F^ry7x-JMf^) -1, 4, 9- 

HJT-f^tfn [5. 5] v>rij> 
[0 8 2 6] 



ffiSE# 2003-3074101 



2002-270849 



V : 378/ 



[ft 3 4 9] 



0-CH 3 




[0 8 2 7] 

TLC : Rf 0.58 (^nn*w : ^ ^y-;v=i0 : l) ; 

NMR(CD 3 0D) : 8 7.45-7.40 (m, 3H), 7.35-7.31 (m, 3H), 7.20 (d, J = 7.8 H 
z, 1H), 4.30 (s, 2H), 4.11 (d, J = 1.8 Hz, 1H), 4.02 (s, 2H), 4.00-3.90 
(m, 3H), 3,86 (s, 3H), 3.70 (m, 1H), 3.50-3.10 (m, 7H), 2.90 (s, 3H), 2. 
50-2.15 (m, 3H), 2.10-2.00 (m, 2H), 1.90-1.80 (m, 2H), 1.65 (m, 1H), 1.5 
0-1.10 (m, 5H), 0.94 (t, J = 7.2 Hz, 3H)o 

3(156) 

(3R) - l-W-2, 5-v**V-3- ( (1R) -1-KKn* 4 /- 
1 _ (f h9KKnt f 9 ^_4-^;v) -9- (4- (4- 

4 > 9 _ ]> 1; T ^-x en [ 5 . 5 ] f7 yffJ > ' i&BM 
[0 8 2 8] 



HiliE#2 003-3074101 




^-v! 379/ 



[0 8 2 9] 

TLC : Rf 0.72 (^nn*H : ^ 9 S-fr=S : D ; 

NMR(CD 3 0D) : <5 7.52 (brd, J = 8.4 Hz, 2H), 7.20 (d, J = 1.8 Hz, 1H), 7. 
11 (d, J = 8.1 Hz, 1H), 7.05 (dd, J = 8.1, 1.8 Hz, 1H), 6.96 (brd, J = 8 
.4 Hz, 2H), 4.30 (s, 2H), 4.11 (d, J = 2.1 Hz, 1H), 4.01-3.86 (m, 3H) , 
3.80 (s, 3H), 3.80-3.18 (m, 16H), 2.60-2.30 (m, 3H), 2.16-1.92 (m, 2H), 
1.85 (m, 1H), 1.68 (m, 1H), 1.52-1.14 (m, 6H), 0.95 (t, J = 7.2 Hz, 3H) 

o 

3tmm a fis7) 
(3R) -l-r*-*-2. 5 -y^v-3- ( (1R) 
!_ VU\£^>-A-4 )V) -9- (4- (4--f V/nfc: 

;V7^*^^V-2-^>^rv7x/^y) 7*-^^^) -1, 4, 9 

->i;7fxtfa [5. 5] ^V7**>-*Siffl 
[0 8 3 0] 



ffi|iE# 2003-3074101 



2002-270849 



^-v : 380/ 



Hb3 5 1] 




[0 8 3 1] 

TLC : Rf 0.66 (?un*;V^ : ^^^-^=5 : l) ; 

NMR(CD 3 0D) : 8 7.59 (d, J = 2.1 Hz, 1H), 7.52-7.42 (m, 3H), 7.08 (d, J 
= 8.4 Hz, 1H), 6.96 (brd, J = 8.7 Hz, 2H), 4.31 (s, 2H), 4.22 (sept, J = 

6.6 Hz, 1H), 4.12 (d, J = 2.1 Hz, 1H), 4.06-3.85 (m, 3H), 3.82 (s, 3H) 
, 3.72 (m, 1H), 3.60-3.10 (m, 7H), 2.52-2.20 (m, 3H), 2.18-1.92 (m, 2H), 

1.84 (m, 1H), 1.69 (m, 1H), 1.50-1.10 (m, 6H), 1.26 (d, J = 6.6 Hz, 6H) 
, 0.95 (t, J = 7.5 Hz, 3H)o 



(3R) -l-T^V-2, 5-V**V-3- ( (1R) -l-*Kn*->- 
!_ -9- (4- (4- (2-^ 

1,4, 9- h V TiP* £ * t 5 - 5 J 
[0 8 3 2] 



miE# 2003-3074101 



m 2002-270849 



^-v: 381/ 



Hfc3 5 2] 




[0 8 3 3] 



tlc : Rf 0.67 (^nn^jvA : * 9 ;v=5 : l) ; 

NMR(CD 3 0D) : 5 7.60 (d, J = 2.1 Hz, 1H), 7.52-7.44 (m, 3H), 7.10 (d, J 
= 8.1 Hz, 1H), 6.97 (brd, J = 8.7 Hz, 2H), 4.31 (s, 2H), 4.12 (d, J = 1. 
8 Hz, 1H), 4.06-3.86 (m, 3H), 3.82 (s, 3H), 3.71 (m, 1H), 3.60^3.00 ( m, 
9H), 2.52-2.36 (m, 2H), 2.28 (m, 1H), 2.18-1.62 (m, 5H), 1.50-1.18 (m, 
6H), 0.97 (d, J = 6.9 Hz, 6H), 0.93 (t, J = 6.6 Hz, 3H) 0 

• (3R) -l-7*f-;V-2, 5-y^V-3- ( (1R) -l-fcKn**>- 
!_ {jf-y^Y. KD^7>-4-^ ;V) -9- (4- (4- (2-*h 

1, 4, 9-fiJ7f^en [5. 5] 
[0 8 3 4] 



fcBSE# 2003-3074101 



2 002-270849 



^-v : 382/ 



lit 3 5 3 1 



H 3 C 



°K>v 

-NH M /== 

o 

/ 

H 3 C 




[0 8 3 5] 

TLC * Rf 0.79 (^na^;vA : * y — ;v=5 : l) ; 

^(CDsOD)' : S 7.61 (d, J - 2.4 Hz, 1H), 7.52-7.44 (m, 3H), 7.09 (d, J 
- 8.4 Hz, 1H), 6.97 (brd, J - 9.0 Hz, 2H), 4.31 (s, 2H), 4.12 (d, J - 1. 
8 Hz 1H), 4.07-3.86 (m, 3H), 3.82 (s, 3H), 3.71 (m, 1H), 3.57 (s, 3H ), 
3.57-3.08 (m, 11H), 25.52-2.36 (m, 2H), 2.28 (m, 1H), 2.20-1.92 (m, 2H) 
, 1.84 (m, 1H), 1.69 (m, 1H), 1.50-1.12 (m, 6H), 0.95 (t, J = 7.5 Hz, 3H 



(3R) -l-^;V-2, 5-***V-3- ( (1R) -l-*Kn**- 
;V T ,y*,V^;V^*-» 7x.Wf^) -1, 4, 9-h'i7f^ 



n [5. 5] *>7tiy 
[0 8 3 6] 



tti|E#2 003-3074101 



0r 



2002-270849 



383/ 



Mb 3 5 4 ] 




[0 8 3 7] 



TLC : Rf 0.51 (^nn*;vA : 9 J — ;v=i0 : l) ; 

NMR(CD 3 0D) : «5 7.84 (d, J = 8.5 Hz, 2H), 7.59 (d, J = 8.5 Hz, 2H), 7.14 
(d, J = 8.5 Hz, 2H), 7.07 (d, J = 8.5 Hz, 2H), 4.36 (s, 2H), 4.19 (m, 1 

H), 4.12 (d, J = 2.0 Hz, 1H), 4.06-3.90 (m, 3H), 3.74 (m, 1H), 3.57-3.15 
(m, 7H), 2.54-2.26 (m, 3H), 2.16-1.16 (m, 10H), 1.24 (d, J = 6.5 Hz, 6H 

), 0.95 (t, J = 7.5 Hz, 3H)o 



(3R) -l-7^;v-2, 5-y^V-3- ( (1R) -l-*Kn*v- 
x _ (f f7tKnt , 7>'-4-^l') -9- (4- (4- (2-**- 

;v7°ntf;v) 75/*^-^xy*'» -^-^^v) -1, 4, 9-b 
ijTf^lfn [5. 5] ??>-r*> 
[0 8 3 8] 



ffifiE# 2003-3074101 




^-vl 384/ 



[0 8 3 9] 

TLC : Rf 0.50 (^nn*H : * ?J-)V = 10 : l) ; 

NMR(CD 3 0D) : 8 8.44 (m, 1H), 7.85 (d, J = 8.5 Hz, 2H), 7.59 (d, J = 8.5 

Hz, 2H), 7.15 (d, J = 8.5 Hz, 2H), 7.08 (d, J = 8.5 Hz, 2H), 4.36 (s, 2 

H), 4.12 (d, J = 2.0 Hz, 1H), 4.06-3.90 (m, 3H), 3.74 (m, 1H), 3.58-3.17 

(m, 9H), 2.52-2.27 (m, 3H) , 2.16-1.15 (m, 11H), 0.96 (d, J = 7.0 Hz, 6H 
), 0.96 (t, J = 7.5 Hz, 3H) 0 

mmi d6 2) 

(3R) 5-v**V-3- ( (1R) 

!_ ^yy^Y^}£yy-4-4 )^) -9- (4- (4- (2-*b 

^vif;vr^*;wf^;v) 7x;^y) 7x-;v^fJi') -l, 4, 9-h 
UT^f^tfn [5. 5] «^>"r*>'ttflftft 
[0 8 4 0] 



mfiE# 2003-3074101 




i-iS : 385/ 



[0 8 4 1] 

TLC : Rf 0. 50 n d^^a : * * J — ;v = 10 : 1) 

NMR(CD 3 0D) : 8 8.43 (m, 1H), 7.86 (d, J = 8.5 Hz, 2H), 7.61 (d, J = 8.5 
Hz, 2H), 7.14 (d, J = 8.5 Hz, 2H), 7.07 (d, J = 8.5 Hz, 2H), 4.35 (s, 2 

H), 4.12 (d, J = 2.0 Hz, 1H), 4.05-3.90 (m, 3H), 3.73 (m, 1H), 3.56-3.20 
(m, 11H), 3.37 (s, 3H), 2.59-2.32 (m, 3H), 2.15-1.16 (m, 10H), 0.95 (t, 
J = 7. 5 Hz, 3H) o 

atftfais n 6 3) 
(3R) _i-yf-;V-2, 5-v**V-3- ( (1R) 
!_ (y. yjt Kn^7V-4-^ -9 - ( 4_ (4 ~ (2 ' 2_ 

->V7f^vfn [5. 5] ^yv-'ijy - MBM. 
[0 8 4 2] 



ffilE#2 003-3074101 




^-v*. 386/ 



[0 8 4 3] 

TLC : Rf 0.50 (^nn*W : ^^^-^=10 : 1) 

NMR(CD 3 0D) : 8 7.85 (d, J = 8.5 Hz, 2H), 7.61 (d, J = 8.5 Hz, 2H), 7.14 

(d, J = 8.5 Hz, 2H), 7.08 (d, J = 8.5 Hz, 2H), 4.36 (s, 2H), 4.12 (d, J 

= 2.0 Hz, 1H), 4.05-3.90 (m, 3H), 3.74 (m, 1H), 3.57-3.23 (m, 7H), 3.21 
(s, 2H), 2.58-2.31 (m, 3H), 2.15-1.16 (m, 10H), 0.96 (s, 9H), 0.95 (t, 

J =7.5 Hz, 3H)o 

mwmz (16 4) 

(3R) -1-7^-2, 5 -v**V-3- ( ( 1 R) -1-tKn^v- 

/*;v^;i/7x^vft) -l, 4, g-b^Tf^en [ 

5 . 5 ] *jVTH~s • 
[0 8 4 4] 



mSE# 2003-3074101 




^-v: 387/ 



[0 8 4 5] 

tlc : Rf 0.32 (*frfb**v> : ^^/-;v=io:D ; 

NMR(CD 3 0D) : a 7.77 (d, J = 8.7 Hz, 2H), 7.56 (d, J = 8.1 Hz, 2H), 7.47 
(d, J = 8.1 Hz, 2H), 7.39 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4.12 (d, J 
= 1.8 Hz, 1H), 4.08-3.88 (m, 3H), 3.74 (m, 1H), 3.60-3.10 (m, 7H), 2.90 
(s, 3H), 2.55-2.25 (m, 3H), 2.20-1.60 (m, 5H), 1.50-1.15 (m, 5H), 0.95 
(t, J = 7.2 Hz, 3H)o 

(3R) -l-WU-2, 5-***V-3- ( (1R) -l-*Kn**- 
l-isfU^yT**?-*) -9- (4- (4-*^'>-3-n^y7x 
7x-WfiV) -1, 4, 9-hUT^^n [5. 5] 

[0 8 4 6] 



HifiE# 2003-3074101 



0 2002-27084 9 




^-v : 388/ 



Ut3 5 91 



HO 



O 




b 



PH 



•HCl 



O 



[0 8 4 7] 

TLC : Rf 0.44 (^nn^A : * ? /-/U=10 : 1) ; 

NMR(CD 3 0D) : S 7.88 (d, J = 8.6 Hz, 1H), 7.64 (d, J = 8.7 Hz, 2H), 7.18 
(d, J = 8.7 Hz, 2H), 6.80 (d, J = 2.1 Hz, 1H), 6.57 (dd, J = 8.6, 2.1 H 
z, 1H), 4.36 (s, 2H), 4.00 (m, 1H), 3.99 (d, J = 2.2 Hz, 1H), 3.86 (s, 3 
H), 3.70 (m, 1H), 3.60-3.40 (m, 3H), 3.38 (dd, J = 6.8, 2.2 Hz, 1H), 3.3 
0 (m, 1H), 2.65-2.20 (m, 4H), 2.10 (m, 1H), 2.00-1.75 (m, 2H), 1.70-1.10 
(m, 10H), 0.95 (t, J = 7.2 Hz, 3H)o 

mmm u 6 e) 

(3R) -l-^;V-2, 5-v**V~3- ( (1R) -l-KKn*v- 
l-is? u^^-)V^^-)V) -9- (4- (4-*/HK*->-3-^ K">7x 

-l, 4, [5. 5] vvruy 

[0 8 4 8] 



mtiE# 2003-3074101 




^- V : 389/ 



[0 8 4 9] 



TLC : Rf 0.41 (^nn^A : * ? ;-)V=\o : l) ; 

NMR(CD 3 0D) : 8 7.86 (d, J = 8.5 Hz, 1H), 7.62-7.59 (m, 2H), 7.20-7.16 ( 
m, 2H), 6.80 (d, J = 2.2 Hz, 1H), 6.56 (dd, J = 8.5, 2.2 Hz, 1H), 4.36 ( 
s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 4.00 (m, 1H), 3.85 (s, 3H), 3.70 (m. 1 
H), 3.60-3.40 (m, 3H), 3.30-3.10 (m, 2H), 2.60-2.30 (m, 3H), 2.20-1.80 ( 
m, 4H), 1.75-1.10 (m, 14H), 0.95 (t, J = 7.2 Hz, 3H) Q 

(3R) -1-^^-2, 5-v**V-3- ( (1R) -l-fcKn*->- 
1 _ (f t>7tKnt'7>-4-'f^) **f-fr) -9- (4- (4- (2, 2- 

;v) -1, 4, 9-h'J7f^t?n [5. 5] f^^^-fiSfi 
[0 8 5 0] 



thiE#2 003-3074101 



m 2002-270849 



390/ 



Hfc3 6 1] 




[0 8 5 1] 

TLC : Rf 0.62 (^nn*M : * * J -;v=l0 : l) ; 

NMR(CD 3 0D) : 5 7.59 (d, J = 2.0 Hz, 1H), 7.53 (d, J = 8.4 Hz, 2H), 7.47 
(dd, J = 8.0, 2.0 Hz, 1H), 7.10 (d, J = 8.0 Hz, 1H), 6.96 (d, J = 8.4 H 
z, 2H), 4.31 (s, 2H), 4.11 (d, J = 1.8 Hz, 1H), 4.00-3.90 (m, 3H), 3.82 

(s, 3H), 3.70 (m, 1H), 3.60-3.20 (m, 9H), 2.60-2.30 (m, 3H), 2.20-2.00 ( 
m, 2H), 1.90-1.75 (m, 2H), 1.65 (m, 1H), 1.50-1.10 (m, 5H), 0.97 (s, 9H) 

, 0.95 (t, J=7.2 Hz, 3H) 0 

M6 8) 

(3R) _ l -^ )V - 2> 5-/t^V-3- ( (1R) 
!_ (f^U'nii7>'-4-^v) *^*) -9- (4- (4-v^n7 fl n 
t>^f;v75y*^^^7x^;v^f^) 7x^^f;i^) -l, 4, 9- 
h M T^fx^'n [5. 5] *7>T*> • 
[0 8 5 2] 



ffiiE# 2003-3074101 



^f-fil 2002-270849 



^-v: 391/ 



Mb 3 6 2] 




[0 8 5 3] 

TLC : Rf 0.30 (?nn*W : * 9 J— ^=10 : i) ; 

NMR(CD 3 0D) : 5 7.75 (d, J = 8.5 Hz, 2H), 7.46 (d, J = 8.5 Hz, 2H), 7.37 
(d, J = 8.5 Hz, 2H), 7.31 (d, J = 8.5 Hz, 2H), 4.31 (s, 2H), 4.11 (d, J 
= 2.0 Hz, 1H), 4.08 (s, 2H), 4.04-3.89 (m, 3H), 3.72 (m, 1H), 3.54-3.07 
On. 9H), 2.50-1.15 (m, 13H), 1.08 (m, 1H), 0.94 (t, J = 7.5 Hz, 3H), 0. 

54-0.48 (m, 2H), 0.29-0.24 (m, 2H)o 

(3R) -l-^V-2, 5 -v**V-3- ( (1R) 

i-*,9u«>r**r&) -9- (4- (4-^W5/*^*7*= 
A,***) 7x-Wf^) -1, 4, g - HJ T** *fn [5. 5] 

> • mm^ 

[0 8 5 4] 



mWft 2003-3074101 




^-v: 392/ 



[0 8 5 5] 

tlc : Rf 0.51 : **/->v=io:i) ; 

NMR(CD 3 0D) : d 7.73 (d, J = 8.7 Hz, 2H), 7.50-7.43 (m, 2H), 7.37 (d, J 
= 8.1 Hz, 2H), 7.31 (d, J = 8.7 Hz, 2H), 4.32 (s, 2H), 4.07 (s, 2H), 3.9 
8 (d, J = 2.1 Hz, 1H), 3.98 (m, 1H), 3.73 (m, 1H), 3.58-3.35 On, 3H), 3. 
37 (dd, J = 9.6, 2.1 Hz, 1H), 3.12 (m, 1H), 2.89 (s, 3H), 2.51-2.04 (m, 
5H), 1.95-1.76 (m, 2H), 1.76-1.06 (m, 10H), 0.94 (t, J = 7.2 Hz, 3H) Q 

mnnm (17 0) 

(3R) -i-7^;v-2, 5-v**v-3- ( (1R) -l-KKn^- 
l - (fh7tKt3e7V-4-'f^ -9- (4- (4-^f-^x;v 

,j,- ;V7 ;;_2_^^->7x^y) -1, 4, 9 - 

T^Xkfn [5. 5] V>-T1jy 
[0 8 5 6] 



miE# 2003-3074101 



002-270849 



^-v : 393/ 



[ft 3 6 4] 



O 




[0 8 5 7] 

TLC : Rf 0.44 (Jftft^W I *9/~)l>=10 : i) ; 

NMR(CD 3 0D) : 8 7.47 (d, J = 8.4 Hz, 2H), 7.04 (d, J = 2.4 Hz, 1H), 7.02 
(d, J = 8.7 Hz, 1H), 6.91 (d, J = 8.4 Hz, 2H), 6.87 (dd, J = 8.7, 2.4 H 
z, 1H), 4.29 (s, 2H), 4.11 (d, J - 2. 1 Hz, 1H), 4.03-3.87 (m, 3H), 3.74 
(s, 3H), 3.71 (m, 1H), 3.60-3.30 (m, 5H), 3.30-3.05 (m, 2H), 2.99 (s, 3H 
), 2.59-2.20 (m, 3H), 2.17-1.55 (m, 5H), 1.55-1.10 (m, 5H), 0.95 (t, J = 
7.2 Hz, 3H) 0 



SLltiM 3 (17 1) 

(3R) -l-T-^V-2, 5-***V-3- ( (1R) -l-tK*** 
2 -*?-)V7aiS)]s) -9- (4- (4-^f^^*^T5>'-2-^h 
i, 7 x^v) 7^-)V*T)V) -1, 4, [5. 5] * 

[0 8 5 8] 



ffiSE# 2003-3074101 



002-270849 



^-v?: 394/ 



Ufc3 6 5] 



O 




[0 8 5 9] 



TLC : Rf 0.52 ;**/-*=10: D ; 

NMR(CD 3 0D) : * 7.46 (d, J = 8.7 Hz, 2H), 7.05 (d, J = 2.4 Hz, 1H), 7.03 
(d, J = 8.7 Hz, 1H), 6.92 (d, J = 8.7 Hz, 2H), 6.87 (dd, J = 8.7, 2.4 H 
z, 1H), 4.30 (s, 2H), 4.14 (d, J - 2.1 Hz, 1H), 3.98 (m, 1H), 3.75 (s, 3 
H), 3.73 (m, 1H), 3.58-3.35 (m, 3H), 3.20 (dd, J = 9.6, 2.1 Hz, 1H), 3.1 
8 (m, 1H), 3.00 (s, 3H) , 2.52-2.18 (m, 3H), 2.18-1.90 (m, 2H), 1.68 (m, 
1H), 1.50-1.25 (m, 3H), 1.04-0.88 (m, 9H)o 



(J 7 2) 

(3R) -l-7^;V-2, 5-v^y-3- ( (1R) -l-*Kn*v- 

4> 9 _].-i; 7 ^tfn [5. 5] 7>T**>-^^ 
[0 8 6 0] 



ffifE# 2003-3074101 



002-270849 



^-v I 395/ 



UtS 6 6] 




[0 8 6 1] 

TLC : Rf 0.38 (*nn*;vA : * ^y-;v=5 : l) ; 

NMR(CD 3 0D) : a 7.49 (brd, J = 9.0 Hz, 2H), 7.29 (d, J = 1.8 Hz, 1H), 7. 
16 (dd, J = 8.1, 1.8 Hz, 1H), 7.00 (d, J - 8.1 Hz, 1H), 6.97 (brd, J - 9 
.0 Hz, 2H), 4.31 (s, 2H), 4.12 (d, J = 2.1 Hz, 1H), 4.05-3.87 (m, 3H) , 
3.79 (s, 3H), 3.72 (m, 1H), 3.64-3.08 (m, 11H), 2.52-2.24 (m, 2H), 2.13 
(m, 1H), 2.06-1.62 (m, 9H), 1.50-1.16 (m, 5H), 0.95 (t, J = 7.2 Hz, 3H) 



^Tfrfai 3 (17 3) 

(3R) _!-^;v-2, 5-***V-3- ( ( 1 R) -l-*Kn*V- 
!_ ( f h^Kaf^-4-^v) -9- (4- 

UT^tTn [5. 5] t; > T ijy 
[0 8 6 21 



miE^F 2003-3074101 




^-v: 396/ 



[0 8 6 3] 

TLC : Rf 0. 14 (^nn*;VA : * 9 J — ;v=i0 : l) ; 

NMR(CD 3 0D) : 9 7.85 (d, J = 1.6 Hz, 1H), 7.69 (dd, J = 8.0, 1.6 Hz, 1H) 
, 7.49 (d, J = 8.0 Hz, 2H), 7.38 (d, J = 8.0 Hz, 1H), 7.34 (d, J = 8.0 H 
z, 2H), 4.30 (s, 2H), 4.20 (s, 2H), 4.11 (d, J = 1.8 Hz, 1H), 4.00-3.90 
(m, 3H), 3.70 (m, 1H), 3.60-3.10 (m, 7H), 2.89 (s, 3H), 2.50-2.20 (m, 3H 
), 2.10-1.80 (m, 4H), 1.70 (m, 1H), 1.50-1.20 (m, 5H), 0.94 (t, J = 7.2 
Hz, 3H) 0 

artirM3 (17 4) 

(3R) -1-7**- 2, 5-y^7-3- ( (1R) -l-*KH*v- 

2 -j,f-;vyf-;v) -9- (4- (4-^;v7^*^'^7x-;v*;wt' 
=.)V) 7x^;v^;v) -1, 4, 9-H;T-*f*^n [5. 5] *>r*>' 

[0 8 6 4] 



til§E# 2003-3074101 




[0 8 6 5] 



tlc : Rf 0.40 mit^^^y : **;-)v=io: D ; 

NMR(CD 3 0D) : § 7.96-7.84 (m, 6H), 7.77 (d, J = 8.4 Hz, 2H), 4.48 (s, 2H 
), 4.14 (d, J = 2.1 Hz, 1H), 4.05 (m, 1H), 3.80 (m, 1H), 3.60-3.40 (m, 4 
H), 3.30 (m, 1H), 2.95 (s, 3H), 2.60-2.30 (m, 3H), 2.10 (m, 1H), 1.80-1. 
50 (m, 4H), 1.45-1.25 (m, 5H), 0.95 (t, J = 7.2 Hz, 3H), 0.88 (t, J = 7. 
2 Hz, 3H), 0.85 (t, J = 7.2 Hz, 3H) Q 

airtfcfiia M7 5) 
(3R) -l-7+»-2, 5 -v**V-3- ( (1R) 
2 _ xf;V y f;V ) _ 9 _ (4- (4-*mv-2-^Wi/*y) 7 
-1, 4, g-h^T^'xifn [5. 5] >5>r*> - ^BM 
[0 8 6 6] 



mtE# 2003-3074101 



^ mm. 2002-270849 £ ~>* 398/ 

Mb 3 6 9 ] 




[0 8 6 7] 

tlc : Rf 0.32 : ^?y-^=io: D ; 

NMR(CD 3 0D) : 3 7.97 (d, J = 1.9 Hz, 1H), 7.85 (dd, J = 1.9, 8.5 Hz, 1H) 
, 7.60 (d, J = 8.7 Hz, 2H), 7.05 (d, J = 8.7 Hz, 2H), 6.92 (d, J = 8.5 H 
z, 1H), 4.34 (s, 2H), 4.13 (d, J = 2.1 Hz, 1H), 3.95 (m, 1H), 3.85 (m, 1 
H), 3.60-3.40 (m, 3H), 3.49 (dd, J = 1.8, 9.6 Hz, 1H), 3.30 (m, 1H), 2.6 
0-2.30 (m, 3H), 2.28 (s, 3H), 2.10 (m, 1H), 1.80-1.50 (m, 4H), 1.45-1.25 

(m, 5H), 0.95 (t, J = 7.1 Hz, 3H), 0.88 (t, J = 7.5 Hz, 3H), 0.85 (t, J 

= 7.5 Hz, 3H)o 

**fcfll3 (1 7 6) 

( 3R ) - i - y ^)\,-2, 5-V**V-3- ( (1R) -l-fcKn*v- 
2-xf;V7f;l/) -9- (4- (4-*M^v-3-n**>7x^y) 
71-;^^) -1, 4, 9- hVT-rxvfn [5. 5] • i&Slit 

[0 8 6 8] 



ttJiE# 2003-3074101 




^.-v : 399/ 



CH 3 



[0 8 6 9] 

TLC : Rf 0.37 (Mit* + V > *. * * ' -*=10 : D ; 

NMR(CD 3 0D) : ^ 7.87 (d, J = 8.6 Hz, 1H), 7.65 (d, J = 9.2 Hz, 2H), 7.18 
(d, J = 9.2 Hz, 2H), 6.79 (d, J = 2.2 Hz, 1H), 6.57 (dd, J = 2.2, 8.6 H 
z, 1H), 4.36 (s, 2H), 4.13 (d, J = 2. 1 Hz, 1H), 4.00 (m, 1H), 3.85 (s, 3 
H), 3.70 (m, 1H), 3.60-3.40 (m, 3H), 3.49 (dd, J = 2.0, 9.5 Hz, 1H), 3.3 
0 (m, 1H), 2.70-2.40 (m, 3H), 2.10 (m, 1H), 1.80-1.50 (m, 4H), 1.45-1.25 
(m, 5H), 0.95 (t, J = 7.1 Hz, 3H), 0.88 (t, J = 7.4 Hz, 3H), 0.85 (t, J 
= 7.4 Hz, 3H) 0 

sgfffiMS (177) 
(3R) -1-7*^-2, 5-v**V-3- ( (1R) 
!_ (rh7tKne7>-4-'f^) -9- (4- (4 

7x-Wf^) -1, 4, 9->'J7f^V?D [ 

5. 5] ^yyfijy • W&M. 

[0 8 7 0] 



miE# 2003-3074101 




^-v : 400/ 



[0 8 7 1] 

TLC : Rf 0.60 > : *9 J D ; 

NMR(CD 3 0D) : a 7.75 (d, J = 2.0 Hz, 1H), 7.67 (dd, J = 8.1, 2.0 Hz, 1H) 
, 7.49 (d, J = 8.4 Hz, 2H), 7.09 (d, J = 8.1 Hz, 1H), 7.01 (d, J = 8.4 H 
z, 2H), 4.33 (s, 2H), 4.12 (d, J = 1.8 Hz, 1H), 4.06-3.90 (m, 3H), 3.82 
(s, 3H), 3.74 (m, 1H), 3.62-3.15 (m, 7H), 2.52-1.18 (m, 13H), 0.95 (t, J 
= 7.5 Hz, 3H)o 



(3R) -1 2, 5-***V-3- ( (1R) 
2 _^;v^;V) -9- (4- (4-*^>-2-^n7x^M^ 
) 7x^Wf)V) -1, 4, 9-f'J7fXh 0 n [5. 5] 

[0 8 7 2] 



ffifSE# 2003-3074101 



^#H2 002-270849 

Ut3 7 2] 



CI 




[0 8 7 3] 

tlc : Rf o.40 : *9s-&=io : D ; 

NMR(CD 3 0D) : d 8.00 (d, J = 1.2 Hz, 1H), 7.88 (dd, J = 7.8, 1.2Hz 1H), 
7.49 (d, J = 8.0 Hz, 2H), 7.41 (d, J = 7.8 Hz, 1H), 7.35 (d, J = 8.0 Hz, 

2H), 4.32 (s, 2H), 4.22 (s, 2H), 4.13 (d, J = 2. 1 Hz, 1H), 4.00 (m, 1H) 
, 3.85 (m, 1H), 3.60-3.40 (m, 4H), 3.15 (m, 1H), 2.50-2.00 (m, 4H), 1.80 
-1.30 (m, 9H), 0.94 (t, J = 7.2 Hz, 3H), 0.87 (t, J = 7.4 Hz, 3H), 0.85 

(t, J = 7.4 Hz, 3H) 0 

mMMl U 7 9) 

(3R) -l-y^V-2, 5-v**V-3- ( (1R) -l-fcKn*v- 
2_xf;>yf;v) -9- (4- (4-^W5/*^-^-2-^DD7 
y*.~)i<*?-fr) -1, 4, 9-h'J7f^en [5. 5] 

[0 8 7 4] 



^-v : 401/ 



tbiE# 2003-3074101 




^-v: 402/ 



[0 8 7 5] 



tlc : Rf 0.50 <mt**f-vy : **/->v=io: D ; 

NMR(CD 3 0D) : 8 7.86 (d, J = 1.6 Hz, 1H), 7.69 (dd, J = 8.0, 1.6 Hz, 1H) 
, 7.47 (d, J = 7.8 Hz, 2H), 7.39 (d, J = 8.0 Hz, 1H), 7.35 (d, J = 7.8 H 
z, 2H), 4.32 (s, 2H), 4.21 (s, 2H), 4.13 (d, J = 2.1 Hz, 1H), 4.00 (m, 1 
H), 3.85 (m, 1H), 3.60-3.40 (m, 4H), 3.15 (m, 1H), 2.89 (s, 3H), 2.50-2. 
00 (m, 4H), 1.80-1.30 (m, 9H), 0.94 (t, J = 6.9 Hz, 3H), 0.87 (t, J = 7. 
2 Hz, 3H), 0.85 (t, J = 7.2 Hz, 3H)o 

&mm-a (uo) 

(3R) 5-yt^rV-3- ( (1R) -l-fcKn*v- 

2 -^)V^)V) -9- (4- (4-^W;V«T^-2-n^ 

[5. 5] • w$M 

[0 8 7 6] 



tBSE#2 003-3074101 




^-s; : 403/ 



CH 3 



[0 8 7 7] 

tlc : Rf 0.60 mik*J-^> : pt^y-;v=io: i) ; 

NMR(CD 3 0D) : 8 7.45 (d, J = 8.0 Hz, 2H), 7.43 (s, 1H), 7.33 (d, J = 8.0 
Hz, 2H), 7.16 (s, 1H), 4.30 (s, 2H), 4.12 (d, J = 2.4 Hz, 1H), 4.00 (m, 
1H), 3.95 (s, 2H), 3.79 (s, 3H), 3.75 (m, 1H), 3.60-3.30 (m, 3H), 3.48 
(dd, J = 9.6, 2.1 Hz, 1H), 3.20 (m, 1H), 2.50-2.00 (m, 4H), 2.17 (s, 3H) 
, 1.80-1.20 (m, 9H), 0.93 (t, J = 7.1 Hz, 3H), 0.87 (t, J = 7.5 Hz, 3H), 
0.85 (t, J = 7.5 Hz, 3H)o 



mUkiM 3 (18 1) 
(3R) _ 1 _ r ^; V _ 2 , 5-^**V-3- ( (1R) 
2-^;i,7 p nt?;i/) -9- (4- (4-^W^t^7^-2-?nu 
7x^;Mf;v) -7z.-)V*^)\<) -1, 4, 9- b^T-ifX^n [5. 5] ^ 

[0 8 7 8] 



ffifl# 2003-3074101 




^-v : 404/ 



[0 8 7 9] 



TLC : Rf 0.55 V> \ * * /-A"=10 : 1) ; 

NMR(CD 3 0D) : 8 7.49 (d, J = 7.5 Hz, 2H), 7.32-7.24 (m, 4H), 7.14 (dd, J 
= 7.5, 1.5 Hz, 1H), 4.30 (s, 2H), 4.13 (d, J = 1.5 Hz, 1H), 4.10 (s, 2H 
), 3.95 (m, 1H), 3.70 (m, 1H), 3.60-3.40 (m, 3H), 3.50-3.20 (m, 2H), 2.9 
6 (s, 3H), 2.60-1.90 (m, 5H), 1.65 (m, 1H), 1.50-1.20 (m, 3H), 0.98-0.90 
(m, 9H) 0 

MteMZ (18 2) 
(3R) _ 1 _^; V _2, 5-v**V-3- ( (1R) 
l - ( f Yu\£?V- )V) -9- (4- (4-*/W#**> 

-2-^nn7x^V^fJV) 7x-)Mf)V) -1, 4, 9-h'J7fXkfn 

[5. 5] ^yrij y • tttiKtt 

[0 8 8 0] 



fi}SE# 2003-3074101 



^ #H 2002-270849 ^ ^- ¥ '■ 405/ 

Mfc 3 7 6] 



CI 




[0 8 8 1] 

tlc : Rf 0.40 (Mk**f-vy : * y -;v=io : D ; 

NMR(CD 3 0D) : 5 8.00 (d, J = 1.7 Hz, 1H), 7.88 (dd, J = 7.7, 1.7 Hz, 1H) 
, 7.47 (d, J = 8.3 Hz, 2H), 7.38 (d, J = 7.7 Hz, 1H), 7.34 (d, J = 8.3 H 
z, 2H), 4.33 (s, 2H), 4.23 (s, 2H), 4.11 (d, J = 1.8 Hz, 1H), 4.05-3.90 
(m, 3H), 3.75 (m, 1H), 3.60-3.10 (m, 7H), 2.50-2.00 (m, 5H), 1.90-1.80 ( 
m, 2H), 1.70 (m, 1H), 1.50-1.20 (m, 5H), 0.94 (t, J = 7.7 Hz, 3H)o 

mum 3 d83) 

(3R) _ 1 _^;v_ 2 , 5-v**V-3- ( (1R) -l-^Kn^fy- 
2 -^)V^)V) -9- (4- (4-^^75 ;U)Vtf~)V-2-* b*"> 
7i-;Mf^) 7x^;Mf;v) -l, 4, 9-b'J7f^^n [5. 5] * 

[0 8 8 2] 



aifiE# 2003-3074101 




^-v : 406/ 



[0 8 8 3] 



tlc : Rf 0.37 (^od^m : * *y-;v=io : l) ; 

NMR(CD 3 0D) : 8 0.85 (t, J=7.5 Hz, 3H), 0.87 (t, J=7.5 Hz, 3H), 0.9 
3 (t, J=7.5 Hz, 3 H), 1.28-1.80 (m, 9 H), 2.09 (m, 1 H), 2.23-2.49 (m, 
3 H), 2.90 (s, 3 H), 3.17 (m, 1 H), 3.38-3.53 (m, 4 H), 3.72 (m, 1 H) 
, 3.86 (s, 3 H), 3.96 (m, 1 H), 4.02 (s, 2 H), 4.12 (d, J=2.0 Hz, 1 H) 
, 4.29 (s, 2 H), 7.20 (d, J=7.5 Hz, 1 H), 7.32 (dd, J=7.5, 1.5 Hz, 1 H 
), 7.33 (d, J=8.0 Hz, 2 H), 7.40 (d, J-1.5 Hz, 1 H), 7.44 (d, J=8.0 H 
z, 2 H) 0 

mmm 3 ( 1 8 4 ) 

(3R) _ 1 _^ ; v_2, 5-yt^rV-3- ( (1R) -l-tKn*'>- 
l - (-r h^t Knkf9>-4 ff-)V) -9- (1- (4-^^^^^ 
*-;VT^7x^V) -3, 5-^f;^ , 7V'-^-4-^Mf^) -1 
4, 9 - h 'J T-*f*£°n [5. 5] V y riJ > • 2 i&BM 
[0 8 8 4] 



miiE# 2003-3074101 




^-v: 407/ 



[0 8 8 5] 

TLC : Rf 0.33 (tftf t X ^ V > : *9S-il"=10:l) ; 

NMR(CD 3 0D) : S 7.45 (d, J = 9.3 Hz, 2H), 7.41 (d, J = 9.3 Hz, 2H), 4.30 
(s, 2H), 4.14 (d, J =2.0 Hz, 1H), 4.08-3.91 (m, 3H), 3.78 (m, 1H), 3.6 

3-3.53 (m, 4H), 3.46-3.20 (m, 3H), 3.03 (s, 3H), 2.61-2.40 (m, 3H), 2.40 
(s, 3H), 2.38 (s, 3H), 2.18-1.72 (m, 5H), 1.42-1.14 (m, 5H), 0.96 (t, J 
= 7.2 Hz, 3H)o 

msMS (18 5) 

(3R) -l-r^;v-2, 5— 5>**7-3- ( (1R) -1-tKn^rv- 
2-^)Vf^-)V) -9- (4- (4-y?n^nif;^WA ;ij)Vtf-)V 
7x-Wf)V) y^~)V**)V) -1, 4, [5. 5] * 

[0 8 8 6] 



miE# 2003-3074101 




^-v : 408/ 



[0 8 8 7] 



TLC : Rf 0.40 (^un*;VA : * *;-)V=io : l) ; 

NMR(CD 3 0D) : S 0.24-0.29 (m, 2 H), 0.48-0.54 (m, 2 H), 0.85 (t, J=7.5 H 
z, 3 H), 0.87 (t, J=7.5 Hz, 3 H), 0.94 (t, J=7.0 Hz, 3 H), 1.08 (m, 1 H) 
, 1.26-1.80 (m, 9H), 2.07-2.49 (m, 4 H), 3.07-3.25 (m, 3H), 3.39-3.53 
(m, 4 H), 3.75 (m, 1 H), 3.99 (m, 1 H), 4.08 (s, 2 H), 4.13 (d, J=2.0 Hz 
, 1 H), 4.32 (s, 2 H), 7.31 (d, J=8.0 Hz, 2 H), 7.37 (d, J=8.0 Hz, 2 H), 
7.46 (d, J=8.0 Hz, 2 H), 7.75 (d, J=8.0 Hz, 2 H), 8.45 (m, 1 H)o 

mmu-ii 8 e) 

( 3R) _ 1 _^-2, 5-y't^rV-3- ( (1R) -l-fcKn*V- 
2-xf;v^f;V) -9 - (4- ( 2 - * Y * v- 4 - ^ f^X^*-^T S J 
7 j^y) 7x^;^f^) -1, 4, 9-H;rif*fc?n [5. 5] ^>t* 

[0 8 8 8] 



ffilE# 2003-3074101 




^-v": 409/ 



[0 8 8 9] 



tlc : Rf 0.54 (frit • **/-a-=io: 1) ; 

NMR(CD 3 0D) : a 7.44 (d, J = 8.9 Hz, 2H), 7.04 (d, J = 2.5 Hz, 1H), 7.03 
(d, J = 8.7 Hz, 1H), 6.92 (d, J = 8.9 Hz, 2H), 6.87 (dd, J = 8.7, 2.5 
Hz, 1H), 4.30 (s, 2H), 4.14 (d, J = 2.0 Hz, 1H), 3.98 (m, 1H), 3.74 (s, 
3H), 3.73 (m, 1H), 3.53-3.44 (m, 4H), 3.16 (m, 1H), 2.99 (s, 3H), 2.49-2 

.10 (m, 4H), 1.74-1.28 (m, 9H), 0.95 (t, J = 7.2 Hz, 3H), 0.88 (t, J - 7 

.2 Hz, 3H), 0.85 (t, J = 7.2 Hz, 3H) Q 

II« (18 7) 

(3S) -1-7^-2, 5-5>**V-3- (2-^f^nH» -9- 
(4- (2-^>^y-4-^f^X^-^75/7x;^v) 7x^iMf 
A) -1, 4, 9-hV7f^t'n [5. 5] V yr* > ■ iM-MM 
[0 8 9 0] 



ffilE# 2003-3074101 



^f«2 



002-270849 



^-v: 410/ 



Hfc3 8 1] 




[0 8 9 1] 



tlc : Rf 0.57 Mfc*ri'> : ^^/-^=io: D ; 

NMR(CD 3 0D) : 5 7.45 (d, J = 9.0 Hz, 2H), 7.05 (d, J = 3.0 Hz, 1H), 7.03 
(d, J = 9.0 Hz, 1H), 6.92 (d, J = 9.0 Hz, 2H), 6.87 (dd, J = 9.0, 3.0 
Hz, 1H), 4.30 (s, 2H), 4.00 (dd, J = 7.5, 4.5 Hz, 1H), 3.85-3.72 (m, 2H) 
, 3.74 (s, 3H), 3.50-3.34 (m, 4H), 2.99 (s, 3H), 2.44-2.12 (m, 4H), 1.84 
-1.32 (m, 7H), 0.95 (t, J = 7.2 Hz, 3H), 0.94 (d, J = 6.3 Hz, 3H), 0.93 
(d, J = 6.3 Hz, 3H) 0 

mmm u * 

(3R) -l-^;V-2, 5-y^V-3- ( (1R) -l-fcKn*V- 
!_ ( f f^Kn^>-4-^V) *<f-)\>) -9- (4- (4-^V** 
^_ ;VT =y_ 2 , *-*J*W7x.J* 9 S> 7*-^^^) -1. 4, 9- 
HjTif*tfn [5. 5] >"f * ^ • flOK* 
[0 8 9 2] 



miE# 2003-3074101 




[0 8 9 3] 

TLC : Rf 0.41 (M^f^ : * * -*=io : D ; 

NMR(CD 3 0D) : 8 7.48 (d, J = 8.9 Hz, 2H), 7.04 (s, 2H), 6.86 (d, J = 8.9 
Hz, 2H), 4.30 (s, 2H), 4.11 (d, J = 2.0 Hz, 1H), 4.03-3.90 (m, 3H), 3.7 

2 (m, 1H), 3.55-3.13 (m, 7H), 2.97 (s, 3H), 2.50-1.15 (m, 13H), 2.07 (s, 
6H), 0.95 (t, J = 7.2 Hz, 3H)o 

(3R) -1-7***- 2. 5-y^V-3- ( (1R) 

-9- (4- (4-#****v-2, 6-"^Wxy 

*v) 7*^^^) -i» 4, 9->ym^n [5. 5] *>r*>- 

[0 8 9 4] 



tBiE# 2003-3074101 



^ #0 2002-270849 ^ ^~ v : 412/ 

Mb 3 8 3] 




[0 8 9 5] 



TLC : Rf 0.33 (?on*K : ^ ^y-;v=io : l) ; 

NMR(CD 3 0D) : 5 7.82 (s, 2H), 7.50 (d, J = 8.7 Hz, 2H), 6.86 (brs, J = 8 
.7 Hz, 2H), 4.30 (s, 2H), 4.13 (d, J = 2.4 Hz, 1H), 4.00 (m, 1H), 3.85 ( 
m, 1H), 3.60-3.40 (m, 3H), 3.20 (m, 1H), 3.19 (dd, J = 9.3, 2.4 Hz, 1H), 
2.50-2.00 (m, 5H), 2.14 (s, 6H), 1.70 (m, 1H), 1.50-1.30 (m, 3H), 0.99- 
0.92 (m, 9H)o 

mmmz CO o) 

(3R) - 1 -r-f-^-2, 5-v**V-3- ( (1R) -1-tKn^ry- 

!_ (y- y 9t tf9 y- 4 -4 ;v) ^/v) -9- (4- (4-#;v^*v 

-2, 7i-JV^^) -1, 4, 

n [5. 5] <5>r*> - 
[0 8 9 6] 



tBfiE# 2003-3074101 



^#11 2002-270849 ^ ^-V " 41 3/ 

Hb3 8 4] 




[0 8 9 7] 

tlc : Rf 0.20 ($Lfc*f'V> : ^*y-;v=io: D ; 

NMR(CD 3 0D) : S 7.82 (s, 2H), 7.49 (d, J = 8.9 Hz, 2H), 6.87 (d, J = 8.9 
Hz, 2H), 4.30 (s, 2H), 4.11 (d, J = 2.1 Hz, 1H), 4.00-3.90 (m, 3H), 3.7 

0 (m, 1H), 3.50-3.20 (m, 7H), 2.50-2.00 (m, 5H), 2.14 (s, 6H), 1.90-1.80 
(m, 2H), 1.70 (m, 1H), 1.50-1.20 (m, 5H), 0.95 (t, J=7.2 Hz, 3H) 0 

mmiz (191) 

(3R) 5-v^ + V-3- ( (1R) -l-KKn^-l- 

v^n^^f-;v^f-;v) -9- (4- (4 -afr#* 9 s- 2 , 6-^f^7x 
y*v) 7i^MfJV) -1, 4, 9-b'J7fX^n [5. 5] V>r*> 

-mm 

[0 8 9 8] 



miiE# 2003-3074101 



2002-270849 ^ • 414/ 

[fls3 8 5] 




[0 8 9 9] 



tlc : Rf 0.34 Wit* 71s* : ^ * /-;v=io : D ; 

NMR(CD 3 0D) : <5 7.83 (s, 2H), 7.48 (d, J = 8.6 Hz, 2H), 6.87 (d, J = 8.6 
Hz, 2H), 4.31 (s, 2H), 4.00 (m, 1H), 3.99 (d, J = 2. 1 Hz, 1H), 3.70 (m, 
1H), 3.60-3.20 (m, 4H), 3.38 (dd, J = 9.6, 2.2 Hz, 1H), 2.50-2.10 (m, 5 

H), 2.14 (s, 6H), 2.00-1.75 (m, 2H), 1.70-1.10 (m, 10H), 0.95 (t, J - 7. 

2 Hz, 3H) 0 

(19 2) 

(3R) -1-7*^^-2, 5-S>**V-3- ( (1R) -1-tfW/- 
1 _ (t- KntT9>--4-^;V) -9- (4- (4-v?n-/n 

e;^fjv*;v*-^75y7xi;^f;v) 7x^;Mf;v) -1, 4, 9- 
hVTf^kfn [5. 5] ^>t*# > • 
[0 9 0 0] 



ffifiE# 2003-3074101 



2002-270849 ^ ^ : 415/ 

Ht3 8 6] 




[0 9 0 1] 



TLC : Rf 0.27 (ttft^^W : : 1) ; 

NMR(CD 3 0D) : d 7.47-7.36 (m, 4H), 7.35 (d, J = 8.7 Hz, 2H), 7.15 (d, J 
= 8.7 Hz, 2H), 4.31 (s, 2H), 4.11 (d, J = 2. 1 Hz, 1H), 4.10-3.80 (m, 3H) 
, 3.98 (s, 2H), 3.70 (m, 1H), 3.60-3.00 (m, 7H), 2.60-1.60 (m, 10H), 1.5 
0-1.00 (m, 6H), 0.94 (t, J = 7.2 Hz, 3H), 0.57-0.52 (m, 2H), 0.24-0.21 ( 
m, 2H)o 

mmm (193) 

( 3R ) _ 1 _^;v_ 2 , 5-v**V-3- ( (1R) -1-tKn^ry- 
1 - (f >7tKnif9>-4-^^) -9- (4- (4-4v7u\s 

jv*M-;v7U7x^jMf;v) 7x-;^f;i/) -l, 4, 9-h;t*F 
x tf a [5. 5] vy-r-tjy • 

[0 9 0 2] 



thliE# 2003-3074101 




^-v : 416/ 



[0 9 0 3] 

tlc : Rf 0.25 (Mik^f-vy : * * /-;v=io : D ; 

NMR(CD 3 0D) : d 7.47-7.42 (m, 4H), 7.34 (d, J = 7.8 Hz, 2H), 7.15 (d, J 
= 8.7 Hz, 2H), 4.31 (s, 2H), 4.11 (d, J = 2. 1 Hz, 1H), 4.00-3.90 (m, 3H) 
, 3.98 (s, 2H), 3.70 (m, 1H), 3.60-3.00 (m, 7H), 2.60 (m, 1H), 2.50-1.60 
(m, 8H), 1.50-1.20 (m, 5H), 1.17 (d, J = 7.2 Hz, 6H), 0.94 (t, J = 7.4 
Hz, 3H) 0 

iigy (19 4) 

(3R) - 1 -^;i/-2, 5-vt^V-3- ( (1R) -1-liKn^v- 
1 - (rl>7i:KDli7>-4-^H tr*) -9- (4- (4- (2-^-f- 
)\>~?u\d)v) ^j^'-;i'T^7x^)Mf;v) -l, 4, 9 

-h'JTf^tfn [5. 5] ^vr^^-Jimm 
[0 9 0 4] 



ajSEJjf 2003-3074101 




^-v I 417/ 



[0 9 0 5] 



tlc : Rf 0.27 mAtt + vy : ^*/-/w=io: D ; 

NMR(CD 3 0D) : 8 7.47-7.42 On. 4H), 7.35 (d, J = 8. 1 Hz, 2H), 7.15 (d, J 
= 8.4 Hz, 2H), 4.31 (s, 2H), 4.11 (d, J - 2.1 Hz, 1H), 4.00-3.90 (m, 3H) 
, 3.98 (s, 2H), 3.70 (m, 1H), 3.50-3.00 (m, 7H), 2.50-1.60 (m, 11H), 1.5 
0-1.20 (m, 5H), 0.98 (d, J = 3.3 Hz, 6H), 0.94 (t, J = 7.4 Hz, 3H) 0 

msmz (195) 

(3R) _ 1 _ r ^ ;w _2, 5-v**V-3- ( (1R) 
1 - (t- f.7t Fnn'7>-4 — ff-fr) -9- (4- (4-v^n-7°n 
\d)V*^)Vij)V7$~)VT ^ J 7x^y) 7x^;Mf^) -1, 4, 9 - h U 
T*f * [ 5 . 5 ] t> y > • il^il 
[0 9 0 6] 



miE# 2003-3074101 




^-v: 418/ 



[0 9 0 7] 



TLC : Rf 0.25 Is > : ^ 9 J -^=10 : 1) ; 

NMR(CD 3 0D) : 8 7.59 (d, J = 8.9 Hz, 2H), 7.49 (d, J = 8.9 Hz, 2H), 7.08 
-6.99 (* 4H), 4.33 (s, 2H), 4.12 (d, J = 2. 1 Hz, 1H), 4.10-3.90 (m, 3H) 
, 3.70 (m, 1H), 3.60-3.00 (ft 7H), 2.26 (d, J = 7.2 Hz, 2H), 2.60-1.60 ( 
m, 8H), 1.50-1.10 (m, 6H), 0.95 (t, J - 7.1 Hz, 3H), 0.59-0.55 (m, 2H), 
0.26-0.23 (m, 2H) C 

i 

artfcM a H96) 

(3R) -\-7**-2. 5-v**V-3- ( (1R) 

;v*jv^7^7x/^-» 7x^Wf;v) -1, 4, 
n [ 5 . 5 ] >r** > • tfHWl 
[0 9 0 8] 



fflSE# 2003-3074101 




^-vl 419/ 



[0 9 0 9] 

tlc : Rf 0.27 (tUfc^w : **y-;v=io: D ; 

NMR(CD 3 0D) : * 7.58 (d, J = 8.9 Hz, 2H), 7.49 (d, J = 8.9 Hz, 2H), 7.07 
-6.98 (m, 4H), 4.32 (s, 2H), 4.12 (d, J = 1.8 Hz, 1H), 4.10-3.90 (m, 3H) 
, 3.70 (m, 1H), 3.60-3.00 (m, 7H), 2.62 (m, 1H), 2.50-1.60 (m, 8H), 1.50 
-1.20 (m, 5H), 1.19 (d, J = 7.2 Hz, 6H), 0.96 (t, J = 7.1 Hz, 3H)o 

mmiZ (19 7) 
(3R) -i-^;v-2, 5-v**v-3- ( OR) 
l - (f f7tKnlf7>-4-^H -9- (4- (4- (2-^^ 

;V7°ntf;v) *W^7^7x;^'» 7x^Wf^) -1, 4, 9-h 
ij 7 if X tfn [ 5 . 5 ] *?>Ti3> • tfllfcffi 
[0 9 10] 



tfiiE# 2003-3074101 




420/ 



[0 9 11] 



tlc : Rf 0.25 : ^*/-;v=io: D ; 

NMR(CD 3 0D) : a 7.58 (d, J = 8.8 Hz, 2H), 7.52 (d, J = 8.8 Hz, 2H), 7.04 
(d, J = 8.8 Hz, 2H), 7.00 (d, J = 8.8 Hz, 2H), 4.32 (s, 2H), 4.12 (d, J 
= 1.8 Hz, 1H), 4.10-3.90 (m, 3H), 3.70 (m, 1H), 3.60-3.00 (m, 7H), 2.60 

-1.80 (m, 11H), 1.50-1.10 (m, 5H), 1.00 (d, J = 6.3 Hz, 6H), 0.95 (t, J 

= 7.1 Hz, 3H) 0 

(3R) ._ 1 _ W -2 ) s-v^^-y-S- ( (1R) 
!_ (rYvK Kne^>-4— fJU) -9- (4- (4-v*n-/n 

4, 9-hi;T^Vfn [5. 5] 7>-r#>-*l^ 
[0 9 12] 



tbliE# 2003-3074101 



2002-270849 



^-v! 421/ 



[ft 3 9 2] 




[0 9 13] 



TLC : Rf 0.25 (»fl^> * * -^=10 : D ; 

NMR(CD 3 0D) : 5 7.54 (d, J = 2.2 Hz, 1H), 7.45 (d. J = 8.6 Hz, 2H), 7.10 
(dd, J = 8.5, 2.2 Hz, 1H), 6.99 (d, J = 8.5 Hz, 1H), 6.91 (d, J = 8.6 H 
z, 2H), 4.29 (s, 2H), 4.11 (brs, 1H), 4.10-3.90 (m, 3H), 3.74 (s, 3H), 3 
.70 (m, 1H), 3.60-3.00 (m, 7H), 2.27 (d, J = 7.2 Hz, 2H), 2.60-1.60 (m, 
8H), 1.50-1.10 (m, 6H), 0.95 (t, J = 6.9 Hz, 3H), 0.59-0.56 (m, 2H), 0.2 
6-0.24 (m, 2H) 0 



IMy (19 9) 

(3R) _ 1 _ 7 ^-;v_2, 5-***V-3- ( (1R) -l-tKD*">- 
1- (7Y?\zYn\>?>-i-4A') -9- (4- 

;^;V^;V7?/-2-^^v7x/^y) ^i-****) -1, 4, 9 

[0 9 14] 



m8E# 2003-3074101 



^ mm 2002-270849 ^ v 422/ 

[ft 3 9 3 ] 




[0 9 15] 



tlc : Rf o. 25 mit* *f- : * ? s -;v=io : D ; 

NMR(CD 3 0D) : 3 7.54 (d, J = 2.3 Hz, 1H), 7.46 (d, J = 7.8 Hz, 2H), 7.09 
(dd, J = 7.6, 2.3 Hz, 1H), 6.98 (d, J = 7.6 Hz, 1H), 6.90 (d, J = 7.8 H 
z, 2H), 4.29 (s, 2H), 4.11 (brs, 1H), 4.00-3.80 (m, 3H), 3.74 (s, 3H), 3 
.70 (m, 1H), 3.60-3.00 (m, 7H), 2.63 (m, 1H), 2.60-1.60 (m, 8H), 1.50-1. 
10 (m, 5H), 1.20 (d, J = 6.9 Hz, 6H), 0.95 (t, J = 6.9 Hz, 3H) 0 

mM$L2 (2 0 0) 
(3R) -l-T-^V-2, 5-v**V-3- ( (1R) 
1 - (fh7tKnt , 7>-4-'f;V) - 9- (4- (4- (2-^ 

1, 4, [5. 5] ^>f*>-ttita 

[0 9 16] 



ffi|E# 2003-3074101 




^-v : 423/ 



[0 9 17] 



TLC : Rf 0.32 (»ffc*?-V> : * 9 7-^=10 : 1) I 

NMR(CD 3 0D) : * 7.53 (d, J = 2.4 Hz, 1H), 7.45 (d, J = 9.0 Hz, 2H), 7.09 
(dd. J = 8.7, 2.4 Hz, 1H), 6.98 (d, J = 8.7 Hz, 1H), 6.90 (d, J = 9.0 H 
z, 2H), 4.25 (s, 2H), 4.11 (d, J = 2.1 Hz, 1H), 4.00-3.80 (m, 3H), 3.74 

(s, 3H), 3.70-3.00 (m, 8H), 2.50-1.60 (m, 11H), 1.50-1.10 (m, 5H), 1.01 

(d, J = 6.3 Hz, 6H), 0.95 (t, J = 7.1 Hz, 3H) 0 

mmi2 (2 0 1) 

(3R) ( 2 -^ b^vxf^) -2, 5— 5>**V-3- ( (1R) - 

I p n *S/- 1 - y^nA^yjMf^) -9- (4- (2-^h3r~>-4 

-^w^^75;7x;^y) r*-*) -l, 4, 9-hur^en 

[5. 5] * >-f*# y • 
[0 9 18] 



ffiliE# 2003-3074101 




^- V : 424/ 



[0 9 19] 



TLC : Rf 0.29 (^nn*H : ^ ;v=5 : 1) ; 

NMR(CD 3 0D) : 3 6.93 (d, J = 8.4 Hz, 1H), 6.91 (d, J = 2.4 Hz, 1H), 6.79 
(dd, J = 8.4, 2.4 Hz, 1H), 4.18 (d, J = 1.8 Hz, 1H), 4.04 (t, J = 5.7 H 
z, 2H), 3.92 (m, 1H), 3.84 (s, 3H), 3.78-3.63 (m, 2H), 3.62-3.42 (m, 5H 
), 3.34-3.24 (m, 6H), 2.90 (s, 3H), 2.70-2.28 (m, 3H), 2.18-1.82 (m, 8H) 
, 1.82-1.60 (m, 3H), 1.40-1.08 (m, 3H), 1.04-0.80 (m, 2H) Q 

artaftil 3 (2 0 2) 

(3R) -1- (2-* h^fyxfM -2, 5-v**V-3- ( (1R) - 
! yu* v- 2 -ff-fr-fu kf;v) -9- (4- ( 2 - ^ h 3rv- 4 - ;* -f- 
;WH^7^7i/^y) 7*.~)V*?-)V) -1, 4, 9-H;T^fXtf 

n [5. 5] ^yrijy • 

[0 9 2 0] 



tBIE^ 2003-3074101 



2002-270849 



^-v : 425/ 



[ffc3 9 6] 




[0 9 2 1] 



TLC : Rf 0.44 uu^)VM, \ * 9 J — ;V=10 1) '» 

NMR(CD 3 0D) : B 7.45 (d, J = 8.4 Hz, 2H), 7.03 (d, J = 8.4 Hz, 2H), 6.9: 
-6.85 (m, 3H), 4.29 (s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 3.80-3.60 (m, 3* 
, 3.74 (s, 3H), 3.60-3.40 (m, 5H), 3.31 (s, 3H), 3.20 (dd, J = 9.5, 2.0 
Hz, 1H), 2.99 (s, 3H), 2.60-2.20 (m, 3H), 2.20-2.10 (m, 2H), 0.98 (d, J 
= 6.6 Hz, 3H), 0.97 (d, J = 6.6 Hz, 3H)o 



dtflrtWa (2 0 3) 

(3R) -1- (2-^ Y^y^)^) -2, 5 -v**V-3- ( (1R) " 
l-liKn^y-l-v^A^Mf;v) -9- (4- (2-*>*->-4 
-^f;VX^r.;V75/7xy^y) y*.-)V*T)V) -1, 4, 9 - b V 7 
■jfxtfn [5. 5] ^yyriJ> - iMWM. 
[0 9 2 2] 



ffilEJjf 2003-3074101 



2002-270849 



^-v : 426/ 



Hb3 9 7] 



O o-ch 3 




[0 9 2 3] 

tlc : Rf 0.47 (?oo*m : */~;v=io : 1) ; 

NMR(CD 3 0D) : S 7.45 (d, J = 8.4 Hz, 2H), 7.03 (d, J = 8.4 Hz, 2H), 6.93 
-6.85 (m, 3H), 4.23 (s, ZD, 4.17 (d, J = 1.8 Hz, 1H), 3.90 (m, 1H), 3.7 
4 (s, 3H), 3.70 (m, 1H), 3.60-3.20 (m, 5H), 3.31 (s, 3H), 2.99 (s, 3H), 
2.60-2.40 (m, 2H), 2.30 (m, 1H), 2.10-1.80 (m, 3H), 1.80-1.60 (m, 5H), 1 
.40-1.10 (m, 4H) 1.00-0.80 (m, 2H) C 

MM 3 (2 0 4) 

(3R) _! _:c^; V -2, 5-v**V-3- ( (1R) Kn**- 
2-^;V^nt» -9- (4- ( 2 -^*i/-4-^W**^T5 
; 7 x^y) 7x^^f;V) -1, 4, 9-HJT<f*tfn [5. 5] * > 

[0 9 2 4] 



miiE# 2003-3074101 



^^0 2 



002-270849 



^-v *. 427/ 



Mt 3 9 8] 




[0 9 2 5] 



TLC : Rf 0.44 nn^w : ^ ? y — ;i/=l0 : l) ; 

NMR(CD 3 0D) : S 7.47 (d, J = 8.6 Hz, 2H), 7.03 (d, J = 8.6 Hz, 2H), 6.93 
-6.85 (m, 3H), 4.30 (s, 2H), 4.13 (d, J = 2.4 Hz, 1H), 3.95 (m, 1H) 3.90 
-3.60 (m, 3H), 3.74 (s, 3H), 3.50-3.20 (m, 3H), 3.19 (dd, J = 9.5, 2.0 H 
z, 1H), 2.99 (s, 3H), 2.60-2.20 (m, 3H), 2.20-2.10 (m, 2H), 1.17 (t, J = 
7.1 Hz, 3H), 0.99 (d, J = 6.0 Hz, 3H), 0.97 (d, J = 6.0 Hz, 3H)o 



actirtwa (2 o 5) 
(3R) -l-xf;V-2, 5-y^V-3- ( (1R) 
2-^;vfnt» -9- (4- (2-^^>-4-^W^ 
; 7 x^y) -1, 4, [5. 5] 

[0 9 2 6] 



miiE# 2003-3074101 



2002-270849 

Hb3 9 9] 



^-v: 428/ 



O 




[0 9 2 7] 

TLC : Rf 0.44 (^nn^;vA : * 9 /— ^=5 : 1) ; 

NMR(CD 3 0D) : 8 6.93 (d, J = 8.7 Hz, 1H), 6.91 (d, J = 2.4 Hz, 1H), 6.79 
(dd, J = 8.7, 2.4 Hz, 1H), 4.15 (d, J = 1.8 Hz, 1H), 4.05 (t, J = 5.7 H 
z, 2H), 4.00-3.51 (m, 6H), 3.84 (s, 3H), 3.40-3.16 (m, 3H), 2.90 (s, 3H) 
, 2.60-1.86 (m, 8H), 1.40-1.14 (m, 3H), 1.00 (d, J = 5.4 Hz, 4H), 0.98 ( 
d, J = 6.0 Hz, 3H) 0 

*mmz (2 0 6) 

(3R) _ 1 _^ ;v _2, 5-v**V-3- ( (1R) -l-fcKn*v- 
l -^?u^*is)V) -9- (4- (2-^^v-4-^^;V*^7< 
;7x;*y) -1, 4, 9 - h V 7 If* fc? u [5. 5] *>r*>- 

[0 9 2 8] 



mSE# 2003-3074101 




i-i? : 429/ 



[0 9 2 9] 



TLC : Rf 0.42 (?nn*;vA : * * /-;v=5 : 1) ; 

NMR(CD 3 0D) : ^ 6.93 (d, J = 8.4 Hz, 1H), 6.91 (d, J = 2.7 Hz, 1H), 6.79 
(dd, J = 8.4, 2.7 Hz, 1H), 4.15 (d, J = 2. 1 Hz, 1H), 4.12-3.90 (m, 4H), 
3.84 (s, 3H), 3.82-3.50 (m, 5H), 3.38-3.10 (m, 2H), 2.90 (s, 3H), 2 .58 

-1.64 (m, 14H), 1.46-1.08 (m, 3H), 1.21 (t, J = 6.0 Hz, 3H), 1.06-0.80 ( 

m, 2H) 0 

mmmz (2 0 7) 

(3R) ( 2 -^ h^->^f-;v) -2, 5-v**V-3- ( (1R) - 

! _^ Kn^v-2 -^f^ne;v) -9- (1- 

5/-7i-;l/) - 3 , 5-v^"^;VVf7 V-;V-4 ->f ^^f-^) -1, 4, 9 
-h'JTf^^n [5. 5] ^>f*>- 2MI 
[0 9 3 0] 



ffi|iE# 2003-3074101 



2002-270849 



^-v : 430/ 



[ft 4 0 1] 




-2HCI 



NH ) — CH 3 
O H 3 C 



[0 9 3 1] 



TLC : Rf 0.55 (^nn^w : * * / — ;v=5 : l) ; 

NMR(CD 3 0D) : 5 7.48-7.38 (m, 4H), 4.30 (s, 2H), 4.17 (d, J = 1.8 Hz, 1H) 
, 4.01 (m, 1H), 3.84-3.64 (m, 2H), 3.64-3.40 fan, 5H), 3.32-3.16 (m, 4H), 

3.03 (s, 3H), 2.64-2.40 (m, 3H), 2.37 (s, 3H), 2.36 (s, 3H), 2.20- 1.96 

fan, 2H), 1.02-0.95 fan, 6H)o . 



1 - £ KD^y- 



mmm 4 

(3R) -l--/f-;V-2, 5-v^^rV-3- ( ( 1 R) 
l-S^n^*****-*) -9" (4-7xM^*) -1, 4, 9-h 
U T-f x [ 5 . 5 ] WTiJ* • VLWM. 
[0 9 3 2] 



ttiSE# 2003-3074101 



Qftfrm 2002-270849 



^- *? : 431/ 



Mb 4 0 2] 



Q 



o 




[0 9 3 3] 

##«2-e«*Lfefb^» (lOOmg) t4-rn*r>*->^> (71ng) 
^fWA7 5K»l (2mL) t:>'Jxf;vrr/ (O.lmL) , aVitTl- 
.j 9 A (58mg) fcJn*., M-C-*«*Lfc 0 BU£»a*fclNi«*in*.* ®£ 

^M?A?n7K77^ «xf^:^/-^=50 : l) Kttt 
»U TfBWttflL**"*****^^ (35mg) «r»fco 

tlc : Rf o.4i (M\t^^> : **^-^=io: D ; 

NMR(CD 3 0D) : 5 7.28-7.23 (m, 2H), 6.93-6.89 (m, 3H), 4.16 (d, J - 1.8 H 
z, 1H), 4.05 (t, J = 5.7 Hz, 2H), 3.97 (m, 1H), 3.73 (m, 1H), 3.59-3.49 
(m, 3H), 3.33-3.17 (m, 4H), 2.52-2.30 (m, 3H), 2.18-1.83 (m, 7H), 1. 80- 
1.65 (m, 5H), 1.42-1.18 (m, 6H), 0.99-0.87 (m, 5H)o 



mWfc 2003-3074101 



002-270849 



^-v: 432/ 



111 



(3R) 5-***V-3- ( (1R) -l-tK***- 

l-s^n^******) -9- (3-7x^vx^^v7^ynfc» 
.1 4 t 9 _ ]s ij T nf x en [ 5 . 5 ] ^ >7** > • tti 
10 9 3 4] 
Hk4 0 3] 




[0 9 3 5] 

TLC : Rf 0.42 CBtft**-V'> : * * / -^=10 : D ; 

NMR(CD 3 0D) : 5 7.90-7.83 (m, 2H), 7.68-7.54 (m, 3H), 4.16 (d, J = 1.8 H 
z, 1H), 3.93 (m, 1H), 3.68 (m, 1H), 3.61-3.46 («n, 3H), 3.30-3 : 14 (m, 4H) 
, 2.97 (t, J = 6.3 Hz, 2H), 2.59-2.28 (m, 3H), 2.18-1.88 (m, 5H), 1.84-1 
.61 (a. 5H), 1.56-1.12 (m, 6H), 1.08-0.80 (m, 2H), 0.97 (t, J = 7.2 Hz, 
3H) 0 



mmu (2) 

(3R) -l-^V-2, 5-y^V-3- ( (1R) -l-*Kn**- 
l-V**^*****-*) -9- (3-^>^**^^°^> _1 ' 4 ' 
9 _ h i; T ^t?D [5. 5] ^>riJ>- 
[0 9 3 6] 



miiE# 2003-3074101 




433/ 



[0 9 3 7] 

TLC : Rf 0.50 Wit*TU> : * * y -*=io : D ; 

NMR(CD 3 0D) : 8 7.36-7.28 (m, 5H), 4.53 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H 
), 3.93 (m, 1H), 3.69-3.45 (m, 6H), 3.29 (m, 1H), 3.07 (m, 1H), 2.49-1.9 
1 (m, 9H), 1.80-1.63 (m, 5H), 1.45-1.18 (m, 7H), 1.00-0.87 (m, 5H)o 

3^14 (3) 

(3R) _ 1 _y f -;v_ 2 , 5-yt^fV-3- ( (1R) 
l-*,?u^*i< -9- (4- Tf- 
;v) -1, 4, [5. 5] ^7 >7*# > • 

[0 9 3 8] 



ffifiE# 2003-3074101 



002-270849 



^-v: 434/ 



Hfc4 0 5] 




[0 9 3 9] 

TLC : Rf 0.67 (ttflS^V*' ' ^^/-^=10:D ; 

NMR(CD 3 0D) : * 7.31 (d, J = 8.9 Hz, 2H), 6.91 (d. J = 8.9 Hz, 2H), 4.59 
(s, 2H), 4.17 (d, J = 2.0 Hz, 1H), 4.06 (t, J = 5.7 Hz, 2H), 3.98 (m, 1 
H), 3.72 (m, 1H), 3.58-3.48 (m, 3H), 3.33-3.12 (m, 4H), 2.52-1.88 (m, 1 
OH), 1.80-1.65 (m, 5H), 1.45-1.14 (m, 6H), 1.00-0.86 (m, 5H) Q 



(3R) -l-^;v-2, 5-5>**V-3- ( (1R) -l-fcHn*V- 
i-^n^v,!^*) -9- (3-7x^*^-*T5^n^) 
-1, 4, Q-bUTf^lio [5. 5] *y>TJ7>' 
[0 9 4 0] 



ffi|iE# 2003-3074101 



002-270849 



435/ 



[ft 4 0 6] 




TLC : Rf 0.72 (Mt* *-V>:**S -)V=5 \ 1) ; 

NMR(CD 3 0D) : 8 7.89-7.82 (m, 2H), 7.60-7.43 (m, 3H), 4.17 (d, J = 2.4 H 
z, 1H), 3.96 (m, 1H), 3.71 (m, 1H), 3.63-3.57 (m, 5H), 3.30-3.16 (m, 4H) 
, 2.62-2.31 (m, 3H), 2.21-1.88 (m, 5H), 1.84-1.61 (m, 5H), 1.56-1.07 (m, 
6H), 1.07-0.80 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H)o 



(3R) _ 1 _^ ;V -2, 5-***V-3- ( (1R) -l-*Hn*~>- 
i-^n^******) -9- (1, 4-^>mW-2-^^ 
;v) -1, 4, 9-hV7fxen [5. 5] - tiOBA 

[0 9 4 2] 



ttiSE#2 003-3074101 



2002-270849 

[fl;4 0 7] 




[0 9 4 3] 

tlc : Rf 0.60 iM.Wf-v'y : ^ ^y-;v=io : D ; 

NMR(CD 3 0D) : 8 7.00-6.80 (m, 4H), 4.77 (m, 1H), 4.32 (dd, J = 11.4, 2.4 
Hz, 1H), 4.17 (d, J = 1.8 Hz, 1H), 4.07 (m, 1H), 4.05 (dd, J = 11.4, 6. 
6 Hz, 1H), 3.82 (m, 1H), 3.72-3.42 (m, 3H), 3.47 (d, J = 6.3 Hz, 2H), 3. 
28-3.16 (m, 2H), 2.65-2.30 (m, 3H), 2.20-1.90 (m, 3H), 1.85-1.60 (m, 5H) 
, 1.60-1.10 (m, 6H), 1.00-0.80 (m, 2H), 0.98 (t, J = 6.9 Hz, 3H)o 



mMA (6) 

(3R) -l-^V-2, 5 -v**V-3- ( (1R) 
l-S^n'v*****-*') -9- (4- (4-HKn^>^Wx^y) 

[0 9 4 4] 



ttilE# 2003-307410 



HO 




v : 437/ 



[0 9 4 5] 



tlc : Rf 0.52 {mt^^v> : ;* * y -;i/=io : D ; 

NMR(CD 3 0D) : a 7.25 (d, J = 8.7 Hz, 2H), 6.89 (d, J = 8.7 Hz, 2H), 4.51 
(s, 2H), 4.16 (d, J = 1.8 Hz, 1H), 4.04 (t, J = 6.0 Hz, 2H), 3.96 (m, 1 
H), 3.72 (m, 1H), 3.60-3.50 (m, 3H), 3.33-3.17 (m, 4H), 2.52-1.88 (m , 1 
OH), 1.80-1.65 (m, 5H), 1.45-1.10 (m, 6H), 1.00-0.87 (m, 5H)o 

(7) 

(3R) -1-7^-2, 5-*J**V-3- ( (1R) -1-bKH^v- 
l_^n^*v;V^;V) -9- (4- (4-tfW/7x;^» 
) -1, 4, 9-b'J7fxen [5. 5] VTU* • Wk%. 
[0 9 4 6] 



t±iiE#2 003-3074101 



!$m 2002-270849 



^- 9 J : 438/ 



Hfc4 0 9] 




> 



[0 9 4 7] 

tlc : Rf o.29(^b^f-v> : ^y-^io: i) ; 

NMR(CD 3 0D) : 8 6.76 (d, J = 8.7 Hz, 2H), 6.68 (d, J = 8.7 Hz, 2H), 4.15 
(d, J = 2.4 Hz, 1H), 3.96 (t, J = 6.0 Hz, 2H), 3.77 (m, 1H), 3.55-3.35 
(m, 4H), 3.33-3.06 (m, 4H), 2.44-1.65 (m. 15H), 1.40-1.18 (m, 6H), 1 .00 
-0.94 (m, 5H) 0 

mmA (8) 

(3R) -1-^^-2, 5-v**V-3- ( (1R) 
!_^^n^^v;V^^;V) -9- (4- (3- (4-^W5;*^-* 
7i/*5^) 7x^'» -1, 4, 9-h'J7fXH°D [5. 5] 9 

[0 9 4 8] 



tfSSE# 2003-3074101 




^- v : 439/ 



[0 9 4 9] 

TLC : Rf 0.30 (fflgLX-rJV I * * S-A>=5 : 1) ; 

NMR(CD 3 0D) : $ 7.81 (d, J = 8.9 Hz, 2H), 7.29 (t, J = 8.4 Hz, 1H), 7.00 
(d, J = 8.9 Hz, 2H), 6.76 (m, 1H), 6.63-6.61 (m, 2H), 4.16 (d, J = 2. 1 
Hz, 1H), 4.03 (t, J = 5.7 Hz, 2H), 3.89 (m, 1H), 3.64 (m, 1H), 3.56- 3.4 
5 (m, 3H), 3.33-3.15 (m, 4H), 2.90 (s, 3H), 2.52-2.26 (m, 3H), 2.13-1.84 
(m, 7H), 1.80-1.65 (m, 5H)> 1.45-1.18 (m, 6H), 1.00-0.94 (m, 5H) Q 

(3R) -1-7^-2, 5-y^V-3- ( (1R) 
l-V*n^*****A0 -9- (4- (4- (4-^W5/*^V 
7i ^v) 7*/**) 7^*) -1, 4, [5. 5] 7 

[0 9 5 0] 



tB|E# 2003-3074101 



#11 2002-270849 



^-v: 440/ 



Hb4 i i] 




[0 9 5 1] 



TLC : Rf 0.30 OR**-*-* : * 9S-fr=S \ D I 

NMR(CD 3 0D) : 5 7.76 (d, J = 9.0 Hz, 2H), 6.99-6.98 (m, 4H), 6.92 (d, J 
= 9.0 Hz, 2H), 4.16 (d, J = 2.1 Hz, 1H), 4.06 (t, J = 5.7 Hz, 2H), 3.98 
(m, 1H), 3.72 (m, 1H), 3.60-3.50 (m, 3H), 3.33-3.20 (m, 4H), 2.89 (s , 3 
H), 2.52-2.26 (m, 3H), 2.18-1.92 (m, 7H), 1.80-1.65 (m, 5H), 1.45-1.18 ( 
m, 6H), 1.00-0.87 (m, 5H)o 

• gfflHM (1 0) 

(3R) -l-T^V-2, 5-v**V-3- ( (1R) 
. i-i,?u^.*i/)V*-}-)\<) -9- (4-7x-;VT^W) -1, 4, 9 
-hVT-f^tfn [5. 5] ^^rijy • 2iMMU 
[0 9 5 2] 



tBSE# 2003-3074101 



^ mm 2002-270849 ^ v : 441/ 



Hfc4 1 2] 




[0 9 5 3] 

TLC : Rf 0.45 (Mit^^> * ? ~*=10 : D ; 

NMR(CD 3 0D) : 5 7.65-7.51 (m, 5H), 4.16 (d, J = 2. 1 Hz, 1H), 3.93 (m, 1H 
), 3.68 (m, 1H), 3.62-3.43 (m, 5H), 3.40-3.25 (m, 2H), 3.23-3.12 (m, 2H) 
, 2.65 (m, 1H), 2.58-2.40 (m, 2H), 2.17-1.81 (m. 7H), 1.81-1.60 (m, 5H), 
1.53-1.05 (m, 6H), 1.05-0.80 (m, 2H), 0.97 (t, J = 6.9 Hz, 3H) Q 

(3R) _ 1 _^; V _2, 5-vt + V-3- ( (1R) -l-tKa^>- 
i-*,?w^* is -9- (4- (N-7x-;v-N-^f^^- 

;VT^) y^)V) -1, 4, 9-h'J7fxen [5. 5] *? > T* * ' 

m. 

[0 9 5 4] 



ttifE# 2003-3074101 



^ mi 2002-270849 ^ ^- V 442/ 

Hfc4 1 3] 




[0 9 5 5] 

tlc : Rf 0.50 : tts-^io: D ; 

NMR(CD 3 0D) : d 7.48-7.33 (m, 5H), 4.16 (d, J = 2.1 Hz, 1H), 3.93 (m, 1H 
), 3.79 (t, J = 6.3 Hz, 2H), 3.67 (m, 1H), 3.60-3.44 (m, 3H), 3.30-3.08 
(m, 4H), 2.93 (s, 3H), 2.56-2.25 (m, 3H), 2.18-1.81 (m, 5H), 1.81-1.60 ( 
m, 5H), 1.60-1.05 (m, 8H). 1.03-0.81 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H) C 

mmA (i 2) 

( 3R ) - 1 -y^ )V -2, 5-v>**V-3- ( (1R) 

1 -i/tu^i/fr ff-)V) -9- (7- (4-^fA'T^/»A'#-^7x; 

*v) -1, 4, 9-h'J7f^^n [5. 5] i'r'fc > • 

[0 9 5 6] 



miE# 2003-3074101 




[0 9 5 7] 

TLC : Rf 0.10 (WfWL^^) *, 

NMR(CD 3 0D) : S 7.76 (brd, J = 9.0 Hz, 2H), 6.81 (brd, J = 9.0 Hz, 2H), 
4.16 (d, J = 1.8 Hz, 1H), 4.04 (t, J = 6.3 Hz, 2H), 3.93 (m, 1H), 3.68 ( 
m, 1H), 3.60-3.46 (m, 3H), 3.30-3.08 (m, 4H), 2.89 (s, 3H), 2.54-2.26 ( 
m, 3H), 2.18-1.88 (m, 3H), 1.86-1.62 (m, 9H), 1.60-1.14 (m, 12H), 1.03-0 
.80 (m, 2H), 0.97 (t, J = 6.9 Hz, 3H) D 

mffiMA (13) 

(3R) _ 1 _^; V _2, 5-v^*V-3- ( (1R) -l-fcKn*->- 
l-isfu^isfl/**-*) -9- (8- (4-^WU*^f-^7x/ 

*v) -l, 4, [5. 5] v>r*>-2ati& 

[0 9 5 8] 



ffilE# 2003-3074101 




^-v: 444/ 



[0 9 5 9] 
TLC : Rf 0.11 (Sftk^fr) ; 

NMR(CD 3 0D) .: 9 7.75 (brd, J = 8.7 Hz, 2H), 6.95 (brd, J = 8.7 Hz, 2H), 
4.16 (d, J = 2.1 Hz, 1H), 4.03 (t, J = 6.3 Hz, 2H), 3.92 (m, 1H), 3.68 ( 
m, 1H), 3.60-3.46 (m, 3H), 3.30-3.08 (m, 4H), 2.89 (s, 3H), 2.56-2.42 ( 
m, 2H), 2.33 (m, 1H), 2.18-1.90 (m, 4H), 1.86-1.62 (m, 10H), 1.58-1.12 ( 
m, 12H), 1.02-0.80 (m, 2H), 0.97 (t, J = 6.9 Hz, 3H) G 

(1 4) 

(3R) _ 1 _^ f -;v_ 2 , 5-^*^-3- ( (1R) -l-KKD^- 

-9- (4- (2-^f^T5/*;^^7xy 

-l, 4, 9-H;r*f*en [5. 5] t> > r* v ■ mm. 

[0 9 6 0] 



ffiSE# 2003-3074101 



Q'-Wm 2002-270849 ^ v : 445/ 



[ft 4 1 6] 




[0 9 6 1] 

TLC : Rf 0.47 (mt* 7 v y \ **? s -;v=io : l) ; 

NMR(CD 3 0D) : 8 7.67 (d, J = 7.5 Hz, 1H), 7.45 (m, 1H), 7.12 (d, J = 8.0 

Hz, 1H), 7.03 (t, J = 7.5 Hz, 1H), 4.19 (t, J = 4.8 Hz, 2H),4.16 (d, J 

= 2.1 Hz, 1H), 3.96 (m, 1H), 3.70 (m, 1H), 3.61-3.50 (m, 3H), 3.33-3. 20 

(m, 4H), 2.94 (s, 3H), 2.56-2.34 (m, 3H), 2.16-1.93 (m, 7H), 1.80-1.63 

(m, 5H), 1.45-1.18 (m, 6H), 1.00-0.87 (m, 5H) G 

tiii (15) 

( 3R) _ 1 -ff-)V-2, 5-v**V-3- ( (1R) -l-tKn*->- 
i-^^n^y^^f^) -9- (4- (3-^f^7 5/*JV^l'7x; 
7^/1/) -1, 4, 9- h 'JTt^tfn [5. 5] >7*# > • 
[0 9 6 2] 



ffiliE# 2003-3074101 



Qlfrm. 2002-270849 



^-v ! 446/ 



[ft 4 1 7] 



H 3 C-NH 



O 




-s 



NH 



O 



b 



pH 



[0 9 6 3] 

tlc : Rf 0.36 mVc**f-^> ' * * / -;v=io : D ; 

NMR(CD 3 0D) : 8 7.39-7.35 (m, 3H), 7.09 (m, 1H), 4.16 (d, J = 2.4 Hz, 1H 
), 4.11 (t, J = 5.7 Hz, 2H), 3.96 (m, 1H), 3.71 (m, 1H), 3.61-3.49 (m, 3 
H), 3.33-3.25 (m, 4H), 2.90(s, 3H), 2.52-2.30 (m, 3H), 2.17-1.88 (m, 7H) 
, 1.80-1.65 (m, 5H), 1.45-1.18 (m, 6H), 1.00-0.86 (m, 5H)o 

mmMA (1 6) 
(3R) -1-^)^-2, 5-v*^rV-3- ( (1R) 
l-* / ?U^*isfr*+n') -9- (4- (4-^^'>7x^*^^) 
~?^- )V ) - i f 4 , 9 - h 'J T-f X kTn [ 5 . 5 ] trSTljy • ffiKttt 
[0 9 6 4] 



mil# 2003-3074101 



^ #® 2002-270849 ^ ^ *• 447/ 

Hb4 1 8] 




[0 9 6 5] 



TLC : Rf 0.44 : ^ */->>v=io: i) ; 

NMR(CD 3 0D) : 8 7.99 (d, J = 9.0 Hz, 2H), 7.00 (d, J = 9.0 Hz, 2H), 4.16 
(d, J = 1.8 Hz, 1H), 3.95 (m, 1H), 3.87 (s, 3H), 3.70 (m, 1H), 3.61-3.4 
8 (m, 3H), 3.30-3.15 (m, 4H), 3.10 (t, J = 6.3 Hz, 2H), 2.59-2.28 (m, 3H 
), 2.19-1.61 (m, 12H), 1.54-1.08 (m, 6H), 1.05-0.80 (m, 2H), 0.97 (t, J 
= 6.9 Hz, 3H) 0 

mw,m4 (1 7) 

(3R) - 1 2, 5-v***V-3- ( (1R) 

n^v;v-^;v) -9- (4- (4-^f^T5;*^-^7i 

y^v) -l, 4, 9-H;r^fx^n [5. 5] *y>rjj> -tmm. 

[0 9 6 6] 



tBfiE#2 003-3074101 



mM 2002-270849 



448/ 



Mb 4 1 9] 




[0 9 6 7] 



TLC : Rf 0.76 nn^iVA : * 7-;v=5 : 1) ; 

NMR(CD 3 0D) : 5 7.40 (brd, J = 8.1 Hz, 2H), 7.00 (brd, J = 8.1 Hz, 2H), 
4.16 (d, J = 1.8 Hz, 1H), 4.10 (brt, J = 5.4 Hz, 2H), 3.96 (m, 1H), 3.70 
(m, 1H), 3.63-3.46 (m, 3H), 3.34-3.18 (m, 4H), 3.07 (m, 6H), 2.56 (m , 

1H), 2^48-2.36 (m, 2H), 2.18-1.83 (m, 7H), 1.82-1.61 (m, 5H), 1.52-1.14 

On, 6H), 1.04-0.80 (m, 2H), 0.97 (t, J = 7.5 Hz, 3H) G 



(3R) _ 1 _y^; V - 2) 5-^**V-3- ( (1R) -l-fcK**f- 
l-^n^v^^) -9- (4- (4-v^n^>f;vr</*^'f- 
;V7 x^y) 7^*) -1, 4, 9-hUT^en [5. 5] wr** 



[0 9 6 8] 



HiSE# 2003-3074101 



tl 2002-270849 ^ ^~ v : 449/ 



Mb 4 2 0] 




[0 9 6 9] 



TLC : Rf 0.63 (^nn*;VA : ^ * /-;v=5 : 1) ; 

NMR(CD 3 0D) : d 7.77 (brd, J = 9.3 Hz, 2H), 6.97 (brd. J = 9.3 Hz, 2H), 
4.29 (quint, J = 6.6 Hz, 1H), 4.16 (d, J = 1.8 Hz, 1H), 4.11 (t, J = 5.4 

Hz, 2H), 3.97 (m, 1H), 3.71 (m, 1H), 3.60-3.46 (m, 3H), 3.30-3.45 ( m, 
4H), 2.56-2.22 (m, 3H), 2.20-1.85 (m, 6H), 1.82-1.50 (m, 11H), 1.50-1.10 

(m, 9H), 1.02-0.86 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H) 0 

mmm 4_g_9j 

(3R) _ 1 _y f . ;v _2, 5-v**V-3- ( (1R) 
l-*,9u^*i,*,*+*) -9- (4- (4- 

JUfi*) 7^y*v) -1, 4, [5. 5] *> 

[0 9 7 0] 



ffiliE# 2003-3074101 



#0 2 002-270849 



^-v I 450/ 



[ft 4 2 1] 



H 3 C HN 




CH, 



•HCI 




[0 9 7 1] 

TLC : Rf 0.73 (?on^M : * ^y-jv=5 : D ; 

NMR(CD 3 0D) : S 7.78 (brd, J = 9.0 Hz, 2H), 6.99 (brd, J = 9.0 Hz, 2H), 
4.16 (d, J - 1.8 Hz, 1H), 4.11 (t, J = 6.3 Hz, 2H), 3.98 (m, 1H), 3.71 ( 
m, 1H), 3.62-3.46 Cm, 4H), 3.32-3.16 (m, 3H), 3.17 (d, J = 6.9 Hz, 2H ), 
2.60-2.24 (m, 3H), 2.20-1.83 (m, 8H), 1.83-1.60 (m, 5H), 1.50-1.10 (m, 
6H), 1.04-0.86 (m, 2H), 0.97 (t, J = 6.9 Hz 3H) 0.95 (d, J =■ 6.9 Hz 6H) 



(2 0) 



(3R) _ 1 _y^;v- 2 , 5-v**V-3- ( (1R) -l-*Kn*v- 

l-^n^*****-*) -9- (4- (4- 

7x/^y) 7**) -1, 4, [5. 5] * 

>TiJ > • iMWM 
[0 9 7 2] 



th|jE# 2003-3074101 




^-v : 451/ 



[0 9 7 3] 



TLC : Rf 0.56 (^nn#H : * 9 J — fr=S 1) ) 

NMR(CD 3 0D) : a 7.80 (brd, J = 6.9 Hz, 2H), 6.98 (brd, J = 6.9 Hz, 2H), 
4.15 (d, J = 2.4 Hz, 1H), 4.09 (m, 2H), 3.69 (t, J = 5.7 Hz, 2H), 3.58-3 
.42 (m, 4H), 3.36-3.16 (m, 5H), 2.93 (m, 2H), 2.41-2.14 (m, 3H), 2. 08-1 
.97 (m, 2H), 1.97-1.81 (m, 3H), 1.81-1.60 (m, 7H), 1.50-1.10 (m, 6H), 1. 
04-0.84 (m, 2H), 0.96 (t, J = 7.5 Hz, 3H) Q 

IM4 (2 1) 
(3R) _ 1 _ rf - ;v _2, 5-v**V-3- ( (1R) 
l_5,*n^******) -9- (4- (4- (2- (2-U*n^/x^ 
v) i-^;l,T^y*;v^-^) 7xy#y) -1, 4, 9-h'J7f^ 

en [5. 5] >t*# > • iaSlia 
[0 9 7 4] 



tfitEijf 2003-3074101 



002-270849 ^ : 452/ 



Mb 4 2 3] 




[0 9 7 5] 



TLC : Rf 0.56 (?nn*;i/A : ;v=5 : 1) ; 

NMR(CD 3 0D) : a 7.80 (brd, J = 8.7 Hz, 2H), 6.99 (brd, J = 8.7 Hz, 2H), 
4.16 (d, J = 1.8 Hz, 1H), 4.11 (t, J = 7.5 Hz, 2H), 3.93 (m, 1H), 3.73-3 
.46 (m, 12H), 3.38-3.16 (m, 4H), 2.64 (m, 1H), 2.44 (m, 2H), 2.16-1. 84 
(m, 6H), 1.82-1.60 (m, 6H), 1.50-1.08 (m, 6H), 1.06-0.80 (m, 2H), 0.96 ( 
t, J = 6.9 Hz, 3H) 0 

mmmA (2 2) 

(3R) -1-7^-2, 5 _y**y-3- ( (1R) 
l-y^nA^y;v^f;u) -9- (4- (4- V >- 4 - >f 

=.)V) 7i^y) -1, 4, 9-h'J7f^en [5. 5] ^^■T'* 

> • 

[0 9 7 6] 



{U|iE# 2003-3074101 



^^Wm 2002-270849 



^-v: 453/ 



[4fc4 2 4] 




PH 



> 



[0 9 7 7] 

TLC : Rf 0.68 (^nnw : * ;v=5 : l) ; 

NMR(CD 3 0D) : d 7.39 (brd, J = 9.0 Hz, 2H), 7.00 (brd, J = 9.0 Hz, 2H), 

4.16 (d, J = 1.8 Hz, 1H), 4.10 (t, J = 6.0 Hz, 2H), 3.96 (m, 1H), 3.82-3 

.44 (m, 11H), 3.40-3.12 (m, 5H), 2.62-2.20 (m, 3H), 2.20-1.83 (m, 7H ), 

1.82-1.60 (m, 5H), 1.50-1.10 (m, 6H), 1.04-0.80 (m, 2H), 0.97 (t, J = 7. 
2 Hz, 3H) 0 

mMW4 (2 3) 

(3R) - 1 - y ^ )V - 2f 5-^**V-3- ( (1R) -l-*Kn*v- 
! -v?n^v;v^;i/) - 9 - (4- (4- (77>-2-^MW5 
;i,)Vtf~)V) 7i/^» 7W) -1, 4, 9 - b V T*f* fcfn [5. 5] 

[0 9 7 8] 



tBIE# 2003-3074101 



^mm. 2002-270849 



^-v : 454/ 



[ft 4 2 5] 



HN 




[0 9 7 9] 

TLC : Rf 0.79 (^un*;i/A : * ? /-;v=5 : 1) ; 

NMR(CD 3 0D) : S 7.80 (brd, J = 8.7 Hz, 2H), 7.41 (dd, J = 1.8, 0.9 Hz, 1 
H), 6.99 (brd, J = 8.7 Hz, 2H), 6.34 (dd, J = 3.3, 1.8 Hz, 1H), 6.26 (dd 
, J = 3.3, 0.9 Hz, 1H), 4.53 (s, 2H), 4.16 (d, J = 1.8 Hz, 1H), 4.11 (t, 
J = 5. 1 Hz , 2H), 3.97 (ra, 1H), 3.71 (m, 1H), 3.60-3.48 (m, 4H), 3.34-3 
.16 (m, 3H), 2.48-2.28 (m, 3H), 2.20-1.86 (m, 7H), 1.84-1.60 (m, 5H), 1. 
48-1.12 (m, 6H), 1.04-0.80 (m, 2H), 0.97 (t, J= 6.9 Hz, 3H)o 

A (24) 

(3R) _ 1 _^;v_ 2 , 5-^**V-3- ( (1R) 
! -*,? U ^*is -9- (4- (4-^^ry7x-^H'^V) 

7^~)v*^)v) -i, 4, 9->'j7t^en [5. 5] *7>rjj> --mitM. 

[0 9 8 0] 



ffifiE# 2003-3074101 



2002-270849 



455/ 



Mb 4 2 6] 




[0 9 8 1] 

tlc : Rf o.42 am*.**' : ^^-^=30 : i) ; 

NMR(CD 3 0D) : 5 7.85-7.77 (m, 4H), 7.74 (d, J = 8.4 Hz, 2H), 7.06 (d, J 
= 8.4 Hz, 2H), 4.47 (s, 2H), 4.16 (d, J = 2.1 Hz, 1H), 4.06 (m, 1H), 3.9 
0 (s, 3H), 3.80 (m, 1H), 3.60-3.43 (m, 3H) 3.30-3.14 (m, 2H), 2.59-2.28 

(m, 3H), 2.19-1.88 (m, 3H), 1.84-1.60 (m, 5H), 1.55-1.09 (m, 6H), 1.06-0 

.80 (m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 



gjjfflj (2 5) 

(3R) _ 1 _^; V _2, 5-^**V-3- ( (1R) -1-^Kn^rv- 
l_v*n^>;v^v) -9- (4- (4- (2, 2, 2-h')7WX 

f;v7^y^;wf-;v) 7x^-» -i, 4. 9-b'J7f^fD [ 

5.5]* ^t** ^ • iMMM 
[0 9 8 2] 



mtiE#2 003-3074101 




^-v: 456/ 



[0 9 8 3] 



TLC : Rf 0.68 (?nn*H : * 9 /~^ = 5 : 1) ; 

NMR(CD 3 0D) : d 7.83 (brd, J = 9.0 Hz, 2H), 7.01 (brd, J = 9.0 Hz, 2H), 
4.16 (d, J = 2.1 Hz, 1H), 4.13 (t, J = 6.3 Hz, 2H), 4.04 (t, J = 8.7 Hz, 
2H), 3.97 (m, 1H), 3.71 (m, 1H), 3.62-3.46 (m, 3H), 3.30-3.02 On, 4 H), 
2.56-2.22 (m, 3H), 2.13 (m, 1H), 2.04-1.84 (m, 6H), 1.81-1.62 (m, 5H), 
1.45-1.12 (m, 6H), 1.02-0.80 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H) Q 

mMMA (2 6) 

(3R) _ 1 _y^- ;l ,_2, 5-v**V-3- ( (1R) -l-tKn*->- 
l_^>^n^^v;v^f-;v) -9- (4- (2- (4->^*T5 
7*.s**s) y r+n>) -1. 4, [5. 5] •> 

> • mm®. 

[0 9 8 4] 



miE#2 003-3074101 



2002-270849 



V ! 457/ 



[Ik 4 2 8] 




[0 9 8 5] 

TLC : Rf 0.39 (ttlfc* ^ l" > : ^^^-^=10: 1) I 

NMR(CD 3 0D) : S 7.74 (d, J = 8.7 Hz, 2H), 7.24 (m, 1H), 7.15-7.10 On. 2H 
), 7.02 (m, 1H), 6.89 (d, J = 8.7 Hz, 2H), 4.17 (d, J = 2.4 Hz, 1H), 4.0 
6-4.00 (m, 2H), 3.79 (m, 1H), 3.61-3.48 (m, 3H), 3.36-3.16 (m, 3H), 3.02 
-2.97 (m, 2H), 2.89 (s, 3H), 2.47-0.95 (m, 26H) G 

mmsMA (2 7) 
(3R) _ 1 _y^;i / _ 2 , 5-3>**V-3- ( (1R) 
l-i,*u^**sfr*1-*) -9- (4- (4- (N-xf^-N- (2-7^ 

7^*^^) 7x;^» r^v) -l, 4, 9 - m; r^x^n 

[ 5 . 5 ] WTDV • 
[0 9 8 6] 



miE# 2003-3074101 




^-v: 458/ 



[0 9 8 7] 



TLC : Rf 0.79 (?nn*;VA : * 9 /-^=9 : 1) ; 

NMR(CD 3 0D) : S 7.43 (m, 2H), 7.00 (brd, J = 9.0 Hz, 2H), 4.16 (d, J = 1 
.8 Hz, 1H), 4.20-3.90 (m, 3H), 4.11 (t. J = 5.4 Hz, 2H), 3.72 (m, 1H), 3 
.62-3.44 (m, 5H), 3.34-3.28 (m, 3H), 3.26 (d, J = 1.8 Hz, 1H), 2.56-2 .2 
0 (m, 3H), 2.19-1.82 (m, 7H), 1.83 (brs, J = 3H), 1.80-1.62 (m, 4H), 1.5 
0-1.12 (m, 10H), 1.02-0.80 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H) C 

ilMi (2 8) 

(3R) - \-ff-)V-2, 5-$>**V-3- ( (1R) -l-tKn*V- 
!_y$rn^3->;v^;i/) -9- (4- (4-^f-^^*^7^-2- 

-1. 4, 9-b';7fXb-n [5. 5] *>T* 

* > • m.m& 

[0 9 8 8] 



thliE# 2003-3074101 



^ !$m 2002-270849 



I 459/ 



UtA 3 0] 




,S— NH 




[0 9 8 9] 

TLC : Rf 0.69 ($L{t**-ls> **^-»-=5:i) ; 

NMR(CD 3 0D) : d 6.93 (d, J = 8.4 Hz, 1H), 6.91 (d, J = 2.4 Hz, 1H), 6.78 
(dd, J = 8.4, 2.4 Hz, 1H), 4.17 (d, J = 2.4 Hz, 1H), 4.05 (t, J = 6.0 H 
z, 2H), 3.99 (m, 1H), 3.84 (s, 3H), 3.73 (m, 1H), 3.63-3.50 (m, 3H), 3.3 
0-3.12 (m, 4H), 2.90 (s, 3H), 2.53-1.60 (m, 15H), 1.50-1.14 (m, 6H), 1.0 
0-0.87 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H) Q 

mUfsMA (2 9) 
(3R) _ 1 _^;v_2, 5-v**V-3- ( (1R) 
1 _v^n^^v;v^f-;u) -9- (4- ^7 5;*;v*-^-2- 

*Y*>y7^;*v) 7*-*) -1, 4, 9-PJ7t*^eD [5. 5] *»T 
ii > • &^±& 

[0 9 9 0] 



HiiE# 2003-3074101 




^-v: 460/ 



[0 9 9 1] 



tlc : Rf 0.29 (Mk** v v : ^ 9 J -;v=io : D ; 

NMR(CD 3 0D) : a 7.44 (d, J = 2.0 Hz, 1H), 7.42 (dd, J - 8.4. 2.0 Hz, 1H) 
, 7.00 (d, J = 8.4 Hz, 1H), 4.16 (d, J = 2.0 Hz, 1H), 4.13 (t, J = 5.5 H 
z, 2H), 3.97 (m, 1H), 3.89 (s, 3H), .3.73 (m, 1H), 3.63-3.50 (m, 3H), 3.3 
0-3.05 (m, 4H), 2.90 (s, 3H), 2.52-1.18 (m, 21H), 1.00-0.87 (m, 2H), 0.9 
7 (t, J = 7.2 Hz, 3H) 0 

*fflHW|4 (3 0) 

(3R) -l-T^V-2, 5 -v**V-3- ( (1R) -l-KK***- 
l-S^n^******) -9- (l-7x^-l-kKD*W5yyf 
;V) -1, 4, 9-bV7f^t'n [5. 5] *>>7%> 
[0 9 9 2] 



miiE# 2003-3074101 



Q<$m 2002-270849 ^ ^- v I 461/ 



HU 3 2] 




[0 9 9 3] 

TLC : Rf 0.50 (WM^^) I 

NMR(CDCl3) : a 7.48-7.40 (m, 5H), 7.20 (br.s, 1H), 6.47 (br.s, 1H), 4.1 

3 (br.s, 1H), 3.98 (d, J = 6.6 Hz, 1H), 3.60-3.31 (m, 7H), 2.25-1.90 (m, 

2H), 1.90-1.20 (m, 17H), 0.97 (d, J = 6.6 Hz, 3H) 0 

mmm 5 

(3R) -1-7*^^-2, 5-v**7-3- ( (1R) -1-HKn^fy- 

i-*,?u^*isfr*f-fr) -9- (3- (4-^W5/*;v»7x; 
-fu\£)V) -1, 4, 9-hVT-ifXtfn [5. 5] -^^^V-Wl 
[0 9 9 4] 



tBIE# 2003-3074101 



2002-270849 



^-v: 462/ 



lit 4 3 3] 




[0 9 9 5] 



##«2-C«tbfcft'fr« (lOOmg) t3- (4-^W5/*^^7 
ly^-yn^^^^^t^-h (89mg) ^fWATU* (2 
mL) »>'Jxf;l/7^ (O.lmL) , a^fctb'^A (77mg) SrJn*.* £ 

« *ft«aE«ffll^ b y * iMDAJfcit-eftlMfe, > u * a k 

•C<£»U ilUo #ibW:^y , ^^*7A^n7h^77'f- (ft 
jftji*-* :^;-;v=30:i~15:i) i:titt^ 4 N*ft**» 

^.Z^-f&^mWft&y) (59mg) fcftfco 

TLC : Rf 0.21 (^un*;vA : * /-;v=lO : 1) ; 

NMR(CD 3 0D) : 7.78 (d. J = 9.0 Hz, 2H), 7.01 (d, J = 9.0 Hz, 2H), 4.17 
(d, J = 9.0 Hz, 2H), 4.24-3.90 (m, 3H), 4.17 (d, J = 2. 1 Hz, 1H), 3.82- 
3.02 (m, 8H), 2.89 (s, 3H), 2.62-1.60 (m, 13H), 1.56-0.80 (m, 8H), 0.97 
(t, J = 7.2 Hz, 3H)o 

attfcfiis m -mnms (25) 



tBiE#2 003-3074101 



^ Sfcm 2002-270849 




^-v: 463/ 



(3R) 5-yt^rV-3- ( (1R) -l-^Kn^fy- 

! _->^n^v;i^^;v) -9- (2- (4- (i-^f^T^*^-* 
7x^-» 7x^)V) xf;v) -1, 4, [5. 5] •> > 

[0 9 9 6] 
Mt4 3 4] 



H 3 C O 

[0 9 9 7] 

TLC : Rf 0.42 (^on*w : ^ * J -;v=io : l) ; 

NMR(CD 3 0D) : 8 7.80 (d, J = 8.7 Hz, 2H), 7.36 (d, J = 8.7 Hz, 2H), 7.05 
(d, J = 8.7 Hz, 2H), 6.99 (d, J = 8.7 Hz, 2H), 4.17 (d, J = 2.1 Hz, 1H) 
, 4.06 (m, 1H), 3.90-3.02 (m, 10H), 2.90 (s, 3H), 2.62-0.82 (m, 19H), 0. 
98 (t, J = 6.9 Hz, 3H) 0 

mums (2) 

(3R) -1 -7-^^-2, 5-^**V-3- ( (1R) -1-^Kn^rv- 



HN 




tBSE# 2003-3074101 



m 2002-270849 



^-v I 464/ 



l-i/fU^i/JVtTfr) -9- (2- (4-^w^*;v^7x; 

-1, 4, 9-b';r^Xli 0 n [5. 5] ^>f*V-Mt 
[0 9 9 8] 
Hfc4 3 5] 



[0 9 9 9] 

TLC : Rf 0.17 (^od*H : ^ ^7—^=10 : i) ; 

NMR(CD 3 0D) : 8 7.82 (d, J = 9.0 Hz, 2H), 7.10 (d, J = 9.0 Hz, 2H), 4.46 
(t, J = 4.8 Hz, 2H), 4.17 (d, J = 2.1 Hz, 1H), 4.14 (m, 1H), 3.86 (m, 1 

H), 3.76-3.42 (m, 3H), 3.66 (t, J = 4.8 Hz, 2H), 3.40-3.00 (m, 2H), 2.89 
(s, 3H), 2.60-1.60 (m, 11H), 1.56-0.80 (m, 8H), 0.97 (t, J = 6.9 Hz, 3H 

)o 

m-mms (3) 

(3R) -l-7'?-^-2, 5-3>**V-3- ( (1R) 
l-i,?u^*is)l-*^)V) -9- (4- (4-^W^*M^7xy 
- 2 -y^=-)V) -1, 4, 9-H;T-fXt:a [5. 5] *>r*> • 

mm. 

[1 0 0 0] 




miE# 2003-3074101 



QfcM. 2002-270849 



^-v : 465/ 



Hfc4 3 6] 



H 3 C N 
HN 




[10 0 1] 

TLC : Rf 0.38 (^nn*;vA : * *y-/u=i0 : l) ; 

NMR(CD 3 0D) : d 7.80 (d, J = 9.0 Hz, 2H), 7.09 (d, J = 9.0 Hz, 2H), 4.96 
(s, 2H), 4.24-4.02 (m, 2H), 4.18 (s, 2H), 3.94 (m, 1H), 3.64-3.38 (m, 3 
H), 3.36-3.04 (m, 2H), 2.89 (s, 3H), 2.58-1.86 (m, 6H), 1.84-1.56 (m, 5H 
), 1.52-1.10 (m, 6H), 1.06-0.80 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H)o 

mmm3 la} 

(3R) -1-7**- 2, 5-yt^rV-3- ( (1R) 
. i_v^n^^v;v^^;v) -9- (5- (4-^w^*^7x; 
^>*;V) -1, 4, 9-f'J7f^fo [5. 5] * >r* ^ • MM* 
[1 0 0 2] 



ffi|E#2 003-3074101 




[1 0 0 3] 

TLC : Rf 0.27 (?nn*w : * 9 / — ^=10 : l) ; 

NMR(CD 3 0D) : 8 7.76 (d, J = 8.7 Hz, 2H), 6.96 (d, J = 8.7 Hz, 2H), 4.16 
(d, J = 2.1 Hz, 1H), 4.07 (t, J = 6.3 Hz, 2H), 3.96 (m, 1H), 3.88-3.40 
(m, 4H), 3.32-3.06 (m, 4H), 2.89 (s, 3H), 2.58-2.22 (m, 3H), 2.20-1.52 ( 
m, 14H), 1.50-1.10 (m, 6H), 1.08-0.80 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H) 



gffifllS (5) 

(3R) 5-v**V-3- ( (1R) 

i-^n^*****-*) -9- ( (2Z) -4- 

-;V7x^v) "I, 4, [5. 5] * 

[1 0 0 4] 



tfcHjE# 2003-3074101 



mm 2002-270849 




^- v : 467/ 



Ut4 3 8] 




b 



PH 



[1 0 0 5] 

TLC : Rf 0.30 (?nn*;vA : * ?/-;v=io : l) ; 

NMR(CD 3 0D) : 8 7.79 (d, J = 9.0 Hz, 2H), 7.03 (d, J = 9.0 Hz, 2H), 6.26 
(m, 1H), 5.86 (m, 1H), 4.84-4.74 (m, 2H), 4.16 (d, J - 2.1 Hz, 1H), 4.0 

4-3.92 (m, 3H), 3.74 (m, 1H), 3.62-3.40 (m, 3H), 3.38-3.10 (m, 2H), 2.89 
(s, 3H), 2.60-2.24 (m, 3H), 2.22-1.84 (m, 3H), 1.82-1.58 (m, 5H), 1.56- 

1.08 (m, 6H), 1.06-0.80 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H)o 

mmm (&) 

(3R) -l-7+»-2, 5-yt^rV-3- ( (1R) -l-fcKn*->- 
l-*,*^*****-*) -9- (4- (4->W5/**#-*7x/ 
*v) 7T)V) -1, 4, [5. 5] *>7ii> 

[1 0 0 6] 



mSE# 2003-3074101 



^ mm. 2002-270849 ^ ^- v I 468/ 



[ffc4 3 9] 




[1 0 0 7] 



TLC : Rf 0.21 (?nn*;vA : * * y-;v=l0 : l) ; 

NMR(CD 3 0D) : 5 7.77 (d, J = 9.0 Hz, 2H), 6.98 (d, J = 9.0 Hz, 2H), 4.16 
(d, J = 2.1 Hz, 1H), 4.16-4.06 (m, 2H), 3.98 (m, 1H), 3.74 (m, 1H), 3.6 
4-3.46 (m, 3H), 3.40-3.08 (m, 4H), 2.89 (s, 3H), 2.58-2.24 (m, 3H), 2.22 
-1.60 (m, 12H), 1.58-1.10 (m, 6H), 1.08-0.80 (m, 2H), 0.97 (t, J = 7.2 H 
z, 3H)o 

mmmF> (7) 

(3R) _ 1 _^; V -2, 5-v**V-3- ( (1R) -l-fcKn*v- 

l-~>?n^*v;i^^) -9- (4- Sijfrtf-flsW v 

> _ 2 -^;v^^v) -1, 4, 9-H;T-rxfcfn [5. 5] ^>7* 

• 2mm& 

[1 0 0 8] 



miiE# 2003-3074101 



^ &m 2002-270849 

Mb 4 4 0] 




[1 0 0 9] 



TLC : Rf 0.60 Cfift * V > : ^^-^=5 I 1) ; 

NMR(CD 3 0D) : d 8.64 (d, J = 2.4 Hz, 1H), 8.23 (m, 1H), 7.02 (m, 1H), 4. 
46 (t, J = 5.7 Hz, 2H), 4.16 (d, J = 1.8 Hz, 1H), 3.95 (m, 1H), 3.70 (m, 

1H), 3.62-3.47 (m, 3H), 3.30-3.15 (m, 4H), 2.91 (s, 3H), 2.61-2.28 (m, 
3H), 2.18-1.85 (m, 7H), 1.84-1.60 (m, 5H), 1.52-1.08 (m, 6H), 1.05-0.80 

(m, 2H), 0.97 (t, J = 6.9 Hz, 3H) Q 

mmm (8) 

(3R) _ ! _^ ;v _2, 5— 5>**V-3- ( (1R) 
!_^^o^^v;l/^^;v) -9- (4- (4-*my7x^y) 
) -1, 4, 9-h'J7f^^n [5. 5] ^^r^^-^m^ 
[10 10] 



WSE# 2003-3074101 



#1S 2002-270849 



^-v? : 470/ 



Mb 4 4 1] 




[10 11] 



tlc : Rf o.4i : *&y-*=io:i) ; 

NMR(CD 3 0D) : 5 7.96 (d, J = 9.0 Hz, 2H), 6.99 (d, J = 9.0 Hz, 2H), 4.16 
(d, J = 2.4 Hz, 1H), 4.12 (t, J = 6.0 Hz, 2H), 3.95 (m, 1H), 3.70 (m, 1 
H), 3.60-3.50 (m, 3H), 3.35-3.20 (m, 4H), 2.65-2.35 (m, 3H), 2.20-1.60 ( 
, 12H), 1.55-1.05 On, 6H), 1.00-0.80 (m, 2H), 0.96 (t, J = 6.9 Hz, 3H) 



m 



(3R) _ 1 _ 7 ^;i / _2, 5-v**V-3- ( (1R) -1-tKn^rv- 
! -=,?u^*v)V*^-)V) -9- (2- (2-7x^->xW^» 
)V) -1, 4, [5. 5] t7>r !r *>"^^ 

[10 12] 



ffifE# 2003-3074101 




^-v : 471/ 



[10 13] 

tlc : Rf 0.52 : *?/-*=io:D ; 

NMR(CD 3 0D) : 8 7.32-7.21 (m, 2H), 6.98-6.88 (m, 3H), 4.23-4.12 (m, 3H), 
4.00 (m, 1H), 3.97-3.86 (m, 4H), 3.75 (m, 1H), 3.66-3.42 (m, 3H), 3.42- 
3.34 (m, 2H), 3.30-3.09 (m, 2H), 2.53-2.22 (m, 3H), 2.15-1.88 (m, 3H), 1 
.83-1.61 Or. 5H), 1.51-1.12 (m, 6H), 1.04-0.81 (m, 2H), 0.96 (t, J = 6.9 
Hz, 3H)o 

mm\ 5 do) 

(3R) -1-7*^-2, 5-V**V-3- ( (1R) 
l_v*u^*v;v^*) -9- (2- (4-*^y7x^v) 
) _ i f 4) 9 - b i; r-9-*x tfn [ 5 . 5 ] * >t*# > • 
[10 14] 



ffiliE# 2003-3074101 



2002-270849 

[ft 4 43] 




[10 15] 



TLC : Rf 0.26 (»fc<**-V> : * * / -*=10 : 1) J 

NMR(CD 3 0D) : S 8.01 (d, J = 9.0 Hz, 2H), 7.10 (d, J = 9.0 Hz, 2H), 4.50 
(t, J = 4.5 Hz, 2H), 4.17 (d, J = 1.8 Hz, 1H), 4.12 (m, 1H), 3.86 (m, 1 
H), 3.75-3.50 (m, 5H), 3.35-3.20 (m, 2H), 2.65-2.35 (m, 3H), 2.20-1.90 ( 
m, 3H), 1.85-1.60 (m, 5H), 1.50-1.10 (m, 6H), 1.00-0.80 (m, 2H), 0.96 (t 
, J = 6.9 Hz, 3H) 0 

mm s mi) 

(3R) -1-^^-2, 5-5>**V-3- ( (1R) -l-fcKn*~>- 
l-^^U^^)V^^)V) -9- (6- (4-*mv7x;^) 
)V) -1, 4, 9-fiJ7f^^n [5. 5] -5 > • 
[10 16] 



ttiIE# 2003-3074101 




^-P: 473/ 



[10 17] 

TLC : Rf 0.30 (M^fV^ *• <* ^-^=10 : D ; 

NMR(CD 3 0D) : <S 7.95 (d, J = 9.0 Hz, 2H), 6.96 (d, J = 9.0 Hz, 2H), 4.16 
(d, J = 2.1 Hz, 1H), 4.07 (t, J = 6.0 Hz, 2H), 3.93 (m, 1H), 3.68 (m, 1 
H), 3.60-3.50 (m, 3H), 3.35-3.10 (m, 4H), 2.60-2.30 (m, 3H), 2.20-1.10 ( 
m, 22H), 1.00-0.80 (m, 2H), 0.97 (t, J = 6.9 Hz, 3H)o 

mmm a 2) 

(3R)-l-W-2, 5-v**V-3- ( (1R) -l-fcKn*v- 

l_v^n^v;V^f-;V) -9- (4- (2-^W^*^^^'jy 

>-5->f****) -1» 4, 9-HJT¥*fc°tt [5. 5] *>-f 

* > • 2 mm&. 

[10 18] 



tB|E# 2003-3074101 



0 2002-270849 



^-S> ! 474/ 



Hfc 4 4 5] 




[10 19] 



TLC : Rf 0.42 (iMfc^w^ : * ? y -;v=io : D ; 

NMR(CD 3 0D) : S 8.43 (d, J = 3.0 Hz, 1H), 8.22 (d, J = 9.0 Hz, 1H), 7.86 
(dd, J = 9.0, 3.0 Hz, 1H), 4.28 (t, J = 5.7 Hz, 2H), 4.16 (d, J = 2.1 H 
z, 1H), 3.96 (m, 1H), 3.70 (m, 1H), 3.62-3.49 (m, 3H), 3.34-3.18 (m, 4H) 
, 2.97 (s, 3H), 2.59 (m, 1H), 2.49-2.40 (m, 2H), 2.18-1.89 (m, 7H), 1.83 
-1.61 (m, 5H), 1.54-1.10 (m, 6H), 1.05-0.81 (m, 2H), 0.96 (t, J = 7.2 Hz 
, 3H)o 



ggjjfcftll S (13) 

(3R) -i-f^)V-2, 5 -v**V-3- ( (1R) -l-*Kn*v- 

l - i/ ?u^s)V>T)V) -9- (2- (4- (N, N-^^f;^^ 
,v 7 ,/) 7x;^» -I, 4, 9-b'J7f^-a [5. 5] 

[1 0 2 0] 



tB|E#2 00 3-3074101 




475/ 



[10 2 1] 



TLC : Rf 0.54 <Mit*TV> : * y -^=10 : D ; 

NMR(CD 3 0D) : 8 7.30 (d, J = 9.0 Hz, 2H), 7.02 (d, J = 9.0 Hz, 2H), 4.35 
(t, J = 4.2 Hz, 2H), 4.06 (d, J = 2.1 Hz, 1H), 4.01 (m, 1H), 3.74 (m, 1 
H), 3.57-3.53 (m, 4H), 3.44 (m, 1H), 3.30 (s, 6H), 3.30-3.06 (m, 2H), 2. 

55-2.20 (m, 3H), 2.10-1.80 (m, 3H), 1.75-1.50 (m, 5H), 1.40-1.00 (m, 6H) 

, 1.00-0.70 (m, 2H), 0.86 (t, J = 7.2 Hz, 3H)o 

^19115 (1 4) 

(3R) -l-7^)V-2, 5-v**V-3- ( (1R) -l-fcKn*~>- 
1 -^*U^*is)l'*?-)l<) -9- (2- (4->W**^T5;7x; 
*v) -1, 4, 9-HJTif*tfn [5. 5] * ^f* * • «M* 

[1 0 2 2] 



miE#2 003-3074101 



2002-270849 



476/ 



Mb 4 4 7] 



O 

H 3 cA-NH 
O 



CH 3 




[1 0 2 3] 

tlc : Rf 0.40 v> : **/-*"=io: D ; 

NMR(CD 3 0D) : ^ 7.23 (d, J - 9.3 Hz, 2H), 7.03 (d, J - 9.3 Hz, 2H), 4.39 
(t J - 4.2 Hz, 2H), 4.17 (d, J - 2.1 Hz, 1H), 4.11 (m, 1H), 3.85 (m, 1 
H),' 3.70-3.50 (m, 5H), 3.30-3.10 (m, 2H), 2.88 (s, 3H), 2.60-2.30 (m, 3H 
), 2.20-1.90 (m, 3H), 1.80-1.60 (m, 5H), 1.50-1.10 (m, 6H), 1.10-0.80 (m 
, 2H), 0.97 (t, J = 7.2 Hz, 3H)o 



(3R) -l-^V-2, 5-***V-3- ( (1R) 
i-MU^i,****) -9- (4-v7x^r^/W) -1. 4, 
9 _p; 7 fxen [5. 5] -)'/f*'/-2«»tt 
[1 0 2 4] 



tflBEJRF 2003-3074101 




^-v: 477/ 



[1 0 2 5] 

tlc : Rf 0.50 (fflt**\<> : ^^^-^=10: D ; 

NMR(CD 3 0D) : 5 7.29-7.20 (m, 4H), 7.02-6.96 (m, 4H), 6.96-6.88 (m, 2H), 
4.15 (d, J = 2.1 Hz, 1H), 3.90 (m, 1H), 3.80 (t, J = 6.9 Hz, 2H), 3.64 
(m, 1H), 3.58-3.40 (m, 3H), 3.30-3.05 (m, 4H), 2.52-2.21 (m, 3H), 2.16-1 
.60 (m, 12H), 1.58-1.08 (m, 6H), 1.05-0.80 (m, 2H), 0.97 (t, J = 7.2 Hz, 
3H) 0 

m:1tiM 5 (16) 

(3R) -l-W-2, 5-v**V-3- ( (1R) -l-KKn*->- 
i-S.^n^^f^) -9" (4-T-fc*-*-3. 4-vkFn-2H- 
lf 4 _^v^***y:/-2-<fA'**->i') -1, 4, g-bVT^fxtfn [ 
5. 5] >7*# > * mmM. 

[1 0 2 6] 



fcBSEJjf 2003-3074101 



2002-270849 



^-v : 478/ 



Mb 4 4 9] 




[1 0 2 7] 

tlc : Rf 0.53 {mt**f-vy : *?/->v=io: i) ; 

NMR(CD 3 0D) : d 7.40 (br s, 1H), 7.20-6.95 (m, 3H), 4.35 (m, 1H), 4. 
d, J = 1.8 Hz, 1H), 4.12 (m, 1H), 3.95-3.40 (m, 7H), 3.35-3.20 (m, 3 
2.70-2.30 On, 3H), 2.35 (s, 3H), 2.17 On, 1H), 2.05-1.94 (m, 2H), 1. 

.60 (m, 5H), 1.60-1.10 (m, 6H), 1.00-0.80 (m, 2H), 0.98 (t, J = 6.9 

3H)o 



mm® r en) 

(3R) -1-7^^-2, 5-^**V-3- ( (1R) 
X-^o^vjv^V) -9- ( (2E) -4-7x/^-2-^T 
) -1, 4, 9-b^T^fXki 0 n [5. 5] *7>T1iy 
[1 0 2 8] 



ttilE#2 003-3074101 




^- v : 479/ 



[1 0 2 9] 

TLC : Rf 0.53 : * 9 7-^=9 : 1) ; 

NMR(CD 3 0D) : 8 7.27 (dd, J = 8.5, 8.0 Hz, 2H), 6.95-6.91 (m, 3H), 6.29 
(dt, J = 15.5, 5.0 Hz, 1H), 6.01 (dt, J = 15.5, 7.0 Hz, 1H), 4.65 (d, J 
= 5.0 Hz, 2H), 4.16 (d, J = 2.0 Hz, 1H), 3.92 (m, 1H), 3.83 (d, J - 7.0 
Hz, 2H), 3.67 (m, 1H), 3.55-3.40 (m, 3H), 3.33-3.13 (m, 2H), 2.50-2.25 ( 
m, 3H), 2.15-1.92 (m, 3H), 1.80-1.60 (m, 5H), 1.48-1.12 (m, 6H), 0.99-0. 
83 (m, 2H), 0.97 (t, J = 7.0 Hz, 3H) Q 

(3R) -l-^V-2, 5-S>**V-3- ( (1R) -l-fcK***- 
X-^n^V***-*) -9- (4-^^^-3, 4-ytKn-2H-l 
f ±-,<yV***rVy-2-< OV**)V) -1, 4, [5 

. 5] ^yrijy • 

[1 0 3 0] 



mSE# 2003-3074101 




^- y : 480/ 



[10 3 1] 

TLC : Rf 0.51 WittTls* : * 9 J -*=io : D ; 

NMR(CD 3 0D) : * 7.05-6.80 (m, 4H), 5.00 (m, 1H), 4.17 (d, J - 1.8 Hz, 1H 
), 4.12 (m, 1H), 3.90-3.70 (m, 2H), 3.70-3.40 (m, 5H), 3.40-3.20 (m, 3H) 
, 3.06 (s, 3H), 2.80-2.40 (m, 3H), 2.20-1.90 (m, 3H), 1.85-1.60 (m, 5H), 
1.60-1.10 (m, 6H), 1.10-0.80 (m, 2H), 0.98 (t, J = 7.2 Hz, 3H)o 

mmms u 9) 

(3R) -1-7^-2, 5-5>**V-3- ( (1R) -l-*Kn*V- 
l-v*n^*V;v*^) -9- (4- (i-7x^v-l-x>^^ 
^;V) 7x^^f;V) -1, 4, [5. 5] 

[1 0 3 2] 



tf}fiE# 2003-3074101 



Qfem 2002-270849 



^— 5; : 481/ 



Vffc4 5 2 ] 




PH 



> 



[1 0 3 3] 

tlc : Rf 0.71 : ^/-;v=io: 1) ; 

NMR(CD 3 0D) : <5 7.66 (d, J - 8.1 Hz, 2H), 7.60-7.51 (m, 4H), 7.49-7.39 ( 
m, 6H), 7.39-7.23 (m, 6H), 4.42 (s, 2H), 4.37 (s, 2H), 4.25-4.13 (m, 6H) 
, 4.12-3.91 On, 2H), 3.88-3.66 (m, 2H), 3.61-3.40 (m, 6H), 3.30-3.10 (m, 
4H), 2.57-2.22 (m, 6H), 2.20-1.88 (m, 6H), 1.84-1.62 (m, 10H), 1.55-1.1 
0 (m, 12H), 1.26 (t, J = 6.9 Hz, 3H), 1.25 (t, J = 6.9 Hz, 3H), 1.05-0.8 
0 (m, 4H), 0.95 (t, J = 7.2 Hz, 3H), 0.95 (t, J = 7.2 Hz, 3H)o 

mmmz (2 0) 

(3R) 5 -v**V-3- ( ( 1 R) + 

l_~>*n^>;w^) -9- (l, 2, 3, 4-fh7tKnt7^> 
_ 2 -4»*<f-*) _ 1§ 4> 9 _ h i; T Hfxb?n [5. 5] ^>f*>'M 



[1 0 3 4] 



ffiSE# 2003-3074101 



^ Sfcffi 2002-270849 ^ v : 482/ 

BH4 5 3I 



CH 3 




[1 0 3 5] 

tlc : Rf 0.35 mit^^-vy : ;* *y-;v=io : D ; 

NMR(CD 3 0D) : * 7.10-7.05 (m, 4H), 4.17 (d, J = 1.8 Hz, 1H), 4.02 (m. 1H 
), 3.76 (m, 1H), 3.70-3.50 (m, 3H), 3.40-3.20 (m, 5H), 3.02 (m, 1H), 2.9 
1-2.87 (m, 2H), 2.63-2.34 (m, 5H), 2.16-1.93 (m, 4H), 1.85-1.60 (m, 5H), 
1.60-1.10 (m, 6H), 1.10-0.80 (m, 2H), 0.98 (t, J = 6.9 Hz, 3H) 0 

mmm 5(21) 

(3R ) - 1 -y'^-)]y- 2 , 5-v**V-3- ( (1R) 
1 _i/^n^v;l/^^;V) -9- ( (2E) -4- (4-^W5/*M 
-/V7x^y) -2-y-r^;V) -1, 4, [5. 5] * 

[1 0 3 6] 



ffilE# 2003-3074101 




^-v: 483/ 



[1 0 3 7] 



TLC : Rf 0.40 <gm*>*f-*' *. * 9 J -^=4 : 1) ; 

NMR(CD 3 0D) : * 7.78 (d. J = 9.0 Hz, 2H), 7.01 (d, J = 9.0 Hz, 2H), 6.30 
(dt, J = 15.5, 4.5 Hz, 1H), 6.01 (dt, J = 15.5, 7.5 Hz, 1H), 4.73 (d, J 
- 4.5 Hz, 2H), 4.16 (d, J = 2.0 Hz, 1H), 3.95 (m, 1H), 3.84 (d, J = 7.5 
Hz, 2H), 3.68 (m, 1H), 3.56-3.40 (m, 3H), 3.30-3.05 (m, 2H), 2.89 (s, 3 

H), 2.52-2.35 (m, 2H), 2.27 (m, 1H), 2.15 (m, 1H), 2.07-1.91 (m, 2H), 1. 

81-1.60 (m, 5H), 1.48-1.10 (m, 6H), 1.00-0.86 (m, 2H), 0.97 (t, J = 7.0 

Hz, 3H)o 

dtttHWS (2 2) 
(3R) -l-^*-2, 5 -v**V-3- ( C1R) 
i-^n^v***-*) -9- (3, 3-y7x^^^v) -l, 4, 
9_hijT^tfn [5. 5] *V7*#> 
[1 0 3 8] 



fflffiiRF 2003-3074101 



2002-270849 ^ ~>* • 484/ 



Hb4 5 5] 




[1 0 3 9] 

tlc : Rf 0.62 : -;v=9 : i) ; 

NMR(CD 3 0D) : d 7.34-7.28 (m, 8H), 7.23-7.17 (m, 2H), 4.15 (d, J = 2.0 H 
z, 1H), 4.04 (t, J - 8.5 Hz, 1H), 3.88 (m, 1H), 3.63 (m, 1H), 3.57-3.45 
(m, 3H), 3.30-3.10 (m, 2H), 3.09-3.03 (m, 2H), 2.60-2.52 (m, 2H), 2.50-2 
.39 (m, 2H), 2.29 (m, 1H), 2.13-1.91 (m, 3H), 1.80-1.60 (m, 5H), 1.50-1. 
15 (m, 6H), 1.00-0.86 (m, 2H), 0.96 (t, J = 7.0 Hz, 3H)o 

mmm 5 (23) 

(3R ) _ 1 _ 7 ^;i / _ 2 , 5-vt^V-3- ( (1R) 
l-v*n^3->;v^;W -9- (3-7x^;MVt^t'/-^-5-'f^ 
^^.jv) _ lf 4> 9->i;r^tfn [5. 5] ^>f^>-tit 
[1 0 4 0] 



tBIE# 2003-3074101 




^-v : 485/ 



[10 4 1] 

TLC : Rf 0.93 (?nn*;vA : * *? y-;v=5 : l) ; 

NMR(CD 3 0D) : S 7.90-7.82 (m, 2H), 7.56-7.40 (m, 3H), 7.24 (s, 1H), 4.70 
(s, 2H), 4.16 (d, J = 2.1 Hz, 1H), 4.09 (m, 1H), 3.84 (m, 1H), 3.60-3.4 
4 (m, 3H), 3.32-3.10 (m, 1H), 3.25 (d, J = 2. 1 Hz, 1H), 2.60-2.24 (m , 3 
H), 2.22-2.10 (m, 1H), 2.06-1.88 (m, 2H), 1.80-1.60 (m, 5H), 1.50-1.12 ( 
m, 6H), 1.04-0.80 (m, 2H), 0.96 (t, J = 6.9 Hz, 3H) 0 

AIM** (2 A) 
(3R) -i-^;v-2, 5-y^V-3- ( (1R) 

-9- (trans- (4-^WU»^ 
^ 7i ^^f;v) y^nyn^v^JV) -1, 4, [ 

5. 5] V>TJjy • 
[1 0 4 2] 



aiSE# 2003-3074101 




486/ 



[1 0 4 3] 



tlc : Rf 0.42 fflWif^ : * * / -;v=2 : i) ; 

NMR(CD 3 0D) : d 7.76 (d, J = 9.0 Hz, 2H), 6.97 (d, J = 9.0 Hz, 2H), 4.21 
(m, 1H), 4.17 (d, J = 2.0 Hz, 1H), 3.97 (m, 1H), 3.85-3.47 (m, 5H), 3.3 

3-3.22 (m, 3H), 3.03 (m, 1H), 2.89 (s, 3H), 2.55-2.32 (m, 3H), 2.19-1.93 
(m, 3H), 1.82-1.62 (m, 5H), 1.52-1.12 (m, 8H), 1.00-0.79 (m, 4H), 0.98 

(t, J = 7.0 Hz, 3H)o 

mwms (2 5) 

(3R) -1-7-^-2, 5-***V-3- ( (1R) -l-fcK***- 
l-ls?u^**s)Vt^-)V) -9- (3- (3-^nn7x^V) -1, 2, 4 

-i, 4, 9 -h i ;r-rxtfn [5. 5 

[1 0 4 4] 



mtiE# 2003-3074101 




^-v: 487/ 



[1 0 4 5] 

TLC : Rf 0.88 (^nnw : * 9 j—fr=*> : l) ; 

NMR(CD 3 0D) : S 8.13 (t, J = 1.5 Hz, 1H), 8.06 (dt, J = 7.5, 1.5 Hz, 1H) 
, 7.62 (dt, J = 7.5, 1.5 Hz, 1H), 7.55 (t, J = 7.5 Hz ,1H), 4.95 (s, 2H) 
, 4.27 (m, 1H), 4.17 (d, J = 1.8 Hz, 1H), 4.01 (m, 1H), 3.84-3.70 (m, 2 
H), 3.55 (m, 1H), 3.35-3.14 (m, 1H), 3.26 (d, J = 1.8 Hz, 1H), 2.64-2.32 
(m, 3H), 2.21 (m, 1H), 2.08-1.90 (m, 2H), 1.82-1.60 (m, 5H), 1.58-1.10 
(m, 6H), 1.02-0.80 (m, 2H), 0.98 (t, J = 7.5 Hz, 3H)o 

mm 3 

!_ (2--?us<~)v**^i3)\'i$~)\') -4- (2- y >-4-"Ov 

) *f*7^*/l'#-*') -4- (N— {2 -N- ( (2R, 3 

) tf^iji?^ 

[1 0 4 6] 



HiiE# 2003-3074101 



2002-270849 W : 488/ 



Mb 4 5 9] 




[1 0 4 7] 

1- ( 2 -7n^-;v**v#;v*-;v) -4-^v^'Jy> (1.05 g 
) <7>^y-;W« (20mL) ^ (2R, 3 R) - 2 - ( t -7 b 
JV7S ;) _3-y?nA^-3-tFa^v^^ (1-5 s) - 2-7 
f-^75>a«tt (606 mg) . y^V^^x W 5V (1.0 »L) *tn 
*«t:2- xfMV^K (0.8 mL) **Px. 

H;*A-C«*U (10mL) fc»»U 

T% biJ7^nft* dOmL) tUniLfco R^«*M*2WW«*bfc. 

mtJ^TTK, > ^ * A***"C**U ***** ^ ^ *At*HtU 

ilU TE»ttf**t4I«ft^**^« 

TLC Rf : 0.16 (^nn*;i/A : ^ * /-;v=9 : l) 
mM 4 



tBliE# 2003-3074101 



^t&m 2002-270849 



^- v : 489/ 



(3R) -1- i2 -2, 5-v**V-3- ( (1R) 
Kn^v- 1 -i/9w\*i/fi'* s f-A') -9- (2-^n^;vt^y*;^- 
)V) -1, 4, [5. 5] WT** 

[1 0 4 8] 
Mb 4 6 0] 



[1 0 4 9] 

##mT«£L*:tt£*?>l. 2 5MSK/ 11*^^ (20mL) 
, 7 0 , CT?2I^WUn«t«Mft7to R&a^*mi&K^«^£W*^*^Lfco 

xf;H ^;-;v=30 : 1) KTttftU TIBWtttt*#***«ft**» ( 
1.69g) &#£o 

tlc Rf : 0.57 (ffc$tx^-;v : * * / -/u=io : D ; 

NMR (CD 3 0D) : d 6. 04-5. 91 (m, 1H), 5.31 (dd, J = 18.5, 3.0 Hz, 1H), 5.21 
(d, J = 10.5, 3.0Hz, 1H), 4.61-4.58 (m, 2H), 4.26 (dd, J = 18.0, 3.0 Hz 
1H), 4.19 (d, J = 3.0 Hz, 1H), 4.05-4.01 (m, 2H), 3.90 (dd, J = 18.0, 
3.0 Hz, 1H), 3.80-3.52 (m, 2H), 3.39 (dd, J = 9.0, 3.0 Hz, 1H), 2.47-2.1 
7 (m, 3H), 2.02-1.60 (m, 10H), 1.37-1.14 (m, 3H), 1.05-0.87 (m, 2H) G 

mm® 5 

(3R) -1- {2-7T=-») -2, 5-V**V-3- ( (1R) 



H 2 C= 




b 



PH 



th^E# 2003-3074101 



2002-270849 9 



^-v*. 490/ 



KB^-l-^nX^^)-l. 4, 9-f'JT^en [5. 5 

[1 0 5 0] 
Hk4 6 1] 




##W4**^fcfls** (l-69g) o^nn^> (4Q*> ttftcMfc (1 

.4mL) , ff7^h')7x^7^7r^7y^ (453mg) > h 'J 7* 
;Vf>MK 7 0' (3.2mL) *in*.fc. RlS*^*£»^l#H«i«* 1N 

*;T**IMMfrfr* (834mg) *r»fco 

TLC : Rf 0.50 (v^ na^>:^^ -;i/=5 : l) ; 

MMR (CD 3 0D) : S4.36 (dd, J - 17.5, 3.0 Hz, 1H), 4.20 (d, J = 2.0 Hz, 1H) 
, 4.00-3.90 (m, 2H), 3.72 (m, 1H), 3.42-3.30 (m, 3H), 2.62-2.40 (m, 2H), 
2.28-1.92 (m, 4H), 1.76-1.65 (m, 7H), 1.38-1.15 (m, 90. 1.02-0.84 (m, 
2H) 0 



M16 

(3R) -1- (2-7*-*) -2, 5-V**V-3- ( (1R) 



tllfE# 2003-3074101 



QfeM 2002-270849 



^-v : 491/ 



Kn^y-l-y^nA^y;v^f;v) -9- (4- (4-*/nK*'>7x^ 

[1 0 5 2] 
lit A 6 2] 



[1 0 5 3] 

#W5-C«tUft^» (lOOmg) 1 4- (4-^H^7x/^rv) 
JfrM (77 mg) (^)y7f;VW7UWHJiWr/ (0.04 mL) , 
7icfii4fch »; T«fe h b VfA (91 mg) £Jnx.T— Bfe$fc#£-££o R 

-;v=9 : 1-5 : 1) lUotilL/:^ 4 Nttfl^*MH*^**#***n 
&® (80 mg) *#7t 0 

TLC : Rf 0.50 (^odw : ^ ^/-;v=9 : 1) ; 

NMR(CD 3 0D) : d 8.04 (dd, J - 6.9. 1.8 Hz, 2H), 7.61 (brd, J = 8.7 Hz, 2 
H), 7.18 (brd, J = 8.7 Hz, 2H), 7.07 (dd, J = 6.9, 1.8 Hz, 2H), 4.40-4.3 
0 (m, 1H), 4.38 (s, 2H), 4.20 (d, J = 2.4 Hz, 1H), 4.04-3.86 (m, 2H), 3 
.77 (m, 1H), 3.56-3.42 (m, 2H), 3.30 (m, 1H), 2.69 (m, 1H), 2.48 (m, 1H) 
, 2.36 (m, 1H), 2.20 (m, 1H), 2.04-1.88 (m, 2H), 1.82-1.60 (m, 4H), 1.70 
(brs, 3H), 1.40-1.12 (m, 3H), 1.03-0.80 (m, 2H)o 



HO 



O 




b 



ttiSE# 2003-3074101 



2002-270849 9 



^- v : 492/ 



(J ) •— 5 1 ) 



4 _ (4 -*;v^V7x/^y) -^A*»W«*>»)^ffiS'f*T^T'llK* 

(3R) -i-^;v-2, 5-y^v-3- ( (1R) -l-*Kn*v- 
!_ (v^n^*>-4— f/U) **-*) "9- ( 4 - 
, v ^;V7x/^v) 7*-****) -l, 4, [5. 5 

[1 0 5 4] 
Mb 4 6 3] 



CH 3 




[1 0 5 5] 



TLC : Rf 0.17 * * / -^=10 : D ; 

NMR(CD 3 0D) : d 7.84 (d, J = 9.0 Hz, 2H), 7.62 (d, J = 8.4 Hz, 2H), 7.14 
(d, J = 8.4 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 5.70-5.60 (m, 2H), 4.36 
(s, 2H), 4.21 (d, J = 2.1 Hz, 0.5H), 4.11 (d, J - 2.1 Hz, 0.5H), 4.00 (m 
, 1H), 3.74 (m, 1H), 3.60-3.20 (m, 5H), 2.91 (s, 3H), 2.60-1.60 (m, 10H) 



2003-3074101 



^Nf0 2002-270849 W ^ 

, 1.50-1.25 (m, 4H), 1.15 (m, 0.5H), 0.95 (m, 0.5H), 0.94 (t, J = 6.9 Hz 
, 3H) 0 

mmme m 

(3R) _ 1 _y^-; l/ _2 > 5-v**V-3- ( (1R) 
x _ (, > ^ n ^ > ^ > _ 4 _^;v) -9- (4- 

;^7xMv) 7i-;V;*^JW -1, 4, [5. 5 

] ^ y TH y • 

[1 0 5 6] 
{it A 6 4] 




[1 0 5 7] 



tlc : Rf 0.76 (i^fc^w^ : ^?/-;v=5 : D ; 

NMR(CD 3 0D) : 5 7.84 (d, J = 8.7 Hz, 2H), 7.61 (d, J = 8.3 Hz, 2H), 7.14 
(d, J = 8.3 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 5.71-5.67 (m, 2H), 4.36 
(s, 2H), 4.12-3.95 (m, 2H), 3.80-3.45 (m, 5H), 3.25 (m, 1H), 2.91 (s, 3 
H), 2.76-2.02 (m, 9H), 1.71 (m, 1H), 1.50-1.31 (m, 3H), 0.95 (t, J = 7.0 
Hz, 3H) 0 

mmme> (3) 

(3R) _ 1 _ 7 ^;v_ 2 , 5-v**V-3- ( (1R) -l-fcKn*v- 



ffifE# 2003-3074101 



^s-m 2002-270849 



^-v: 494/ 



2 _ (7-b9HKntf5>—4— i VT» -9- (4- (4-^;v 

[5. 5] ^yrijy -mm& 

[1 0 5 8] 
[ft 4 6 5] 



[1 0 5 9] 

nx : Rf o. 66 (J!£ft^ r v > : ^ 9 J : 7K=8 : 2 : o. D ; 

NMR(CD 3 OD) : 5 7.84 (d. J = 9. 0 Hz, 2H), 7.61 (d, J = 9.0 Hz, 2H), 7.14 
(d, J = 9.0 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 5.31 (d, J = 9.0 Hz, 1H) 

, 4.80 (dd, J =9.0, 3.3 Hz, 1H), 4.36 (s, 2H), 4.12-3.10 (m, 11H), 2.91 
(s, 3H), 2.60-2.10 (m, 6H), 2.00 (t, J = 5.1 Hz, 2H), 1.70-1.30 (m, 4H) 

, 0.95 (t, J = 6.3 Hz, 3H)o 

mMM£> ^4) 

(3R) _ 1 _^ ;V _2, 5-***V-3- ( (1R) -1-tFn^rV- 
1- (1, 3-*J*T>-2-4*) *W) -9- (4- (4-^W5/ 
*;V^;V7x^v) 7x^^;V) -1, 4, 9-HJ7f^^n [5. 

5] QfffJ* ■ 
[1 0 6 0] 



o 



j \==/ 




tBSE^F 2003-3074101 




^— s> : 495/ 



[10 6 1] 



TLC : Rf 0.40 (WM^* * * S -^= 4 : D « 

NMR(CD 3 0D) : * 7.84 (d, J = 8.5 Hz, 2H), 7.59 (d, J = 8.5 Hz, 2H), 7.15 
(d, J = 8.5 Hz, 2H), 7.07 (d, J = 8.5 Hz, 2H), 4.65 (d, J = 2.0 Hz, 1H) 

, 4.36 (s, 2H), 4.14 (d, J = 10.0 Hz, 1H), 4.09 (d, J = 10.0 Hz, 1H), 3. 

99 (m, 1H), 3.75 (m, 1H), 3.56-3.43 (m, 3H), 3.19 (m, 1H), 3.03-2.91 (m, 
2H), 2.91 (s, 3H), 2.68-2.11 (m, 6H), 2.02-1.95 (m, 2H), 1.66 (m, 1H), 

1.49-1.30 (m, 3H), 0.95 (t, J = 7.0 Hz, 3H)o 

(3R) -1-7^-2, 5-v**V-3- ( (1R) 
1- (2, 6-'^fA'7x^) **->U) -9- (4- {i-*T»T3.S* 
;v^;>7xy^» 7*-****) -i, 4, g-HJT**** [5. 5 

[1 0 6 2] 



miE# 2003-3074101 




^-v". 496/ 



[1 0 6 3] 

TLC : Rf 0.44 ®Lit**-l'> : * 9 ; -A"=io : i) ; 

NMR(CD 3 0D) : ^ 7.84 (d. J = 8.7 Hz, 2H), 7.58 (d, J = 8.7 Hz, 2H), 7.15 

-6.94 (m, 7H), 5.47 (d, J = 4.5 Hz, 1H), 4.34 (d, J = 13.5 Hz, 1H), 4.32 

(d, J = 4.5 Hz, 1H), 4.29 (d, J = 13.5 Hz, 1H), 4.00 (m, 1H), 3.60-3.05 

(m, 5H), 2.91 (s, 3H), 2.41 (s, 6H), 2.41 (m, 1H), 2.20-2.00 (m, 2H), 1 
.65 (m, 1H), 1.45-1.25 (m, 4H), 0.93 (t, J = 7.2 Hz, 3H)o 

sfelfrflllfi (6) 

(3R) -l-T^V-2, 5 -v**V-3- ( (1R) 
!_ (y^n^/f>-4-^V) -9" (4- (4 2 

>*~>^-;v^;v) 7x^Mf^) -l, 4, 9->-JTf^en [ 

5.5]^ yTu y • 

[1 0 6 4] 



ifcSE# 2003-3074101 




^-v : 497/ 



[1 0 6 5] 

TLC : Rf 0. 57 n d^;va : * ? J —fr : @£^=10 : l : l) ; 
NMR(CD 3 0D) : * 7.58-7.55 (m, 2H), 7.45 (d, J = 8.5 Hz, 2H), 7.34 (d. J 
= 8.5 Hz, 2H), 7.22 (d, J = 8.0 Hz, 1H), 5.66 (s, 2H), 4.30 (s, 2H), 4.0 
4 (s, 2H), 3.99 (d, J = 2.0 Hz, 1H), 3.97 (m, 1H), 3.86 (s, 3H), 3.72 (m 
, 1H), 3.55-3.38 (m, 4H), 3.19 (m, 1H), 2.70 (m, 1H), 2.58-2.02 (m, 8H), 
1.68 (m, 1H), 1.50-1.27 (m, 3H), 0.94 (t, J = 7.5 Hz, 3H) Q 

^ffigfflfi (7) 

(3R) -1-^^-2, 5 -v**V-3- ( (1R) -l-HK***- 
!_ -9- (4- (4 2 

_^ Wx ;^» 7*.=-)V*T)l>) -1, 4, [5. 5 

[1 0 6 6] 



mtE# 2003-3074101 



2002-270849 



-^-v: 498/ 



Hk4 6 9] 



CH 3 




[1 0 6 7] 



TLC : Rf 0.60 (?nn*;uA : ^ 9 : 1^=10 : l : l) ; 
NMR(CD 3 0D) : 9 7.98 (d, J = 2.0 Hz, 1H), 7.86 (dd, J = 8.5, 2.0 Hz, 1H) 
, 7.56 (d, J = 9.0 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 6.93 (d, J = 8.5 H 
z, 1H), 5.67 (s, 2H), 4.35 (s, 2H), 4.00 (m, 1H), 4.00 (d, J = 2.0 Hz, 1 
H), 3.76 (m, 1H), 3.55-3.42 (m, 4H), 3.18 (m, 1H), 2.71 (m, 1H), 2.59-2. 
00 (m, 8H), 2.28 (s, 3H), 1.77-1.29 (m, 4H), 0.95 (t, J = 7.5 Hz, 3H)o 



^W16 (8) 

(3R) -i-^V-2, 5-mv-3- ( (1R) -l-*Kn*->- 
!_ (v^n^>T->'-4->f;V') -9- (4- (4-#*"-K*->-3 

-^;V7x^y) ~7x.-)V*1-)V) -1, 4, 9-h'J7f^^ [5. 5 

] ^ > > • 

[1 0 6 8] 



ffifEJjf 2003-3074101 



002-270849 



^-v: 499/ 



[ft 4 7 0] 



H 3 C 




■HCI O 



[1 0 6 9] 

tlc : Rf o. 66 (^nn*M:^/-*: g^m=20 : l : D ; 

NMRCCDsOD) : a 7.97 (d, J - 8.5 Hz, 1H), 7.58 (d, J = 9.0 Hz, 2H), 7.16 
(d, J - 9.0 Hz, 2H), 6.91 (d, J - 2.5 Hz, 1H), 6.86 (dd, J = 8.5, 2.5 H 
z, 1H), 5.67 (s, 2H), 4.37 (s, 2H), 4.02 (m, 1H), 4.00 (d, J = 2.0 Hz, 1 
H), 3.77 (m, 1H), 3.57-3.44 (m, 4H), 3.18 (m, 1H), 2.71 (m, 1H), 2.59-2. 
00 (m, 8H), 2.56 (s, 3H), 1.77-1.28 (m, 4H), 0.96 (t, J - 7.0 Hz, 3H)o 



(3R) -1-^-2, 5-***V-3- ( (1R) -1-^'°^- 
j 7x^Mf;v) -1. 4, 9-H;7¥*en [5. 5] 

[1 0 7 0] 



fcB|iE# 2003-3074101 




- y : 500/ 



[10 7 1] 

TLC : Rf o. 58 a a a : * / — ;v : ftBfe=io : l : D ; 

NMR(CD 3 0D) : d 7.96 (d, J = 9.0 Hz, 2H), 7.60 (d, J = 8.5 Hz, 2H), 7.56 
(d, J = 8.5 Hz, 2H), 7.05 (d, J = 9.0 Hz, 2H), 5.66 (s, 2H), 5.23 (s, 2 
H), 4.34 (s, 2H), 4.00 (d, J = 2.0 Hz, 1H), 3.98 (m, 1H), 3.72 (m, 1H), 
3.53 (dd, J = 10.0, 2.0 Hz, 1H), 3.53-3.38 (m, 3H), 3.17 (m, 1H), 2.70 ( 
m, 1H), 2.59-2.03 (m, 8H), 1.74-1.29 (m, 4H), 0.94 (t, J = 7.0 Hz, 3H) Q 

Mmm 6(io) 

(3R) -l-r^-2, 5-5>**V-3- ( (1R) -l-fcHn*V- 
1 _ (~>^n^>r->-4--f ^f;v) -9- (4- (4-*^'>7i 

-1, 4, 9-b'J7fXt°n [5. 5] ^>TfJ> 

[1 0 7 2] 



miiE# 2003-3074101 



2002-270849 



^-v : 501/ 



lit A 72] 




[1 0 7 3] 



tlc : Rf o.2o earth* : ^^/-;v=io: i) ; 

NMR(CD 3 0D) : a 8.04 (d, J - 8.7 Hz, 2H), 7.58 (d, J = 8.7 Hz, 2H), 7.18 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 5.67 (s, 2H), 4.37 (s, 2 
H),4.06 (m, 1H), 4.01 (d, J = 2.4 Hz, 1H), 3.76 (m, 1H), 3.55-3.46 (m, 
4H), 3.16 (m, 1H), 2.76-1.28 (m, 13H), 0.96 (t, J = 7.2 Hz, 3H) Q 



(3R) 5 -v**V-3- ( (1R) -l-*Kn**- 

;V7xy*v) 7x.^^) -1, 4, [5. 5] 



[1 0 7 4] 



{USE# 2003-3074101 




^- i? : 502/ 



[1 0 7 5] 

TLC : Rf 0.34 Wt* + l'> : ^✓-J'-IO: D I 

NMR(CD 3 0D) : * 7.91 (d, J = 9.0 Hz, 2H), 7.59 (d, J = 8.5 Hz, 2H), 7.19 
(d, J = 8.5 Hz, 2H), 7.14 (d, J = 9.0 Hz, 2H), 5.67 (s, 2H), 4.38 (s, 2 
H), 4.03 On. 1H), 4.01 (d, J = 2.1 Hz, 1H), 3.78 (m, 1H), 3.55-3.47 (m, 
4H), 3.17 (m, 1H), 2.76-1.28 (m, 13H), 0.96 (t, J = 7.2 Hz, 3H) C 

(3R) -l-^;V-2, 5-v**V-3- ( (1R) -1-^Kn^v- 

*^f**^T^) ? -1. 4, 9-bV7f^-D [ 

5. 5] WTft* • iMMiM- 
[1 0 7 6] 



ffl|iE# 2003-3074101 




: 503/ 



[1 0 7 7] 

tlc : Rf 0.32 Wit* + i'> : **/-;>=io: D ; 

NMR(CD 3 0D) : * 7.71 (d, J = 9.0 Hz, 2H), 7.47 (d, J = 9.0 Hz, 2H), 7.3 

5 (dd, J = 8.7, 5.1 Hz, 2H), 7.05 (t, J = 8.7 Hz, 2H), 5.66 (s, 2H), 4.3 
1 (s, 2H), 3.99 (m, 1H), 3.99 (d, J = 2.0 Hz, 1H), 3.74 (m, 1H), 3.68 (s 

, 2H), 3.52 (dd, J = 10.0, 2.0 Hz, 1H), 3.50-3.40 (m, 3H), 3.18 (m, 1H), 
2.75-1.28 (m, 13H) , 0.94 (t, J = 7.0 Hz, 3H)o 

mmm a 3) 

(3R) 5-v**V-3- ( (1R) 

1- (v^n^>T">-4-^;V) -9- (4- 

5. 5] yrii y • iMMM. 
[1 0 7 8] 



ffifE# 2003-3074101 



2002-270849 



^-v: 504/ 



Hfc 4 7 5] 



H 3 C 




[1 0 7 9] 

tlc : Rf 0.46 (&\t**i'> : * * y -*=io : D ; 

NMR(CD 3 0D) : 5 7.77 (d, J = 9.0 Hz, 2H), 7.59 (s, 4H), 7.04 (d, J = 9.0 
Hz, 20 . 5.70-5.62 (m, 2H), 5.21 (s, 2H), 4.37 (s, 2H), 4.00 (m, 1H), 3 
.99 (d, J - 2.1 Hz, 1H), 3.76 (m, 1H), 3.60-3.35 (m, 3H), 3.53 (dd, J = 
9.9, 2.1 Hz, 1H) 3.21 (m, 1H), 2.89 (s, 3H), 2.72 (m, 1H), 2.60-1.95 (m, 
8H), 1.67 (m, 1H), 1.52-1.24 (m, 3H), 0.94 (t, J = 7.2 Hz, 3H) Q 



(3R) _ 1 _^;v_ 2 , 5-***V-3- ( (1R) 

!_ -9- (4- U-******- 

, T ./7x^MfiV) 7x^V^;V) -1, 4, [5 

5] * ^7** > • 
11 0 8 0] 



ffifiE# 2003-3074101 




V : 505/ 



[10 8 1] 



TLC : Rf 0.43 mt^^^> * * y — A' =10 : 1) ; 

NMR(CD 3 0D) : a 7.46 (d, J = 8.1 Hz, 20. 7.44 (d, J = 8.7 Hz, 2H), 7.33 
(d, J = 8.1 Hz, 2H), 7.25 (d, J = 8.7 Hz, 2H), 5.71-5.61 (m, 2H), 4.31 
(s, 2H), 3.99 (d, J = 2.1 Hz, 1H), 3.99 (m, 1H), 3.97 (s, 2H), 3.86-3.35 
(m, 4H), 3.51 (dd, J - 9.9, 2.1 Hz, 1H) 3.17 (m, 1H), 2.71 (m, 1H), 2.6 
0-1.80 (m, 8H), 2.09 (s, 3H), 1.67 (m, 1H), 1.52-1.25 (m, 3H), 0.94 (t, 
J = 7.2 Hz, 3H)o 

gtffcflFllfi (1 5) 

(3R) _ 1 _^;v-2, 5 -v**V-3- ( (1R) -l-*Kn*v- 
!_ (v^n^^f->-4-^;v) -9- (4- (4 -ii 3 

_ EFD ^7x/^) 7x^iMf;V) -1, 4, 9-h'J7f^n [5 

, 5] f7>riJ> • MBM. 
[1 0 8 21 



tBfE# 2003-3074101 



2002-270849 



^-v? : 506/ 



tit A 7 7] 




[1 0 8 3] 



TLC : Rf 0.63 nn*H \ *9 J — ;v-5 : l) ; 

NMR(CD 3 0D) : 8 7.78 (m, 1H), 7.47 (brd, J = 8.4 Hz, 20 . 7.02-6.95 (m, 
2H), 6.44-6.38 (m, 2H), 5.66 (brs, 2H), 4.25 (brs, 2H), 4.00 (d, J = 2.1 
Hz, 1H), 3.91 (m, 1H), 3.82-3.39 (m, 5H), 3.18 (m, 1H), 2.82-2.38 ( m, 
6H), 2.30-2.00 (m, 3H), 1.64 (m, 1H), 1.50-1.14 (m, 3H), 1.08-0.78 (m, 3 
H)o 



fi (16) 

(3R) -l-^V-2, 5-VW-3- ( (1R) -1-^KH^rV- 

;v) -1, 4, 9-hUT<f*tf* [5. 5] *7>rJ3>'-&m 
[1 0 8 4] 



2003-3074101 



002-270849 



^- V 507/ 



Hb4 7 8] 



CH 5 



H 3 C-q 




[1 0 8 5] 

TLC : Rf 0.43 (?nn*;VA : **/-;V=10:D ; 

NMR(CD 3 0D) : * 7.45 (d. J - 8.8 Hz, 2H), 7.03 (d, J - 8.8 Hz, 2H), 5.66 
(s, 2H), 4.29 (s, 2H), 3.99 (d, J = 2.1 Hz, 1H), 3.97 (m, 1H), 3.82 (s, 
3H), 3.70 On, 1H), 3.52 (dd, J - 10.2, 1.8 Hz, 1H), 3.60-3.40 (m, 3H), 
3.15 (m, 1H), 2.70 (m, 1H), 2.60-2.00 (m, 8H), 1.70 (m, 1H), 1.50-1.20 
(m, 3H), 0.95 (t, J = 6.9 Hz, 3H) D 



iiii (1 7) 

(3R) -1-7-^-2, 5-vW/-3- ( (1R) 

1- - 9 ~ (4 ~ 

;V # -;V7x^;^fiVt^v) 7x^;Mf;» -1,4, 9- Mr*** 

n [5. 5] vvr%> -ttBl* 

[1 0 8 6] 



mtE# 2003-3074101 




^-v : 508/ 



[1 0 8 7] 



TLC : Rf 0.27 (^od^;va : * ? y—)V=io : l) ; 

NMR(CD 3 0D) : 8 7.82 (d, J = 8.7 Hz, 2H), 7.53-7.48 (m, 4H), 7.09 (d, J 
= 8.7 Hz, 2H), 5.65 (s, 2H), 5.19 (s, 2H), 4.27 (s, 2H), 3.99 (d, J = 
1.8 Hz, 1H), 3.93 (m, 1H), 3.65 (m, 1H), 3.53 (dd, J = 9.9, 2.1 Hz, 1H) 
, 3.50-3.40 (m, 3H), 3.26 (m, 1H), 2.91 (s, 3H), 2.70 (m, 1H), 2.60-2.30 

(m, 5H), 2.20-2.00 (m, 3H), 1.70 (m, 1H), 1.50-1.30 (m, 3H), 0.94 (t, J 

= 6.9 Hz, 3H) 0 

ggHfe^ll fi (18) 

(3R) -1 2, 5— 3>**V-3- ( (1R) -l-fcKn*->- 
!_ (v^n^y-r^-4-^^) -9- U~ (4-#^***v-2 

-x^y7x;+y) 7 a.-***-*) -1, 4, g-h^T^tfn [5. 

5] t7>T*> - MBM 
[1 0 8 81 



miiE# 2003-3074101 



2002-270849 



509/ 



[it A 8 0] 




[1 0 8 9] 

TLC : Rf 0.15 (?nn*;vA : * 9 J — jv=10 : D *> 

NMR(CD 3 0D) : * 7.70 (d, J = 2.1 Hz, 1H), 7.68 (dd, J - 8.4 Hz, 2.1 Hz, 
1H), 7.48 (d, J - 8.7 Hz, 2H), 7.08 (d, J = 8.4 Hz, 1H), 7.02 (d, J = 

8 7 Hz, 20, 5.66 (s, 2H), 4.33 (s, 2H), 4.08 (q, J - 6.9 Hz, 2H), 4.0 

0 (d, J = 1.8 Hz, 1H), 3.98 (m, 1H), 3.75 (m, 1H), 3.55-3.40 (m, 4H), 
3.20 (m, 1H), 2.70 (m, 1H), 2.60-2.40 (m, 4H), 2.30-2.00 (m, 4H), 1.7 

0 (m, 1H), 1.60-1.30 (m, 3H), 1.24 (t, J = 6.9 Hz, 3H), 0.95 (t, J = 7. 

2 Hz, 3H)o 



gjgj ftftilfi ( 1 9) 

(3R) -l-WU-2. 5 -v**V-3- ( (1R) -1-^Kn^v- 

*e n [5. 5] *7>ri> y • 

[1 0 9 01 



ffi|iE#2 003-3074101 




^-v: 510/ 



[10 9 1] 



TLC : Rf 0.32 (^nn^;VA : * 9 J — ;i/=l0 : l) ; 

NMR(CD 3 0D) : * 7.51 (d, J = 2.6 Hz, 1H), 7.43 (d, J - 8.7 Hz, 2H), 7.< 
(dd, J = 8.4 Hz, 2.6 Hz, 1H), 6.98 (d, J = 8.7 Hz, 1H), 6.90 (d, J = 
.7 Hz, 2H), 5.66 (s, 2H), 4.29 (s, 2H), 4.00 (m, 1H) 3.99 (d, J = 2.0 
z, 1H), 3.73 (s, 3H), 3.70 (m, 1H), 3.53 (dd, J - 9.9 Hz, 2.0 Hz, 1H) 
3.60-3.40 (m, 3H), 3.15 (m, 1H), 2.75 (m, 1H), 2.60-2.00 (m, 8H), 2.13 
s, 3H), 1.70 (m, 1H), 1.50-1.30 (m, 3H), 0.95 (t, J - 7.8 Hz, 3H) Q 



(3R) -l-^;V-2, 5 -v**V-3- ( (1R) -l-*Kn*v- 
!_ ( 5/ ^ n ^ > ^>-4-^;V) -9" (4- (2, 

7*-****) -i, 4, [5. 5] 



[1 0 9 21 



miiE# 2003-3074101 




^-v: 511/ 



[1 0 9 3] 

tlc : Rf 0.56 mm^)^ : - ;v=1 ° : X) ; 

NMR(CD 3 0D) : 8 7.43 (d, J = 8.7 Hz, 2H), 6.96 (d, J = 8.7 Hz, 1H), 6.88 
(d, J = 8.7 Hz, 2H), 6.69 (d, J = 2.7 Hz, 1H), 6.53 (dd, J = 8.7, 2.7 H 
z, 1H), 5.71-5.61 (m, 2H), 4.28 (s, 2H), 3.99 (d, J = 2.1 Hz, 1H), 3.98 
(m, 1H), 3.81 (s, 3H), 3.72 (s, 3H), 3.72 (m, 1H), 3.53 (dd, J = 9.9, 2. 
1 Hz, 1H), 3.53-3.35 (m, 3H), 3.18 (m, 1H), 2.70 (m, 1H), 2.60-1.98 (m, 
8H), 1.68 (m, 1H), 1.52-1.26 (m, 3H), 0.95 (t, J = 7.2 Hz, 3H) C 



^-ftftftll fi (21) 
(3R) -l-r-^V-2, 5-v^^V-3- ( (1R) 
1_ (v^n^>-r>-4-^;W -9- (4- (4-*Kn*v-; 

-n^7x/^) y^v^v) -i, 4, [5. 

5] v>7*iJ> • ^lWM 
[1 0 9 4] 



ffi|E# 2003-3074101 




^-v: 512/ 



[1 0 9 5] 

TLC : Rf 0.44 (gm^JU -^=10 : 1) ; 

NMR(CD 3 0D) : 8 7.42 (d, J = 8.7 Hz, 2H), 6.88 (d, J = 8.7 Hz, 2H), 6.85 
(d, J = 8.4 Hz, 1H), 6.56 (d, J = 2.7 Hz, 1H), 6.38 (dd, J = 8.4, 2.7 H 
z, 1H), 5.71-5.61 (m, 2H), 4.28 (s, 2H), 3.99 (d, J = 1.8 Hz, 1H), 3.97 
(m, 1H), 3.72 (m, 1H), 3.69 (s, 3H), 3.53 (dd, J = 9.9, 1.8 Hz, 1H), 3.5 
3-3.35 (m, 3H), 3.18 (m, 1H), 2.70 (m, 1H), 2.60-1.98 (ra, 8H), 1.68 (m, 
1H), 1.52-1.26 (m, 3H), 0.95 (t, J = 7.2 Hz, 3H)o 

mmmfi (2 2) 

(3R) _ 1 _^; W _2, 5-v**V-3- ( (1R) 
! _ (v^n^>x>-4-^;v) tf-fr) -9- (4- (4- 
T < J if^7 5 J %)Vtf~)V) 7i^y) 7x^^f*) -1, 4, 9- 
h'JTf^lfn [5. 5] • 2fiLBfeffi. 

[1 0 9 6] 



mtE# 2003-3074101 



dbl 2002-270849 



^-v: 513/ 



Hb4 8 4] 




[1 0 9 7] 

tlc : Rf o. 19 (?nn : * 9 / : H£I£=10 : l : D ; 

NMR(CD 3 0D) : * 7.93 (d, J = 9.0 Hz, 2H), 7.63 (d, J = 9.0 Hz, 2H), 7.15 
(d, J = 9.0 Hz, 2H), 7.10 (d, J = 9.0 Hz, 2H), 5.67 (s, 2H), 4.36 (s, 2 
H), 4.00 (d, J = 2.0 Hz, 1H), 3.99 (m, 1H), 3.76 (t, J = 5.5 Hz, 2H), 3. 
75 (m, 1H), 3.57-3.42 (m, 4H), 3.38 (t, J = 5.5 Hz, 2H), 3.27 (m, 1H), 2 
.98 (s, 6H), 2.72 (m, 1H), 2.60-2.00 (m, 8H), 1.78-1.30 (m, 4H), 0.95 (t 
, J = 7.0 Hz, 3H)o 



mmm (2 3) 

(3R) _i_^*-2, 5 -v**V-3- ( (1R) -l-*Hn*->- 
i_ ^y^u^yfy-A-^v) -9- (4- (4-^**^- 

,r^7x^y) 7x-****) -1, 4, 9-HJT1f*en [5. 5 

[1 0 9 8] 



tti|E# 2003-3074101 



2002-270849 



^-v: 514/ 



[ft 4 8 5] 




[1 0 9 9] 



TLC : Rf 0.70 (9 n nsfc/UA : ^ 9 J — >v=5 1) *» 

NMR(CD 3 0D) : 5 7.60-7.50 (m, 4H), 7.06-6.97 (m, 4H), 5.66 (brs, 2H), 4. 
32 (s, 2H), 4.00 (d, J = 1.8 Hz, 1H), 3.98 (m, 1H), 3.74 (m, 1H), 3.58-3 
.38 (m, 4H), 3.20 (m, 1H), 2.70 (m, 1H), 2.60-1.92 (m, 8H), 2.12 (s, 3H) 
, 1.70 (m, 1H), 1.52-1.28 (m, 3H), 0.95 (t, J = 7.2 Hz, 3H)o 

(3R) 5 -v**V-3- ( (1R) -l-fcKn*v- 

• 1- (v^n^>-r>-4--r^) -9- (4- 

, V7 ^7x^v) 7x^Mf^) -1, 4, [5. 5 

[110 0] 



miE# 2003-3074101 



2 



002-270849 



^-v: 515/ 



Hfc4 8 6] 



H,C-S 




[110 1] 

tlc : Rf o.74 mm^* : * * y -^=5 : D ; 

NMR(CD 3 0D) : 8 7.50 (d, J = 8.9 Hz, 20. 7.29 (d, J = 8.9 Hz, 2H), 7.07 
(dd, J.- 8.9, 5.1 Hz, 2H), 7.03 (t, J - 8.9 Hz, 2H), 5.67 (s, 2H), 4.28 
(s, 2H), 4.00 (d, J - 2.0 Hz, 1H), 3.96-3.20 (m, 7H), 2.96 (s, 3H) , 2.7 
3-1.28 (m, 13H), 0.96 (t, J = 7.0 Hz, 3H)o 



( 3 R) -l-W-2, s-vW-3- ( C1R) -1-^ B ^" 

H-;v-2-^n7x^y) 7x^;^f^) -1. 4, g-HJT** 

en [5. 5] ?7>TiJ> 
[110 2] 



mtiE# 2003-3074101 




^-v: 516/ 



[110 3] 

TLC : Rf 0.50 (JUt**^ ' j**>>-*=10:1) '» 

NMR(CD 3 0D) : 8 8.00 (d, J = 2.1 Hz, 1H), 7.77 (dd, J = 8.4, 2.1 Hz, Iff 
, 7.60 (d, J = 8.7 Hz, 2H), 7.13 (d, J = 8.4 Hz, 1H), 7.08 (d, J - 8.7 1 
z, 20. 5.71-5.61 (m, 2H), 4.36 (s, 2H), 4.00 (m, 1H), 4.00 (d, J = 2.1 
Hz, 1H), 3.75 (m, 1H), 3.60-3.40 (m, 3H), 3.53 (dd, J = 9.9, 2.1 Hz, 1H 
, 3.22 (m, 1H), 2.91 (s, 3H), 2.71 (m, 1H), 2.60-1.98 (m, 8H), 1.68 (m, 
1H), 1.52-1.27 (d, 3H), 0.95 (t, J = 7.2 Hz, 3H)o 



(3R) -1-7**- 2. 5-v**V-3- ( (1R) -l-*Kn**- 

!_ (i/ ^n^>x>-4-^*) -9- ( 4 - U-^vr^y* 

H'^-2-n^>7x^y) 7^WfiV) -1, 4, 9-h'JTf 

[5. 5] *yyrjj> • 

[110 4] 



{B|E# 2003-3074101 




[110 5] 

tlc : Rf 0.42 mit^'f-vy : ^^y-;v=io: 1) ; 

NMR(CD 3 0D) : a 7.59 (d, J = 2.1 Hz, 1H), 7.49 (d, J = 8.4 Hz, 2H), 7.45 
( dd , J = 8.4, 2.1 Hz, 1H), 7.08 (d, J = 8.4 Hz, 1H), 6.96 (d, J - 8.4 H 
z, 2H), 5.70-5.62 (m, 2H), 4.27 (s, 2H), 4.00 (d, J = 1.8 Hz, 1H), 3.92 
(m, 1H), 3.82 (s, 3H), 3.68 (m, 1H), 3.60-3.32 (m, 3H), 3.54 (dd, J = 9. 
9, 1.8 Hz, 1H), 3.23 (m, 1H), 2.93 (s, 3H), 2.70 (m, 1H), 2.60-1.97 (m, 
8H), 1.68 (m, 1H), 1.52-1.23 (m, 3H), 0.95 (t, J = 6.9 Hz, 3H)o 



sfelfrflilfi (2 7) 

(3R) -i-W-2, 5 -v**V-3- ( (1R) -l-KKn*~>- 
1_ -9- (4- (4-^B-/ne* 

x fcfn [ 5 . 5] ^ yrii > • ttflitt 

[1 10 6] 



2003-3074101 



2002-270849 



^-v: 518/ 



[ft 4 8 91 




[110 7] 



TLC : Rf 0.68 nn^jvA : ^ * / — ;v=i0 : l) ; 

NMR(CD 3 0D) : * 8.52 (t, J - 5.5 Hz, 1H), 7.87 (d, J = 9.0 Hz, 2H), 7.57 
(d, J - 8.5 Hz, 2H), 7.16 (d, J = 8.5 Hz, 2H), 7.08 (d, J = 9.0 Hz, 2H) 
, 5.67 (s, 2H), 4.35 (s, 2H), 4.01 (m, 1H), 4.00 (d, J = 2.0 Hz, 1H), 3. 
75 (m, 1H), 3.55-3.44 (m, 4H), 3.25-3.12 (m, 3H), 2.71 (m, 1H), 2.59-1.9 
7 (m, 8H), 1.76-1.28 (m, 4H), 1.10 (m, 1H), 0.96 (t, J = 7.0 Hz, 3H), 0. 
55-0.49 (m, 2H), 0.30-0.25 (m, 2H)o 



mmm 6(28) 

(3R) -i-y^-2, 5-^^rV-3- ( (1R) -1-^' D ^" 
1- (y?n/^f>-4-^H -9" C4- (4-^W5/* 

7x^;^f;v) -l. 4, g-HJTtfxtfn 

[5. 5] 

[110 8] 



HlgE# 2003-3074101 



^H2 



002-270849 



^-v? : 519/ 



[it A 9 0] 




[110 9] 

TLX : Rf 0.36 (^nn^;vA : ^ 9 J ~;v=io : l) ; 

NMR(CD 3 0D) : a 7.97-7.93 (m, 2H), 7.89-7.83 (m, 4H), 7.70 (d, J = 7.8 H 
z 2H), 5.66 (s, 2H), 4.34 (s, 2H), 4.00 (d, J - 2.4 Hz, 1H), 3.90 (m, 1 
H), 3.70-3.45 (m, 3H), 3.40-3.10 (m, 3H), 2.95 (s, 3H), 2.70 (m, 1H), 2. 
60-2.00 (m, 8H), 1.70 (m, 1H), 1.50-1.25 (m, 3H), 0.95 (t. J - 7.4 Hz, 3 
H)o 



mMMs 9) 

(3R) -i_^-2. 5-*++V-3- ( (IK) 

A,*^^****) ^;v^;v) -1.4. [5 
. 5] ^ynyy • 

[1110] 



ffiSE# 2003-3074101 



002-270849 



^-v: 520/ 



[<fc4 9 1] 




[1111] 

TLC : Rf 0.51 0*fb**-V> *• * * / -A^IO : D > 

NMR(CD 3 0D) : a 7.73 (d, J = 8.4 Hz, 2H), 7.46 (d, J - 8.4 Hz, 2H), 7.37 
(d, J = 8.4 Hz, 2H), 7.31 (d, J - 8.4 Hz, 2H), 5.72-5.61 (m, 2H), 4.32 
(s, 2H), 4.07 (s, 2H), 3.99 (d, J = 1.8 Hz, 1H), 3.99 (m, 1H), 3.75 (m, 
1H), 3.54-3.48 (m, 3H), 3.52 (dd, J - 9.6. 1.8 Hz, 1H), 3.12 (m, 1H), 2. 
89 (s, 3H), 2.70 (m, 1H), 2.60-2.00 (m, 8H), 1.68 (m, 1H), 1.52-1.24 (m, 
3H), 0.94 (t, J = 7.2 Hz, 3H)o 



gSffififtilfi (3 0) 
(3R) -l-T^V-2, 5-***V-3- ( (1R) 
1- (v* 0^7^-4-^) -9- C4- (4-******- 

Xk'n [5. 5] <J>riJ> 
[1112] 



miE# 2003-3074101 



002-270849 



^-v : 521/ 



[ft 4 9 2] 




[1113] 

TLC : Rf 0.53 (&tt^v> : x*/-*=io: 1) ; 

NMR(CD 3 0D) : a 7.46 (d, J = 8.7 Hz, 2H), 7.04 (d, J - 2.4 Hz, 1H), 7.03 
( d , j = 8.7 Hz, 1H), 6.92 (d, J = 8.7 Hz, 2H), 6.87 (dd, J = 8.7, 2.4 H 
z, 1H), 6.74-6.61 (m, 2H), 4.30 (s, 2H), 3.99 (d, J = 2.1 Hz, 1H), 3.98 
(m, 1H), 3.74 (s, 3H), 3.73 (m, 1H), 3.60-3.38 (m, 3H), 3.53 (dd, J = 9. 
9, 2.1Hz, 1H), 3.20 (m, 1H), 2.99 (s, 3H), 2.70 (m, 1H), 2.60-2.00 (m, 
8H), 1.69 (m, 1H), 1.52-1.25 (m, 3H), 0.95 (t, J = 7.2 Hz, 3H) Q 



sgtaftllfi (3 1) 

(3R ) 5-***V-3- ( (IK) -l-*Kn*v- 

5. 5] *7>t*> 

[1114] 



fflSEiRF 2003-3074101 



2002-270849 



^-v?: 522/ 



lib 4 9 3] 



CH 3 



HO 



CH 3 




11115] 

tlc : Rf 0.34 C»4b*f-v> : * * y -;v=io : D ; 

NMR(CD 3 0D) : 5 7.82 (s, 2H), 7.52 (d, J = 8.4 Hz, 2H), 6.86 (d, J = 8.4 
Hz, 2H), 5.66 (s, 2H), 4.30 (s, 2H), 4.00 (d, J - 2.1 Hz, 1H), 4.00 (m, 
1H), 3.70 (m, 1H), 3.60-3.40 (m, 4H), 3.20 (m, 1H), 2.70 (m, 1H), 2.60- 
2.00 (m, 8H), 2.14 (s, 6H), 1.70 (m, 1H), 1.50-1.30 (m, 3H), 0.95 (t, J 
= 6.9 Hz, 3H)o 

(3R) -1- C2-7*--*) -2, 5-v**V-3- ( (1R) 
K n*v-l-v*n^v;v^) -9- (4- ( 4 ->W5/»*# 
^ 7x ^y) -l, 4, 9-h'J7fxen [5. 5] *>x*> 



11116] 



tliliE# 2003-3074101 



#M 2002-270849 ^ I 523/ 



[It 4 9 4] 




[1117] 

|Mf*l5-e»SLfcftt« dOOmg) 
*H';;V7x-^y) (99mg) O^fJVWT^ (3mL) £ 

yi)x.^)\,T<> (O.lmL) s 3«Mfc^H;?A (86mg) £j&nx.* ^ra^T— Bfe 

Hit b v * a*»»u IWIi*tt*fcT*1Mk h u 

-)V= 3 o : 1 - 1 o : 1 ) fcT««U 4 N*ft*3WWU-^->H» 
(64mg) £#^o 

tlc : Rf 0.44 (^no*w : ^ * y-;v=9 : l) ; 

NMR(CD 3 0D) : 5 7.77 (m, 2H), 6.98 (m, 2H), 4.39 (m, 1H), 4.20 (d, J = 1 
.8 Hz, 1H), 4.11 (brt, J = 6.3 Hz, 2H), 4.04-3.88 (m, 2H), 3.71 (m, 1H), 
3.64-3.50 (m, 2H), 3.30-3.17 (m, 3H), 2.89 (s, 3H), 2.73 (m, 1H), 2 .52 
-2.32 (m, 2H), 2.20 (m, 1H), 2.08-1.84 (m, 6H), 1.80-1.61 (m, 4H), 1.75 
(t, J = 2.1 Hz, 3H), 1.36-1.12 (m, 3H), 1.04-0.80 (m, 2H) G 

mm® 8 



tHSE# 2003-3074101 



2 



002-270849 W : 5247 



(3R) 5-V**V-3- ( (1R) 

i-S^n^******) -9- (1- (4- (4 -***7* 

■7*/**) 7*-*> -i. 4, [5. 5] 

[1118] 
Mb 4 9 5] 



CH 3 




[1119] 

N _^ ;V _ 4 _ ( 4 - (1- (4-**V^J*^-l-^)*^) 
7l ;^) ^/XT5K (131 mg) (3mL) £ (2R, 3 

R) _ 2 - ( t -^>^^V7U) - 3 -^OAif^-3-IiF 
nt^n/r/l (117 mg) > W7^/ (0.06 mL) «r*nx, ( 
***i;>-4-4*) xfWV->7-K (0.06 mL) *in*.. 50T5-C-** 
#Lfc. Met, SKft^Cittl (0.5 mL) **n*.. 50W2Wi»t 

ftHLfco #fe*tfcj»* 1. 2 5M (3 mL) £**U 80 

h 7 - OW*^* :^/^=2o:i-io:D fc-c«»u 4N 
T^WM******^** (118mg) ^ #/Zo 



tB|E# 2003-3074101 



9km2 0 0 2-2 7 0 8 4 9 ^ ^-v : 525/ 

TLC : Rf 0.70 Gfrffc* : * * y ~ ;V=5 : D ' 

NMR(CD 3 0D) : 8 7.84 (d, J = 8.7 Hz, 2H), 7.59 (d, J = 8.7 Hz, 2H), 7.15 
(d, J = 8.7 Hz, 2H), 7.08 (d, J = 8.7 Hz, 2H), 4.54 (m, 1H), 4.13 (m, 1 
H), 3.89 (m, 1H), 3.70-3.50 (m, 4H), 3.37-3.20 (m, 2H), 2.91 (s, 3H), 2 
.60-2.35 (m, 3H), 2.16-1.91 (m, 3H), 1.81 (d, J = 6.9 Hz, 3H), 1.75-1.72 
(m, 5H), 1.45-1.14 (ra, 6H), 1.00-0.94 (m, 5H)o 

& PiM 8 ( 1 ) (44) 

N _^ ;v _ 4 _ (4-1- (4-^^V^';v>-l-^^)^ ;V > ? 

^7r/oftfe»n:*St4r r/|»#*fflv^, (2R, 3R) 

-2- (t-^>^>*;V^T^) - 3 -y^A^-3^Ka^ 
IM (1) 

(3R) -1- (2-7"n^) -2, 5-vt^V-3- ( (1R) -1- 
kF n^-l-y^nA^W^) -9- (4- (4 - * T)VT 5 J 
«7x/^y) v^v^v) -l. 4, [5. 5] 

[112 0] 



miE# 2003-3074101 



20 02-270849 



^-v: 526/ 



Hb4 9 6] 



H 3 C-NH 




[112 1] 

TLC : Rf 0.30 (^nn*H : * 9 / — ;v = 10 : 1) *, 

NMR(CD 3 0D) : S 7.84 (d, J = 9.0 Hz, 2H), 7.59 (d, J = 9,0 Hz, 2H), 7.15 
(d, J = 9.0 Hz, 2H), 7.08 (d, J = 9.0 Hz, 2H), 4.41 (m, 1H), 4.37 (s, 2 
H), 4.21 (d, J = 1.8 Hz, 1H), 4.06-3.95 (m, 2H), 3.77 (m, 1H), 3.55- 3.4 
6 (m, 2H), 3.33 (m, 1H), 2.91 (s, 3H), 2.72-2.64 (m, 2H), 2.51-2.19 (m, 
3H), 2.04-1.92 (m, 2H), 1.80-1.65 (m, 4H), 1.34-1.17 (m, 3H), 1.00-0.82 
(m, 2H) 0 



^W|8 (2) 

(3R) -1- (tf'Jy>-l-t*vK-3-^Mf;V) -2, 5-v** 
v _ 3 _ ( (ir) _i_fcKn*S/-l-v?n^*->' l '^ ;V ) ~ 9_ < 4 
_ (4_^ ;l/T 3- ;ij)Vtf~)V7x.;*i<>) 7x-JMfJV) -1, 4, 9- 
HjjfXb'D [5. 5] V>riJ> -iMMiM. 
[112 2] 



ffifE# 2003-3074101 



2002-270849 

[It 4 9 7] 



O 

s 




[112 3] 



TLC : Rf 0.13 (*nn*/l/A : * ?y-)V=10 : 1) ; 

NMR(CD 3 0D) : 8 8.94 (br-s, 1H), 8.74 (d. J = 6.6 Hz, 1H), 8.3.3 (d, J = 
7.8 Hz,. 1H), 7.92 (m, 1H), 7.83 (d, J = 8.7 Hz, 2H), 7.64 (d, J = 8.7 Hz 
, 2H), 7.10 (d, J = 8.7 Hz, 2H), 7.05 (d, J = 8.7 Hz, 2H), 5.13 (d, J = 
17.5 Hz, 1H), 5.05 (d, J = 17.5 Hz, 1H), 4.33 (s, 2H), 4.30 (d, J = 1.8 
Hz. HO. 3.89 (m, 1H), 3.77 (m, 1H), 3.45-3.41 (m, 2H), 3.33 (m, 1H), 2. 
91 (s, SO.- '2. 66 (m, 1H), 2.51-2.48 (m, 2H), 2.17 -2.07 (m, 2H), 1.93 (m 
, 1H), 1.80-1.65 (m, 4H), 1.30-1.17 (m, 3H), 1.00-0.88 (m, 2H)o 

(3R) -1- (tfU -2. 5— 5>** 

V-3- ( (1R) -l-tKn^ry-l-y^A^y^f^) -9- (4 
- ( 4 -^W^^v»7x^v) 7*^**+*) -1. 4, 9- 

hijrt^tfn [5. 5] • 

[1 1 2 4] 




^~v: 527/ 



HiSE# 2003-3074101 



002-270849 



v : 528/ 



[ft 4 9 8] 




[112 5] 



TLC : Rf 0. 13 (^nn*w: * * ^ -;v=10 : 1) 

NMR(CD 3 0D) : * 8.59 (m, 1H), 7.85 (m, 2H), 7.83 (d. J = 8.7 Hz, 2H), 7. 

63 (m, MO. 7.56 (d, J = 8.7 Hz, 2H), 7.12 (d, J - 8.7 Hz, 2H), 7.05 (d, 
J = 8.7 Hz, 2H), 5.00 (m, 2H), 4.35 (s, 2H), 4.30 (d, J = 1.8 Hz, 1H ), 
3.95 (m, 1H), 3.82 (m, 1H), 3.50-3.43 (m, 2H), 3.33 (m, 1H), 2.90 (s, 3 

H), 2.59 (m, 1H), 2.50-2.24 (m, 3H), 2.09-1.90 (m, 2H), 1.80-1.60 (m, 4H 

), 1.28-1.17 (m, 3H), 1.00-0.88 (m, 2H)o 



(3R) -1- (2- (N, N-^W^) "2, 5-***V 

_ 3 _ ( (1R) Kn^y-l-v^nA^->;^f;v) -9- (4- 

(i-^W^^^x;^) 7x^MfiV) -1, 4, 9-b 
i; y*?7s tfn [ 5 . 5 ] vf* ^ • 2 ttflltt 
[112 6] 



ffifiE# 2003-3074101 



002-270849 



^-v : 529/ 



[ft 4 9 91 




[112 7] 

TLC : Rf 0.08 (^nn*W *. * 9 /— ^=5 : 1) '» 

NMR(CD 3 0D) : * 7.84 (d, J = 9.0 Hz, 2H), 7.67 (d, J = 8.5 Hz, 2H), 7.12 
(d, J = 8.5 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.36 (s, 2H), 4.23 (d, J 
-1.5 Hz. 1H), 4.01-3.90 (m, 3H), 3.72 (m, 1H), 3.50-3.44 (m, 2H), 3.33 

-3.24 (m, 3H), 3.00 (s, 3H), 2.96 (s, 3H), 2.91 (s, 3H), 2.59-2.43 (m, 3 

H), 2.17-1.94 (m, 3H), 1.80-1.65 (m, 4H), 1.35-1.15 (m, 3H), 1.03-0.82 ( 

m, 2H) 0 



(3R) -l-^;V-2, 5-V**V-3- ( (1R) -1-^KH^v- 
l-s^u^******) -9- (4- (4->W5^^7xy 
7 "I, 4, [5. 5] 

mm. 

[112 8] 



fcBiE# 2003-3074101 



2 0 0 2 



2 7 0 8 4 9 



• 



^-v: 530/ 



Ut5 0 0] 



H 3 C— NH 




[112 9] 

TLC : Rf 0.37 (^nn*w : ^ ? /-;v=l0 : l) ; 

NMR(CD 3 0D) : <S 7.84 (d, J = 8.8 Hz, 2H), 7.61 (d, J = 8.5 Hz, 2H), 7.14 
(d, J = 8.5 Hz, 2H), 7.07 (d, J = 8.8 Hz, 2H), 4.36 (s, 2H), 4.15 (d, J 
= 2.0 Hz, 1H), 3.99 (m, 1H), 3.78-3.59 (m, 2H), 3.48-3.44 (m, 2H), 3.36 
(ni, 1H), 3.28 (m, 1H), 2.91 (s, 3H), 2.54-2.36 On. 3H), 2.15-1.93 (m, 3 

H), 1.80-1.65 (m, 4H), 1.34-1.15 (m, 6H), 1.00-0.86 (m, 2H) Q 

(3R) -i-y^n^nif;v^;v-2 ( 5-v**V-3- ( (1R) -1 
-HFn^y-l-v?nA^)Mf;v) -9- (4- {A-*^*T^J* 
^•-;V7x^V) y^**+») -I, 4, 9-b'J7f^'n [5. 5 

[113 0] 



ffifiE# 2003-3074101 




[113 1] 



TLC : Rf 0.39 (*nn*;l/£ : tfS-^lO : 1) ; 

NMR(CD 3 0D) : 8 7.84 (d. J - 9.0 Hz, 2H), 7.58 (d, J = 8.5 Hz, 2H), 7.15 
(d, J = 8.5 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.36 (s, 2H), 4.20 (d, J 
= 2.0 Hz, 1H), 4.00 (m, 1H), 3.77 (m, 1H), 3.56-3.40 (m, 3H), 3.34 (m, 
1H), 3.20 (m, 1H), 2.91 (s, 3H), 2.53-2.48 (m, 2H), 2.29-2.16 (m, 2H), 2 
.03-1.91 (m, 2H), 1.76-1.60 (m, 4H), 1.39-1.19 (m, 3H), 1.05-0.88 (m, 3H 
), 0.53-0.36 (m, 4H) Q 



l» (7) 

(3R) -1- (2-7x^^xf;V) -2, 5-^**V-3- ( ( 1 R) ~ 
l-tpn^-l-v^^W^ -9- (4- (4-^f*T^ 
*;v^;V7x^y) 7*.^*+*) -1. 4, 9-h^T^xtfn [5. 
5] >TiJ y - iMBM 
[113 2] 



tB|E# 2003-3074101 



2002-270849 



^-v: 532/ 



Ht5 0 2] 




[113 3] 



TLC : Rf 0.42 n n*;VA : ^ * / — ^=10 *. 1) "» 

NMR(CD 3 0D) : 8 7.84 (d, J = 9.0 Hz, 2H), 7.57 (d, J = 8.5 Hz, 2H), 7.33 
-7.17 (m, 5H), 7.15 (d, J = 9.0 Hz, 2H), 7.07 (d„ J = 8.5 Hz, 2H), 4.35 
(s, 2H), 4.23 (d, J = 2.0 Hz, 1H), 4.03 (m, 1H), 3.75 (m, 1H), 3.55-3 .3 
7 On. 3H), 3.23 (m, 1H), 3.02 (m, 1H), 2.91 (s, 3H), 2.74 (m, 1H), 2.51- 
2.46 (m, 2H), 2.28 (m, 1H), 2.14-1.97 (m, 3H), 1.80-1.65 (m, 4H), 1.39-1 
.15 (m, 4H). f 1.05-0.88 (m, 2H)o 



tttllS (8) 

(3R) -l-***-2, 5-v**V-3- ( (1R) 
l-*,**^******) -9- (4- (4-^W^**#-^^ 
*v) -l, 4, 9-h'J7fxen [5. 5] *>r*i 

[113 4] 



BU^ 2003-3074101 




[113 5] 



TLC : Rf 0.32 (^onW : ;**/-;v=io: 1) ; 

NMR(CD 3 0D) : d 7.84 (d, J = 8.7 Hz, 2H), 7. 59 (d, J = 8.7 Hz, 2H), 7.15 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.37 (s, 2H), 4.17 (d, J 
= 2.0 Hz, 1H), 3.98 (m, 1H), 3.78 (m, 1H), 3.49-3.46 (m, 2H), 3.25 ( dd 
, J =9.6, 2.0 Hz, 1H), 2.95 (s, 3H), 2.91 (s, 3H), 2.57-2.35 (m, 3H), 2 
.12-1.95 (m, 3H), 1.80-1.65 (m, 4H), 1.34-1.15 (m, 3H), 1.00-0.87 (m, 2H 

)o 

m-tismz (9) 

(3R) ( 3 -tKodry7'f^) -2, 5-5>**V-3- ( ( 1 R) 

_ 1 -y. Kn^v- 1 -*/9W^**/fr***) -9- (4- (4-^;VT^ 
y*^;V7x^v') 7x^Mf;V) -1, 4, 9 - h U TV* [5 

. 5] ^yTijy • 

[113 6] 



tBIE# 2003-3074101 



002-270849 



^-v : 534/ 



[it 5 0 4 ] 




[113 7] 

TLC ' Rf 0.24 (^nn*W *. * * /-^=10 : D '» 

NMR(CD 3 0D)': d 7.85 (d, J = 8.7 Hz, 2H), 7.59 (d, J = 8.7 Hz, 2H), 7.15 
(d, J = 8.7 Hz, 2H), 7.08 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4.16 (d, J 
= 3 6, 2.0 Hz, 1H), 4.02 (m, 1H), 3.88-3.74 (m, 2H), 3.60 (m, 1H), 3 .5 
0-3.43 (m, 2H), 3.38 (m, 1H), 3.27 (dd, J - 9.6, 2.0 Hz, 1H), 2.91 (s, 3 
H), 2.59-2.33 (m, 3H), 2.15-1.93 (m, 4H), 1.80-1.65 (m, 5H), 1.35-1.15 ( 
m, 6H), 1.01-0.87 (m, 2H)o 



gjfe£jL8 Q 0^ 

(3R) -1- (2- -2, 5-yt*V-3 

_ ( (1R) -i-tFn^y-l-v^A^y^fiV) -9- (4- (4 
_^ ;V7;n ,Wf^7x^v) 7x^^f)V) -1, 4, 9-h^T 

*f*lfn [5. 5] *7 >f"*J> • 
[113 8] 



j±ilE#2 003-3074101 



002-270849 



^--y I 535/ 



[flS5 0 51 




[113 9] 

TLC : Rf 0.55 <M.{t**l'> ' *9 J D 

NMR(CD 3 0D) : 8 8.98 (m, HO. 8.78-8,73 (m, 2H), 8.05 (dd, J - 7.5. 6.0 
Hz, 1H), 7.84 (d, J - 8.7 Hz, 2H), 7.69 (d, J = 8.7 Hz, 2H), 7.12 (d, J 
- 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4.22 (d, J - 2 .1 
Hz, 1H), 4.09-3.72 (m, 3H), 3.63-3.41 Cm, 3H), 3.33-3.10 (m, 3H), 2.91 
(s, 3H), 2.86 (m, 1H), 2.62 (m, 1H), 2.44 (m, 1H), 2.19-1.97 (m, 3H), 1. 
80-1.65 (m, 4H), 1.39-1.15 On, 3H), 1.03-0.87 (m, 2H)o 



(3R) -1- (2- (^)y>-l-^H'-3-^V) x**) -2, 5 
_^*y_3- ( (1R) - 
9- (4- (4-^W^*^7x;^) 7x^^f^) -1. 

i4> - 9 _i,ij7f^en [5. 5] *?yrny • 

[114 0] 



m«E# 2003-3074101 



Jj^^ 0 0 2 - 2 7 0 8 4 9 ^ ^-v : 536/ 

Hb5 0 6] 




[114 1] 

TLC : Rf 0.12 (?nn*M : ^ * y — ;v=l0 : 1) ; 

NMR(CD 3 0D) : 8 8.89 (s, 1H), 8.68 (d, J = 7.8 Hz, 1H), 8.31 (d, J = 7.8 
Hz, 1H), 7.88 (m, 1H), 7.84 (d, J = 8.7 Hz, 2H), 7.66 (d, J = 8.7 Hz, 2 

H), 7.13 (d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4. 

21 (d, J = 1.8 Hz, 1H), 4.00 (m, 1H), 3.85-3.70 (m, 3H), 3.54-3.42 (m, 2 

H), 3.30-3.00 (m, 3H), 2.91 (s, 3H), 2.75 (m, 1H), 2.58-2.43 (m, 2H), 2. 
19-1.96 (m, 3H), 1.80-1.70 (m, 4H), 1.38-1.15 (m, 3H), 1.05-0.87 (m, 2H 



) 



o 



(12) 



(3R) _ x _ ( 2 - (2--7°a^-;V^^rV*;V^-^T^/) itA') -2 
f 5 _^*y_ 3 - ( (1R) -l-KKn^-l-^n^wf* 
) -9- (4- (4-^W^*^V7x/^» 7x-;V^^) - 

Xj 4> 9 _ > v r-f tfT 3 [5. 5] *7>rJjy- 

[114 2] 



2003-3074101 




[114 3] 

TLC : Rf 0.44 (Jlft^fV> : ^^-^io: 1) ; 

NMR(CD 3 0D) : § 7.85 (d, J = 8.7 Hz, 2H), 7.62 (d, J = 8.4 Hz, 2H), 7.14 
(d, J = 8.4 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 5.91 (m, 1H), 5.28 (m, 1 
H), 5.15 (m, 1H), 4.52 (d, J = 5.1 Hz, 2H), 4.36 (s, 2H), 4.17 (d, J = 1 
.8 Hz, 1H), 3.99 (m, 1H), 3.82-3.53 (m, 2H), 3.52-3.17 (m, 6H), 2.91 (s, 
3H), 2.70-2.25 (m, 3H), 2.18-1.87 (m, 3H), 1.85-1.60 (m, 4H), 1.41-1.10 
(m, 3H), 1.04-0.80 (m, 2H)o 

mmm a 3) 

(3R) -l-^;v-2, 5 -v**V-3- ( (1R) -l-*Kn*v- 
i-^n^v^^v) -9-7x^^-1, 4, 9->V7f^f 

n [5. 5] <o>rijy -Mm& 

[114 4] 



ffifiE# 2003-3074101 



1^ 



002-270849 



^-v : 538/ 



[4b 5 0 8] 



< ^~"^ — N 




■HCI 



[114 5] 



TLC : Rf 0.54 CH**** : * 9 : 1) ; 

NMR(CD 3 0D) : S 7.58-7.49 (m, 5H), 4.36 (s, 2H), 4.15 (d, J = 2.0 Hz, 
), 4.00 (m, 1H), 3.75 (m, 1H), 3.61 (m, 1H), 3.46-3.42 (m, 2H), 3.33-3.2 
5 (m, 2H), 2.49-2.23 (m, 3H), 2.16-1.92 (m, 3H), 1.80-1.63 Cm. 4H), 1.3 
4-1.15 (m, 6H), 1.00-0.86 (m, 2H) 0 



M-tiem 8 (14) 

(3R) _ 1 _^;v-2, 5-y**V-3- ( (1R) -1-^'^- 

n [5. 5] *7-s7*> ■ 
[114 6] 
Hb5 0 9] 




[114 7] 



ffifE# 2003-3074101 



002-270849 



539/ 



TLC : Rf 0.45 CH*^* : 9 J -^=4 : 1) ; 

NMR(CD 3 0D) : a 7.58-7.48 (m, 5H), 4.36 (s, 2H), 4.16 (d, J = 2.0 Hz, 1H 
), 3.98 (m, 1H), 3.78 On. 1H). 3.47-3.43 fan. 2H), 3.25 (dd. J = 9.6, 2.0 
Hz, 1H), 2.94 (s, 3H), 2.59-2.35 (m, 3H), 2.10-1.93 (m, 3H), 1.80-1. 66 
4H). 1.33-1.14 (m, 3H), 1.00-0.86 (ra, 2H) D 



(3R ) _i_ ( 2 -^^;VT^/*^^^ J -^ ;V/ ) ~ 2 > 5-^**V-3 
- ( (1R) -9- (4- (4 

-^wu*^7xy^» 7x-wfjv) -l, 4, 

*f;*t£n [5. 5] • 
[114 8] 
Hb5 1 0] 



H 3 C 




[114 9] 



TLC : Rf 0.50 (?nn*w : ^ : H*=20 : 4 : l) ; 

NMR(CD 3 0D) : a 7.84 (d, J = 8.7 Hz, 2H), 7.58 (d, J = 8.7 Hz, 2H), 7.15 
( d , J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.37 (s, 2H), 4.16 (d, J 
= 1.8 Hz, 1H), 3.99 (m, 1H), 3.85-3.63 (m, 2H), 3.58-3.42 (m, 3H), 3.26 
( d , J = 9.9, 1.8 Hz, 1H), 2.91 (s, 3H), 2.70 (s, 3H), 2.62 (m, 1H), 2.5 

5-2.20 (m, 4H), 2.18-1.90 (m, 3H), 1.85-1.60 (m, 4H), 1.40-1.05 (m, 3H), 



tBSE# 2003-3074101 



002-270849 



^- v : 540/ 



1.05-0.80 (m, 2H). 



.(16) 



(3R) -1- (3-^W^*^^t» -2, 5-v**V~ 
3 _ ( (1R ) -l-t: Kn*'>-l->^nA^v^f^) ~ 9_ (4_ ( 
^^^^.y^^-^xy^y) 7x^MfJV) -1, 4, 9 - b 'J 

T^tfn [5. 5] ^f^-SIi 
[115 0] 
Hb5 1 1] 



CH, 



HN 




[115 1] 

TLC : Rf 0.52 na*W ; *9 /-fr: 1^=20 : 4 : 1) ; 

NMR(CD 3 0D) : § 7.84 (d, J - 9.0 Hz, 2H), 7.61 (d, J = 8.7 Hz, 2H), 7.15 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.37 (s, 2H), 4.16 (d, J 
- 1.8 Hz, 1H), 4.00 (m, 1H), 3.76 Cm, 1H), 3.58-3.43 (m, 3H), 3.30-3.20 
On, 3H), 2.91 (s, 3H), 2.72 (s, 3H), 2.63-2.21 (m, 5H), 2.20-1.85 (m, 4 

H), 1.85-1.60 (m, 4H), 1.40-1.12 (m, 3H), 1.05-0.80 (m, 2H)o 



» (1 7) 



(3R) 



( 2 -y7;xf^) -2, 5-5>**V-3- ( (1R) -1 



ffiSE# 2003-3074101 



002-270849 



541/ 



; v^7xy^» 7x.^f;H _i, 4, 9- burden [5. 5 

[115 2] 
Mfc5 1 2] 




[115 3] 

TLC : Rf 0.37 : * * -^=10 : D ; 

NMR(CD 3 0D) : 5 7.84 (d, J = 9.0 Hz, 2H), 7.59 (d, J = 9.0 Hz, 2H), 7.15 
(d, J = 9.0 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.37 (s, 2H), 4.20 (d, J 
= 2.1 Hz, 1H), 4.01 (m, 1H), 3.86-3.70 (m, 2H), 3.64-3.44 (m, 3H), 3.27 
(dd, J = 9.6, 2.1 Hz, 1H), 2.91 (s, 3H), 2.88-2.72 (m, 2H), 2.58-2.15 ( 

m, 4H), 2.08-1.88 (m, 2H), 1.84-1.62 (m, 4H), 1.41-1.11 (m, 3H), 1.05-0. 

80 (m, 2H) 0 



(1 8) 

(3R) 5— S>**V-3- ( (1R) 

n^-i-^n^v;^^) -9- (4- 

;1 , 7l ^-» 7x-;^f^) -1, 4, [5. 5] W 



[115 4] 



ffiiE#2 003-3074101 



002-270849 



^-v: 542/ 



Ht5 1 3] 




[115 5] 

tlc : Rf o.5i W4t*ri'> : **/->v=io: D ; 

NMR(CD 3 0D) : a 7.84 (d, J = 8.7 Hz, 2H), 7.56 (d, J = 8.7 Hz, 2H), 7.14 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.30 (s, 2H), 4.18 (d, J 
= 2.4 Hz, 1H), 3.79 (m, 1H), 3.64-3.40 (m, 4H), 2.91 (s, 3H), 2.80-2.48 
(m, 3H), 2.35-2.15 (m, 2H), 1.98 (m, 1H), 1.82-1.60 (m, 5H), 1.40-1.09 
(m, 3H), 1.09-0.83 (m, 4H), 0.82-0.66 (m, 2H)o 



sfe-ffijfUa M 9) 

(3R) _ 1 _^^v;^-2, 5-V**v-3- ( (1R) -l-t:K 
-i-^n^v;^*) -9- (4- (4-^W^**#- 
S**s) -1, 4, [5. 5] 

• mm. 

[115 6] 



tatiE# 2003-3074101 




[115 7] 



TLC : Rf 0.53 mi***'* * ~*=10 1 D ; 

NMR(CD 3 0D) : 5 7.84 (d. J - 8.7 Hz, 2H), 7.59 (d, J - 8.7 Hz, 2H), 7.14 
(d, J - 8.7 Hz, 2H), 7.07 (d, J - 8.7 Hz, 2H), 4.36 (s, 2H), 4.15 (d, J 
= 1.8 Hz, 1H), 3.99 (m, 1H), 3.75 (m, 1H), 3.59-3.42 (m, 3H), 3.33-3.10 
On, 2H), 2.91 (s. 3H), 2.55-2.24 (m, 3H), 2.18-1.87 (m, 3H), 1.83-1.62 
(m, 5H), 1.50-1.10 (m, 10H), 1.05-0.80 (m, 5H)o 



mm * (2 0) 

(3R) -l-^7T)V-2, 5-***V-3- ( (1R) -l-*Vu**s 
-i-^fU^SlVtTfr) -9- (4- (4^W^***^* 
y^^JV) -1, 4, C5. 5] *>T*> 



[115 8] 



mtm2 003-3074101 




[115 9] 

tlc : Rf 0.53 : **/-*=io: l) ; 

NMR(CD 3 0D) : 8 7.85 (d, J = 8.7 Hz, 2H), 7.61 (d, J = 8.7 Hz, 2H), 7.14 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4.16 (d, J 
= 2.1 Hz, 1H), 3.99 (m, 1H), 3.75 (m, 1H), 3.59-3.42 (m, 3H), 3.33-3.05 
(m, 2H), 2.91 (s, 3H), 2.60-2.26 (m, 3H), 2.18-1.88 (m, 3H), 1.82-1.60 
(m, 5H), 1.52-1.08 (m, 12H), 1.05-0.80 (m, 5H)o 



(2 1) 



(3R) -1- (2, 2, 2-h 1 J7^tnxfjV) -2, 5-v**V-3 
^;V75;*^^7xy^fV) 7 -1, 4, 9 - 

xfn [5. 5] 

[116 0] 



003-3074101 




[116 1] 

TLC : Rf 0.51 m^^> : p«^/-^=io:i) ; 

NMR(CD 3 OD) : 8 7.84 (d, J = 8.7 Hz, 2H), 7.59 (d, J = 8.7 Hz, 2H), 7.15 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.43 (m, 1H), 4.36 (s, 2 
H), 4.30 (d, J = 2.1 Hz, 1H), 4.18-3.92 (m, 2H), 3.74 (m, 1H), 3.56-3.42 
(m, 2H), 3.35 (dd, J = 9.6, 2.1 Hz, 1H), 2.91 (s, 3H), 2.58 (m, 1H), 2. 
43-2.11 (m, 3H), 2.02 (m, 1H), 1.89 (m, 1H), 1.84-1.60 (m, 4H), 1.40-1.0 
6 (m, 3H), 1.05-0.80 (m, 2H)o 

stalls (2 2) 
(3R) -1-^-2, 5-***V-3- ( (1R) 
l—>^U^v;V^^;V) "9- (4- (4-^W^T</7x> 

^ 4 , g-fvrf^tfa [5. 5] *>r*>-mm. 

[116 2] 



tB|iE# 2003-3074101 



002-270849 



546/ 



UtS 1 7] 



O 




[116 3] 



TLC : Rf 0.26 * * ✓ -*=10 *. D ; 

NMR(d 6 -DMS0) : 5 7.18 (d, J = 9.0 Hz, 2H), 6.92 (d, J = 9.0 Hz, 2H), 4 
16 (d, J = 2.1 Hz, 1H), 4.04 (t, J = 5.7 Hz, 2H), 3.96 (m, 1H), 3.70 fa. 
1H), 3.62-3.48 (m, 3H), 3.30-3.15 (m, 4H), 2.87 (s, 3H), 2.60-2.30 (m, 
3H), 2.20-1.60 (m, 12H), 1.50-1.10 (m, 6H), 1.00-0.80 (m, 2H), 0.97 (t, 
J = 6.9 Hz, 3H) 0 



mm (23) 

(3R) -1-7*^-2, 5-V**V-3- ( (1R) -l-fcH***- 

1 - i ,9u*.**,»*+a,) -9- (5-U'n^^y>-2-^M^ 
) -1, 4, 9- b';T-«f Xtfn [5. 5] *J>r*> • 2fi«tt 
[116 4] 



ffiliE^ 2003-3074101 



002-270849 



^-v: 547/ 



[it 5 1 8] 




[116 5] 



TLC : Rf 0.27 (^nn^jvA : ^ 9 7—^=10 : i) ; 

NMR(CD 3 0D) : a 8.39 (m. 1H), 8.02-7.88 On. 1H), 7.82-7.66 (m, 1H). 4.55 
(s, 2H). 4.15 (d, J = 2.1 Hz, 1H). 4.08 On, 1H), 3.82 (m. 1H), 3.64-3.4 
2 (m. 3H), 3.38-3.18 (m, 2H), 2.74-2.36 («, 3H). 2.20-1.84 On, 3H), 1.82 
-1.56 (m, 5H), 1.54-1.06 (m, 6H), 1.04-0.80 (m. 2H), 0.95 (t, J - 6.9 Hz 
, 3H)„ 



5MBIIS (2 4) 

(3R) -x--r**-2, 5-v**V-3- ( (1R) -1-KKO* 
l->^ D ^->;^f-)V) -9- (5- (5-EKatvei)^-2- 

5] *?V7*ii y ' 3 ifijgi* 
[116 6] 



HiiE#2 003-3074101 



[ft 5 1 9] 



2002-270849 



^-v : 548/ 



HO 




[116 7] 



TLC : Rf 0.23 (^nn*^ : * 9 J -^=10 : 1) ; 

NMR(CD 3 0D) : 8 8.60 (m, 1H), 8.37 (m, 1H), 8.08-7.98 (m, 2H), 7.80-7.64 
(m, 2H), 5.53 (s, 2H), 4. 50 (s, 2H), 4.16 (d, J = 2.4 Hz, 1H), 4.06 (m, 
1H), 3.82 (m, 1H), 3.64-3.42 (m, 3H), 3.40-3.18 (m, 2H), 2.72-2.26 (m, 

3H), 2.20-1.84 (m, 3H), 1.82-1.58 (m, 5H), 1.56-1.06 (m, 6H), 1.04-0.80 

(m, 2H), 0.96 (t, J = 7.2 Hz, 3H)o 

mmM3 (2 5) 

(3R) -\-y^)V-2, 5-V**V-3- ( (1R) -l-*Kn*v- 
l-^u^v^^V) -9- (4- (N-^V-N-^****-* 
7 = /) 7*-**+*) -I, 4, [5. 5] *>T*> 

[116 8] 



mfflft 2003-3074101 



002-270849 



s*-*J I 549/ 



[ft 5 2 0] 




TLC : Rf 0.36 (^nn^)^ : ;* ?y-;v=io : i) ; 

NMR(CD 3 0D) : S 7.62 (d, J = 8.4 Hz, 2H), 7.55 (d, J = 8.4 Hz, 2H), 4.3 
(s, 2H), 4.15 (d, J = 1.8 Hz, 1H), 4.00 (m, 1H), 3.76 (m, 1H), 3.58-3. 
0 (m, 3H), 3.38-3.14 (m, 2H), 3.33 (s, 3H), 2.91 (s, 3H), 2.58-2.24 (m, 
3H), 2.18-1.84 (m, 3H), 1.82-1.56 (m, 5H), 1.50-1.06 (m, 6H), 1.04-0.8C 
(m, 2H), 0.95 (t, J = 7.2 Hz, 3H)o 



(3R) - 1 -^y^)V-2, 5-y**V-3- ( (1R) - 1 ~ ^ F 
7x^^Mf;V) -1, 4, 9->'JT^Xtfn [5. 5] * > 

[117 0] 



ffi8E# 2003-3074101 



002-270849 



*— a J: 550/ 



Hb5 2 1] 



H 3 C 




[117 1] 

TLC : Rf 0.52 (Mit**^* : * /-^=10 : 1) ; 

NMR(CD 3 0D) : a 7.84 (d, J - 8.7 Hz, 2H), 7.60 (d, J - 8.7 Hz, 2H), 7.15 
(d, J - 8.7 Hz, 2H), 7.07 (d, J - 8.7 Hz, 2H), 4.36 (s, 2H), 4.15 (d, J 
= 2.4 Hz, 1H), 4.00 (m, 1H), 3.75 (m, 1H), 3.59-3.41 (m, 3H), 3.30-3.12 
(m, 2H), 2.91 (s, 3H), 2.56-2.24 (m, 3H), 2.18-1.88 (m, 3H), 1.84-1.60 
(m, 5H), 1.54-1.06 (m, 8H), 1.04-0.80 (m, 2H), 0.92 (t, J - 6.6 Hz, 3H) 



mtssM s ( 2 7 ) 

(3R) -l-^f-^-2, 5— 2^**V-3 

-9 - (4- (4 

5. 5] *7>7*1i> • iMWM. 
[117 2] 



( (1R) -l-fcKn*v- 
1, 4, [ 



ttiSE# 2003-3074101 



2002-270849 



^-v: 551/ 



[it 5 2 2] 




TLC : Rf 0.51 (^nn*H : * ?/-;v=10 : l) ; 

NMR(CD 3 0D) : S 7.57 (d, J = 8.7 Hz, 2H), 7.45 (d, J = 8.7 Hz, 2H), 7.11 
(d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H), 4.34 (s, 2H), 4.15 (d, J 
= 2.1 Hz, 1H), 4.00 (m, 1H), 3.72 (m, 1H), 3.60-3.38 (m, 3H), 3.36-3.12 
(m, 20.. 3.30 (s, 3H), 2.91 (s, 3H), 2.58-2.24 (m, 3H), 2.20-1.84 (m, 3 

H), 1.82-1.58 (m. 5H), 1.54-1.06 (m, 6H), 1.04-0.80 (m, 2H), 0.95 (t, J 

= 7.2 Hz, 3H) 0 

$zmmz (2 8) 
(3R) -1-^^-2, 5-y^V-3- ( (1R) 
x _v/^n^^v;l/^"f-;v) -9- (5 -J^frT * J U)V-tf-)V\Z V VV- 2 
-4)\,**f-)V) -1, 4, [5. 5] <J>f*V-2«i« 

[117 4] 



ffiSE# 2003-3074101 



002-270849 



v : 552/ 



[itS 2 3] 



H 3 C O 




■2HCI 





^H 3 


r 


A/ N " 


N 










[117 5] 

TLC : Rf 0.28 (?nu*;VA : * ? S-)V = 10: 1) ; 

NMR(CD 3 0D) : 9 9.01 (m, 1H), 8.28 (m, 1H), 7.65 (m, 1H), 4.61 (s, 2H), 
4 16 (d, J = 1.8 Hz, 1H), 4.04 (m, 1H), 3.84 (m, 1H), 3.64-3.46 (p. 3H), 
3.30-3.18 (m, 2H), 2.95 (s, 3H), 2.64-2.32 (m, 3H), 2.20-1.84 (m, 3H), 
1.82-1.58 (m, 5H), 1.56-1.04 (m, 6H), 1.02-0.80 (m, 2H), 0.98 (t, J = 7. 
2 Hz, 3H)o 



iM^ (2 9) 

(3R) -l-^V-2, 5 -v**V-3- ( (1R) -l-^KH^rv- 
i-s,*n^****MO -9- (i-7x^i«^y>-4- 

^ V ^,V) _l, 4, 9-hV7f^n [5. 5] 
[117 6] 



ffi|E# 2003-3074101 



ij^P 002-270849 



^-v: 553/ 



Mb 5 2 4] 




[117 7] 

TLC : Rf 0.34 nn^M \ *9 J — ;v=10 : 1) ; 

NMR(CD 3 0D) : 8 7.56-7.34 (m, 5H), 4.64 (s, 1H), 4.16 (d, J = 2.1 Hz, 1H 
), 3.98 (m, 1H), 3.86-3.44 (m, 5H), 3.40-2.82 (m, 5H), 3.10 (d, J = 6.3 
Hz, 2H), 2.64 (m, 1H), 2.58-2.38 (m, 2H). 2.36-1.58 (m, 11H), 1.56-1.06 
(m, 8H), 1.04-0.80 (m, 2H), 0.96 (t, J = 7.2 Hz, 3H)o 



mMM3 (3 0) 

(3R) -1- (2-7^-*) "2, 5-***V-3- ( (1R) -1"^ 
Ko^-l-v^A^f^) -9- (4- (4-^;V75/*^ 
,;v7xy^) 7^;v^;v) -i, 4, 9-f')7fxen [5. 5] * 

[117 8] 



ffiBE# 2003-3074101 



002-270849 



^-v: 554/ 



Mb 5 2 5] 



CH 3 




[117 9] 



TLC : Rf 0.50 (WtVJ' * * y -A"=10 : D ; 

NMR(CD 3 0D) : 5 7.84 (d, J = 9.0 Hz, 2H), 7.59 (d, J = 8.7 Hz, 2H), 7.15 
(d J - 8.7 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.39-4.33 (m, 1H), 4.37 
(s 2H), 4.20 (d, J = 2.4 Hz, 1H), 4.03-3.94 (m, 20. 3.80-3.72 (m, 1 H) 
3.55-3.45 (m, 2H), 3.33 (m, 1H), 2.91 (s, 3H), 2.69 (m, 1H), 2.49-2.18 
(m, 3H), 2.04-1.92 (m, 2H), 1.80-1.64 (m, 7H), 1.40-1.14 (m, 3H), 1.05- 
0.85 (m, 2H)o 



(3R) -1- (3-7*^*) -2, 5-v**V~3- ( (1R) -i-^ 
K n^-l-^n^->^f)V) -9- (4- U-^T^*** 
^V7x;^) 7x,^f^) "I, 4, [5. 5] * 

[118 0] 



tBSE#2 003-3074101 




[118 1] 

tlc : Rf 0.50 (*jrfb^v> : **/-;v=io:D ; 

NMR(CD 3 0D) : S 7.84 (d, J - 8.4 Hz, 2H), 7.59 (d, J - 8.9 Hz, 2H), 7.15 
(d, J - 8.4 Hz, 2H), 7.07 (d, J = 8.9 Hz, 2H), 4.37 (s, 2H), 4.17 (d, J 
= 2.1 Hz, 1H), 4.01 (m, 1H), 3.79-3.65 (m, 2H), 3.50-3.37 (m, 3H), 3 .2 

7 (m, 1H), 2.91 (s, 3H), 2.61-1.60 (m, 13H), 1.35-1.15 (m, 3H), 1.00-0.8 

7 (m, 2H)o 



(3R) -I" (3-7^-*) -2, 5-V**V-3- ( (1R) -1-^ 
KD^>-l-^n^y^f;v) -9- (4- 

^ 7l ^v) 7*^****) -1, 4, [5. 5] * 



[118 2] 



ffifiE#2 003-3074101 



002-270849 



^- v : 556/ 



[ft 5 2 7] 



,CH 2 




[118 3] 

tlc : Rf 0.55 <Mto**i'> : *9/-*"=i0'.D ; 

NMR(CD 3 0D) : 8 7.84 (d, J - 8.7 Hz, 2H), 7.59 (d, J = 8.7 Hz, 2H), 7.14 
(d, J - 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 5.83 (m, 1H), 5.15-5.03 
(p/jSO. 4.36 (a, 2H), 4.16 (d, J - 2.1 Hz, 1H), 3.99 (m, 1H), 3.75 ( m, 
1H), 3.59-3.46 (m, 3H), 3.33-3.25 (m, 2H), 2.91 (s, 3H), 2.51-1.65 (m, 
12H), 1.34-1.15 (m, 3H), 1.00-0.87 (m, 2H) C 



(3R) -1- (2-^^^) -2, 5-yt^rV-3- ( (1R) -1 
-tKn^y-l-^n^yWf;V) -9- (4- U-^A'T^* 
»W7*S*'s) y^»*+*>) -1. 4, [5. 5 

] y yTft y - 

[118 4] 



mSE#2 003-3074101 



fl^O 02-270849 



^-v I 557/ 



[its 2 8] 




[118 5] 

TLC : Rf 0. 50 (Mit* * ^ v • * * y - A"- 10 : D : 

NMR(CD 3 OD) : a 7.84 (d, J = 8.9 Hz, 2H), 7.58 (d, J = 8.9 Hz, 2H), 7.14 
(d, J = 8.9 Hz, 2H), 7.07 (d, J = 8.9 Hz, 2H), 4.35 (s, 2H), 4.19 (d, J 
.2.0 Hz, 1H), 3.91 (m, 1H), 3.76 (m, 1H), 3.54-3.36 (m, 4H), 3.33-3 .0 

7 (m, 2H), 2.91 (s, 3H), 2.56-1.65 (m, 11H), 1.44-0.87 (m, 14H)o 



(3 4) 



(3R) -1- (3-^ Y^fuW -2, 5 -v**V-3- ( (1R) 
-l-tFn^-l-y^A^y;v^;v) -9- (4- (4-^^^ 
y,;v^7x^v) -1. 4, [5 

. 5] • 
[118 6] 



ffifE#2 003-3074101 




[118 7] 



TLC : Rf 0.40 &At**l'> ' *9 J D > 

NMR(CD 3 0D) : 8 7.84 (d, J = 9.0 Hz, 2H), 7.57 (d, J = 8.7 Hz, 2H 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.36 (s, 2H), 4.1 
= 2.1 Hz, 1H), 4.01 (m, 1H), 3.76 (m, 1H), 3.61-3.43 (m, 5H), 3. 
3H), 3.30-3.14 On. 2H), 2.91 (s, 3H), 2.52-1.92 (m, 7H), 1.80-1. 

5H), 1.34-1.15 (m, 3H), 1.00-0.87 (m, 2H)o 



3^18 (3 5) 

(3R) -1- (2-^h^v^;V) -2, 5-***V-3- ( (1R) " 
*^7*y*V) 7x^f*) -1. 4, [5. 

5] «7Vf*> -*a^i& 
[118 8] 



ffifiE# 2003-3074101 




[118 9] 



TLC : Rf 0.49 oatft^w: **/-*=io:D ; 

NMR(CD 3 0D) : 8 7.84 (d, J = 8.7 Hz, 2H), 7.57 (d, J = 8.4 Hz, 2H 
(d, J = 8.4 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.36 (s, 2H), 4.1 
= 1.8 Hz, 1H), 3.98 (m, 1H), 3.76-3.40 (m, 9H), 3.27 (m, 1H), 2. 
3H), 2.56-2.25 (m, 3H), 2.14-1.91 (m, 3H) .. 1.80-1. 65 (m, 4H), 1. 
(m, 3H), 1.15 (t, J = 7.2 Hz, 3H), 1.00-0.87 (m, 2H)o 



gglfcftil ft (36) 

(3R) -1- (2, 2, 3, 3, 3-^^7^nynt» -2, 5-v 
**y_ 3 - ( (iR) -9- 
(4 _ ( 4_^ W ^*^^7x^v) 7x-iWf^) -1, 4, 
9 _ h i; T ^fx en [ 5 . 5 ] ^>-TiJ> • 
[119 0] 



mSE# 2003-3074101 



002-270849 



^-v: 560/ 



[ft 5 3 1] 




[119 1] 

HjC : Rf o.69 (ttft**v> : * ?/-jv=io : i) ; 

NMR(CD 3 0D) : * 7.84 (d, J - 8.7 Hz, 2H), 7.58 (d, J = 8.7 Hz, 2H), 7.15 
(d, J - 8.7 Hz, 2H), 7.07 (d, J - 8.7 Hz, 2H), 4.49 (m, 1H), 4.36 (s, 2 
H), 4.31 (d, J = 1.8 Hz, 1H), 4.10-4.00 (m, 2H), 3.72 (m, 1H), 3.52-3 .4 
8 On. 2H), 3.35 (m, 1H), 2.91 (s, 3H), 2.63 (m, 1H), 2.44-2.20 (m, 3H), 
2.03-1.60 (m, 6H), 1.34-1.14 (m, 3H), 1.01-0.85 (m, 2H)o 



(3R) 5-v**V-3- ( (1R) -1" 

^;v 7l ;^» 7x^;v^;v) -1, 4, 9->'J7fXlfn [5. 5] 
[119 2] 



miE# 2003-3074101 



002-270849 



^-v: 561/ 



3 2] 



H 3 C-NH 





[119 3] 

tlc : Rf o.5i(*ft^^v> : * * / -;v=io : D ; 

NMR(CD 3 0D) : a 7.84 (d, J - 8.7 Hz, 2H), 7.58 (d, J = 8.7 Hz, 2H), 7.15 
(d, J - 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 4.35 (s, 2H), 4.15 (d, J 
- 2 1 Hz. 1H), 3.96 (m, 1H), 3.76 (m, 1H), 3.61-3.45 (m, 3H), 3.34- 3.2 
3 On, 2H), 2.91 (s, 3H), 2.49-1.72 (m, 17H), 1.40-1.15 On, 3H), 0.98-0.9 
0 On, 2H) 0 



(3 8) 



(3R) -1- ( (2E) -2-7^-*) -2, 5-***V-3- ( (1R 
) -9- (4- 

,y*^ 7 xMv) 7x.^fM -1. 4, [ 
5.5]^ ^T"** > • 
1119 4] 



fflSE^ 2003-3074101 



002-270849 



^-v : 562/ 



[ft 5 3 3] 



H 3 C-NH 




■HCI 




[119 5] 

TLC : Rf 0.43 (*nn*;VA : ?/-^=9 : 1) ; 

NMR(CD 3 0D) : 8 7.84 (d, J = 8.5 Hz, 2H), 7.60 (d, J = 8.5 Hz, 2H), 7.14 
(d, J = 8.5 Hz, 2H), 7.07 (d, J = 8.5 Hz, 2H), 5.72 (dq, J - 15.5, 6.5 
Hz, lH), 5.48 (dt, J - 15.5, 5.0 Hz, 1H), 4.35 (s, 2H), 4.20 (m, 1H), 4. 
18 (d, J = 2.0 Hz, 1H), 3.97 (m, 1H), 3.87 (m, 1H), 3.73 (m, 1H), 3.48-3 
.43 (m, 2H), 3.28 (m, 1H), 2.91 (s, 3H), 2.61-2.30 (m, 3H), 2.10-1.90 (m 
, 3H), 1. 80-1.60 (m, 4H), 1.65 (d, J = 6.5 Hz, 3H), 1.40-1.12 (m, 3H), 1 
.04-0.83 (m, 2H) 0 



(3R) -1- (2-t rans-^f^^^^^ " 2 > 
^ v _ 3 _ ( ( 1R ) -i-HKD^-l-^nA^>W^) -9- 

(4- (4-p<f-*7S ;u)V#-)vy xy%y) 7x^;v^fiv) -l, 4, 

9 _fij7fXt 5 n [5. 5] ?>7*#> -*Bftft 

[119 6] 



fcbllE# 2003-3074101 



002-270849 



^-v: 563/ 



Hfc 5 3 4] 



H 3 C-NH 





[119 7] 

TLC : Rf 0.46 no*;^ : * ^ ^ — A' =9 • D ♦ 

NMR(CD 3 0D) : 8 7.84 (d, J - 8.5 Hz, 2H), 7.59 (d, J - 8.5 Hz, 2H), 7.14 
(d, J = 8.5 Hz, 2H), 7.07 (d, J = 8.5 Hz, 2H), 4.35 (s, 2H), 4.18 (d, J 
= 2.0 Hz, 1H), 3.98 (m, 1H), 3.77 (m, 1H), 3.54-3.44 (m, 3H), 3.25-3.11 
(m, 2H), 2.91 (s, 3H), 2.55-2.42 (m, 2H), 2.38-2.10 (m, 2H), 2.08-1.88 
(m, 2H), 1.80-1.60 (m, 4H), 1.35-1.11 (m, 4H), 1.00 (d, J = 5.5 Hz, 3H), 
0.96-0.70 (m, 3H), 0.54 (m, 1H), 0.27 (m, lH)o 



gffiffllft (4 0) 

(3R) -l-rf-^-2, 5-V**V-3- ( C1R) -1-^KH^v- 
1- (c i b^-*****^***) ^ ;V > - 9 " (4_ C*-*^* 
*v 7i /*v) 7^^) -1, 4, 9-h^7f^n [5. 5] * 

[119 8] 



JiJliE# 2003-3074101 



002-270849 



^-v I 564/ 



Kb 5 3 5] 




CH, 



•HCI 




CH 3 



[119 9] 



TLC : Rf 0.66 o a *;VA \*9 J-*'. ft&=10 : 1 : D ; 

NMR(CD 3 0D) : * 8.04 (d, J - 9.0 Hz, 2H), 7.62 (d, J - 8.5 Hz, 2H), 7.17 
( d , J = 8.5.Hz. 2H), 7.07 (d, J - 9.0 Hz, 2H), 4.37 (s, 2H), 4.16 (d, J 
- 2.0 Hz, 1H), 4.00 (m, 1H), 3.75 (m, 1H), 3.59-3.43 (m, 4H), 3.25 (m, 
1H), 2.57-2.29 (m, 3H), 2.12 (m, 1H), 1.86 (m, 1H), 1.77-1.26 (m, 13H), 
0.95 (t, J = 7.0 Hz, 3H), 0.94 (d, J = 7.0 Hz, 3H)o 



gjfegfl « (41) 

(3R) -l-^v-2, 5-V**V-3- ( (1R) -l-*Kn**- 

T ^*^7x;^» 7x.;Mf^) -l, 4, 9-H)7fxen 
[ 5 . 5] f?>Tii y - WkM. 

[1 2 0 0] 



2003-3074101 




[12 0 1] 

uc : Rf 0.31 Wc**vy : **-/-fl"=ao: 1) ; 

NMR(CD 3 0D) : 8 7.84 (d, J = 9.0 Hz, 2H), 7.58 (d, J = 9.0 Hz, 2H), 7.15 
(d, J = 9.0 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.36 (s, 2H), 4.17 (d, J 
= 2.1Hz, 1H), 4.02 (m, 1H), 3.76 (m, 1H), 3.60-3.40 (m, 3H), 3.16 (m, 

1H), 2.91 (s, 3H), 2.75-2.10 (m, 9H), 1.90-1.65 (m, 2H), 1.50-1.20 (m, 7 

H), 0.96 (t, J = 6.9 Hz, 3H)o 

« (42) 

(3R) -l-^;V-2, 5-***V-3- ( (1R) -1-^KH^v- 
i-v^n^^v^*) -9- (i-^jv-l-7x-;vxf;v) -l, 
4j 9 _^i; T -ifx^n [5. 5] -Wm. 
[1 2 0 2] 



miE# 2003-3074101 




[1 2 0 3] 



TLC : Rf 0.35 \*9 J-*'. *=9 : 1 : 0. 1) ; 

NMR(CDC1 3 ) : 8 7.80-7.78 (m, 2H), 7.53-7.43 (m, 3H), 4.11 (d, J = 2.0 H 
z, 1H), 3.98 (m, 1H), 3.68 (m, 1H), 3.55 (m, 1H), 3.40-3.28 (m, 3H), 3.2 
5 (dd, J = 9.0,2.5 Hz, 1H), 2.61 (m, 1H), 2.50-2.34 (m, 2H), 2.07-1.6 0 
(m, 8H), 1.92 (s, 6H), 1.45-1.13 (m, 6H), 1.00-0.85 (m, 2H), 0.95 (d, J 
= 6.6 Hz, 3H)o 

mttom a (43) 

(3R) -l-7^;V-2, 5-***V-3- ( (1R) -l-tKD*V- 
l-*,*^******) -9- (1- (4- (4-^W^*;v^V 
7l ^v) 7 x^) yn^) -1. 4, [5. 5] * 

[1 2 0 4] 



ffiSE# 2003-3074101 



002-270849 



V : 567/ 



Hb5 3 8] 




[1 2 0 5] 

TLC : Rf 0. 73 (^nn^^A : ^^7—^=511) ; 

NMR(CD 3 0D) : 5 7.85 (brd, J = 8.7 Hz, 2H), 7.57 (brd, J = 8.4 Hz, 2H), 
7.16 (brd, J = 8.4 Hz, 2H), 7.09 (brd, J = 8.7 Hz, 2H), 4.34-4.22 (m, 1H 
), 4.13 (brs, 1H), 3.93-3.76 (m, 1H), 3.68-3.44 (m, 3H), 3.42-3.10 (m , 
3H), 2.99 (s, 3H), 2.68-2.16 (m, 5H), 2.18-1.84 (m, 3H), 1.82-1.60 (m, 5 
H), 1.50-1.08 (m, 6H), 1.04-0.76 (m, 2H), 0.97 (brt, J = 6.0 Hz, 3H), 0. 
83 (brt, J = 7.2 Hz, 3H)o 



m^sMR (4 4) 

(3R) -i-7^;V-2, 5-***V-3- ( (1R) -l-*Kn*S 
1 -> / ?U^s)V**)V) -9- (l- (4- (4-*mv7x;^; 

7l „M -l, 4, 9->vr<f*tfn [5. 5] *7>r*y*z 

[1 2 0 6] 



miE#2 003-3074101 



002-270849 



V I 568/ 



[it 5 3 9 ] 




[1 2 0 7] 

tlc : Rf o.43 mt^^vy : *9J-* :tK=9: i :o.i) ; 

NMR(CD 3 0D) : 8 8.04 (d, J = 9.0 Hz, 2H), 7.60 (d, J = 8.7 Hz, 2H), 7. 

(d, J = 8.7 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.57 (q, J = 6.9 Hz, 1 
, 4.14 (s, 1H), 3.90 (m, 1H), 3.80-3.40 (m, 3H), 3.40-3.20 (m, 3H), 2. 
-2.20 (m, 3H), 2.20-1.85 (m, 3H), 1.85-1.60 (m, 5H), 1.81 <d, J = 6.9 
, 3H), 1.50-1.10 (m, 6H), 1.10-0.80 (m, 2H), 0.96 (t, J = 6.9 Hz, 3H) £ 



mM 9 

(3R) -1- (2-7^^) -2, 5-yt^V-3- ( (1R) -1 
-tFo^y-l-y^A^yW^) -9- (4- (4->W^* 

-1. 4, [5. 5 

] <yyru > • 2ffl#as 

[1 2 0 8] 
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^-v: 569/ 



[itS 4 0] 



H 3 C-NH 




-NH 

■2HCI 



[1 2 0 9] 

mmns (12) ^m^v^it^mmwiim^x^y^-m-L, tv? 

(534 mg) **ft**W (8 A) WWiU MK (O.U mL) > ? V * 
*X (f. j7 x^7r/) ^r>'^ (47 mg) , **fb>^"T^^^ 
(0.26 mL) *tt*TM-C3*W«#Lfc. RJ&»*«r»*U MtfcM** 

*/M***ilI;U iiU T»Wtt«**+**»W^^* (178 mg) 
TLC : Rf 0.33 ( n -7* / : I» : *= 4 : 2 : i) ; 

NMR(CD 3 0D) : S 7.84 (d, J = 9.0 Hz, 2H), 7.66 (d, J = 8.7 Hz, 2H), 7.12 
(d, J = 8.7 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.35 (s, 2H), 4.23 (d, J 
= 2.1 Hz, 1H), 4.04-3.65 (m, 4H), 3.51-3.40 (m, 2H), 3.26 (dd, J = 9.9, 
2.1 Hz, 1H), 3.15-3.06 (m, 2H), 2.91 (s, 3H), 2.65-2.44 (m, 3H), 2.16 ( 

m, 1H), 2.08-1.91 (m, 2H), 1.83-1.62 (m, 4H), 1.40-1.12 (m, 3H), 1.05-0. 

80 (m, 2H) 0 



mm i o 

(3R) _ 1 _ ( 2 -^^;v*;i/^-;vr^/^-f-^) -2, 5-v**v-3 
( (1R ) _ i -y. Kn#->- l-'>?n^3rv;W-f-^) ~9~ ( 4_ (4 



2003-3074101 



:|^< 002-270849 ^ 570/ 

■if* en [5. 5] tf^fcS' -afflWfi 
112 10] 

[ft; 5 4 l] 




[12 11] 

*Jfcff 9 ttt L fcft**© 7 »J H* (44 mg) * * D n * * A (1 raL) C« 
WU b .jxW^ (0.02 mL) *tpitJto *^T. «MkT-fe^0.01 ml ( 
0.14.1, 1.85 ea.)«r*P^ Rfc«**K* * y 

-;v=2 0 : 1-1 0 : 1) KJ:9»«U 4N*fl*ffl«******»*- 

, MU TIBW********^** (19.3 mg) 

TLC : Rf 0.30 (;nn^K : *9 @^=20 : 2 : 1) ; 

NMR(CD 3 0D) : 3 7.85 (d, J = 9.0 Hz, 2H), 7.58 (d, J = 8.7 Hz, 2H), 7.15 
(d, J = 8.7 Hz, 2H), 7.08 (d, J - 9.0 Hz, 2H), 4.37 (s, 2H), 4.17 (d, J 
= 2.1 Hz, 1H), 3.91 (m, 1H), 3.76 (m, 1H), 3.60-3.42 (m, 3H), 3.40-3.20 
(m, 4H), 2.91 (s, 3H), 2.62-2.41 (m, 2H), 2.29 (m, 1H), 2.15 (m, 1H), 2 

.08-1.90 (m, 2H), 1.95 (s, 3H), 1.85-1.62 (m, 4H), 1.40-1.08 (m, 3H), 1. 

04-0.80 (m, 2H)o 



mm 1 1 



ttiSEJRF 2003-3074101 
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^- v : 571/ 



(3R) -1-^^-2, 5-v^V-S- ( (1R) -l-fcKO*v 
X-S^n^*****-*) -9- (4- (4-*^y7x^y) ^ 
A,***) -1, 4, 9-F'J7f^^ [5. 5] * 9 
[12 12] 
Mb 5 4 2] 




[12 13] 

£jfcff2 (l) «Lfd^^)^ * y - i NyjcSHti- h 'J 

^ D7f ^ 7 ^ (?nn*;V.A :^y^V=10 : 1) KTflHRU TIB 

&1£(i&&#-r**f&Wft#& (55mg) %#fwo 

TLC : Rf 0.16 (?nn*W : * *y-;w=io : 1) ; 

NMR(d 6 -DMS0) : a 7.98 (s, 1H), 7.84 (d, J = 8.7 Hz, 2H), 7.64 (d, J = 8 
.7 Hz, 2H), 7.04 (d, J = 8.7 Hz, 2H), 6.94 (d, J = 8.7 Hz, 2H), 5.29 (br 
s, 1H), 4.61 (s, 2H), 4.20-2.80 (m, 8H), 2.80-2.00 (m, 3H), 2.00-1.40 ( 
m, 8H), 1.40-1.00 (m, 6H), 0.90-0.70 (m, 2H), 0.80 (t, J = 6.9 Hz, 3H)o 

mm 1 2 

(3R) -l-y^-2, 5-v**7-3- ( (1R) -l-tK***- 



ffifE# 2003-3074101 



>\i^ 002-270849 ^ ^ 572/ 



L-^n^*****-*) -9- (i-7x^^f^V^-4-^ 
-1, 4, 9-M7T^*fcfn [5. 5] ^f*V-2MI 
[12 14] 
Mb 5 4 3] 




[12 15] 

#f«2t«Uft« dSOmg) Oh'^WV/ (0.07 mL) 1 
-^>y;v-4-t^V^jy^ (80 mg) , f^^V/n^fr/ 

(0.23 mL) **nx, a»-C4P»Wt»tfe 0 KIo«**fc** ' ~* < 2mL > * 
Un£-C«»U **flS****HJ* A (30 mg) *jn*.. -fcttttUfco SIS 

^ 7<f - wxfr.^/-)v=40 : i~8 : 1) ic-OMU 4NiS 

E»tt«*#***#W*fr6* (41mg) £#fc 0 

TLC : Rf 0.31 (Mit**^* ^*/-^=10: D J 

NMR(CD 3 0D) : * 7.56-7.51 (m, 5H), 4.36 (s, 2H), 4.15 (d, J = 1.8 Hz, 1H 
), 4.02 (m, 1H), 3.80-3.53 (m, 7H), 3.33-3.25 (m, 1H), 3.18-3.10 (m, 2H) 
, 2.64 (m, 1H), 2.55-2.45 (m, 4H), 2.20-2.10 (m, 3H), 2.05-1.92 (m, 3 H) 
, 1.80-1.65 (m, 5H), 1.41-1.15 (m, 6H), 1.00-0.88 (m, 5H) Q 
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mm i g m , i 2 ( 2 ) 

x, nnm 2 ^i^^t^c^, ^rr^-r^mm^mz 



(3R) -l-^V-2, 5-***V-3- ( (1R) -l-^KH^v- 

-9- (1- (4-^W5y#^7x- 
,v^,v) ^')^-4-^^) -1. 4, 9->'JTf^n [5. 5] * 

[12 16] 
[1 fc 5 4 4 ] 




[12 17] 



tlc : Rf 0.40 {mt^^-vy : **y~jv=5: 1) ; 

NMR(CD 3 0D) : 8 7.92 (d, J - 8.0 Hz, 2H), 7.64 (d, J - 8.0 Hz, 2H), 4.40 
(s, 2H), 4.15 (d, J = 2.1 Hz, 1H), 4.04 (m, 1H), 3.75-3.50 (m, 7H), 3.3 
3-3.15 (m. 4H), 2.93 (s, 3H), 2.63-2.49 (m, 5H), 2.18-1.90 (m, 5H), 1.8 
0-1.65 (m, 5H), 1.45-1.19 (m, 6H), 1.00-0.90 (m, 5H)o 



ffilE^ 2003-3074101 
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^-v : 574/ 



gftmj 2 (2) 
(3R) -1-7^-2, 5-y**V-3- ( (1R) 

- 9- (l-7x-^*^V^'iv>-4- 

- 1 , 4 , 9 - h V T*f* n [ 5 . 5 ] ^t ? * > • tttttt 
[12 18] 
Hb5 4 5] 




[12 19] 



TLC : Rf 0.74 otft^tw : * * y -*=5 : 1) ; 

NMR(CD 3 0D) : 5 7.51-7.42 On. 5H), 4.16 (d, J = 2.1 Hz, 1H), 4.08 (m, 1H 
), 3.81 (m, 1H), 3.60-3.50 (m, 4H), 3.33-3.16 (m, 2H), 2.55-1.70 (m, 18H 
), 1.45-1.20 (m, 7H), 1.00-0.94 (m, 5H)o 

mWM 1 3 

(3R) -l-7^;v-2, 5 -v**V-3- ( (1R) 

1 _,>^ D ^^v;v^f-;v) -9-7x-H5;^f;v-i, 4, 9-h;t 
if*k?n [5. 5] ^Vt'*^-^^ 
[1 2 2 0] 
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UtS 4 6] 




[12 2 1] 



nnWA (3 0) -eWtlfcft^* (37 mg) <D*?y-*m®. (5 mL) 

2 o%*i*ffc'<5***«* o mg) **#h*t, sa-ei 2i*w« 

mm (0.1 mL) **D*.1\ ft*U TB*ttfl**-*-**««ft** (35 mg) 
tlc : Rf 0. 37 (^nnw: *9 7X=8 : 2 : 0. 2) ; 

NMR(CDC1 3 ) : * 9.40 (s, 1H), 9.00 (s, 1H), 7.70-7.58 (m, 5H), 4.35-3.80 
(m, 4H), 3.75- 3.15 (m, 4H), 2.65-2.30 (m. 2H), 2.25-1.86 (m, 4H), 1.85 
-1.60 (m, 5H), 1.60-0.65 (m, 8H), 0.95 (d, J = 6.6 Hz, 3H)o 

mm 1 

1 0 0«S:»feo 

. (3R) _ 1 _y^;v_2, 5-V**v-3- ( (1R) -1-^Kn^v 
_ 2 _^; V ^;V) - 9 - (4- (4-^W5/^»-2-^n 
7l -,Mf;V) 7x-;^fJV) -1, 4, 9-hV7f^D [5. 5] * 

5.0g 



miiE# 2003-3074101 



2 002-270849 

MMga 2 

• (3R) -l-r^;V-2, 5-v**V-3- ( (IE) -l-kTO-> 
_2-Ji^;v-/f-;V) -9- (4- (4-^WU*H'-^-2-?no 
-7^~;v^?-;v) 7x-;v^f;P) -1, 4, [5. 5] * 

2.0g 

. v>- 2 0 g 

• ^WtK 5 0 0ml 




^-v . 576/ 



0.2 g 

O.lg 

4.7g 
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[1 2 2 21 

SEQUENCE LISTING 



<110> 0N0 PHAEMACEUTICAL CO. , LTD. 

<120> Triazaspiro [5.5] undecane derivatives and medicament containing 
^ the derivative as active ingredient 

<130> AKJP-9 



<160> 2 



<170> Patentln Ver. 2. 1 

<210> 1 
<211> 37 
• <212> DNA 

<213> Artificial Sequence 



<220> 

<223> Description of Artificial Sequence :Forword pri 
hCCR5Xbal 

<400> 1 

agctagtcta gatccgttcc cctacaagaa actctcc 



miiE# 2003-3074101 



ij^P 0 0 2 -2 7 0 8 4 9 ^ ^- v : 578/E 

i 



<210> 2 
<211> 37 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence :Revese primer 
hCCR5Xbal 



) <400> 2 

agctagtcta gagtgcacaa ctctgactgg gtcacca 



37 
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